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Synthesis and In Vitro Trypanocide Activity of Several Polycyclic
Drimane-Quinone Derivatives

Mauricio A. Cuellar, Cristian Salas,® Manuel J. Cortés,* Antonio Morello,? Juan Diego Maya® and Marcelo
D. Preite®*
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Several drimane-derived naphtho- and anthraquinones were synthesized and their in
vitro trypanocide activities were determined and compared with those of the current
prescription drugs, nifurtimox and benznidazole. Two compounds showed a promisingly
high bioactivity.

New Unusual Iridoids from the Leaves of Noni (Morinda citrifolia L.) Bioorg. Med. Chem. 11 (2003) 2499

Show Inhibitory Effect on Ultraviolet B-Induced Transcriptional Activator Protein-1 (AP-1) Activity
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A novel iridoid dimer with two iridoid units connected by a rare ether group, together with two new unusual iridoids “/” S
showing significant inhibition of UVB-induced Activator Protein-1 (AP-1) activity in cell cultures, have been isolated /v/‘m ’%
from the leaves of noni (Morinda citrifolia L.). Their structures were determined on the basis of detailed high-field 1D HocH N Sh
and 2D NMR spectral analysis. Their inhibitory effect on UVB-induced Activator Protein-1 (AP-1) activity are also aoc g Ao
discussed. e

Bioorg. Med. Chem. 11 (2003) 2503

Specific Alkylation of Human Telomere Repeats by Hairpin

Pyrrole-Imidazole Polyamide
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0,CH,
A novel hairpin polyamide-cyclopropapyrroloindole (CPI) conjugate PylmImIm-y- N—Z Rm Wcm
PyPyPyLDu86 (conjugate 11), which targets human telomere repeats d(TTAGGG),/

d(CCCTAA),, was synthesized. N’jz ﬂ
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Cancer Preventive Potential of Trichothecenes from Bioorg. Med. Chem. 11 (2003) 2511

Trichothecium roseum
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Three new trichothecene sesquiterpenes, trichothecinols A-C (1-3), have been 1 OH  COCH=CHCHj3(cis) O

isolated from Trichothecium roseum together with three known analogues as 2 H COCH=CHCHjz(cis) ~ a-OH, p-H
chemopreventive agents. 3 OH COCH=CHCHs(cis)  a-OH, p-H
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N-['8F]fluoroethyl-4-piperidyl Acetate (|'SFIFEtP4A): A PET Bioorg. Med. Chem. 11 (2003) 2519

Tracer for Imaging Brain Acetylcholinesterase In Vivo
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['®F]FEtP4A, a potential PET tracer for imaging brain acetylcholinesterase (AchE) in vivo, was synthesized by the OCOCH3
respective reaction of P4A with ['*F]FE(Br, ['*F]FEtBr/Nal and ['*F]FEtOT(. After iv injection of ['*F]FEtP4A into ['8FIFEtP4A
animals, ex vivo autoradiogram of rat brain and PET image of monkey brain displayed a significant radioactivity in

the striatum, the region with the highest AchE activity in the brain.
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Conformationally Constrained Analogues of Diacylglycerol
(DAG). Effect on Protein Kinase C (PK-C) Binding by the Isosteric Replacement of Sn-1 and Sn-2 Esters
in DAG-lactones
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1H-Imidazo[4,5-c]quinoline Derivatives as Novel Potent TNF-«

Suppressors: Synthesis and Structure—activity Relationship of
1-, 2-and 4-Substituted 1H-imidazo[4,5-c]quinolines or
1H-imidazo[4,5-c]pyridines
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Structural modification of imiquimod, which is known as an inter- @(j @fi
feron-o (IFN-a) inducer, for the aim of finding a novel and small- N "NH, NTR?
molecule tumor necrosis factor-o (TNF-o) suppressor and struc- IFN-c Inducer appearance of
ture—activity relationship (SAR) are described. (Imiquimod) TNF-a suppressing activity
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Acyl Sulfonamides as Potent Protease Inhibitors of the Hepatitis

C Virus Full-Length NS3 (Protease-Helicase/NTPase). A Comparative Study of Different C-Terminals
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Three-Dimensional Quantitative Structure-Activity Relationship Bioorg. Med. Chem. 11 (2003) 2569

(BD-QSAR) Studies of Tricyclic Oxazolidinones as Antibacterial Agents
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Robust QSAR models were obtained using COMFA and CoMSIA methods that provide a guide to

further modification of new tricyclic oxazolidinones. AN NJI:J)\O
B = r
O
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Synthesis and Antiproliferative Activity of Basic Thioanalogues
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Solid Phase Synthesis of a Pepticinnamin E Library
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A library of analogues of the OH
naturally occurring farnesyl-
transferase inhibitor pepti-

cinnamin E is synthesized via
different solid-phase routes. W\?\/ﬁ( ‘)LO//I'HLNH |::> .\rr :’ ‘
:IE% ; R? O ;

Peptlcmnamln E Compound library
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Identification of Mono- and Bisubstrate Inhibitors of Protein

Farnesyltransferase and Inducers of Apoptosis from a Pepticinnamin E Library
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bisubstrate inhibitor of farnesyltransferase
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Bisquaternary Dimers of Strychnine and Brucine. A New Class of Bioorg. Med. Chem. I1 (2003) 2627

Potent Enhancers of Antagonist Binding to Muscarinic M, Receptors
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R=H, OCH;; X=CH,, C=N-OH; n=6-8.
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Tripartate Poly(ethylene Glycol) Prodrugs of the Open Lactone
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Synthesis of 1-D- and 1-L-myo-Inosityl 2-N-Acetamido-2-deoxy-

a-D-glucopyranoside Establishes Substrate Specificity of the Mycobacterium tuberculosis Enzyme AcGI
Deacetylase
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Helical Templating of Oligopeptides by Cyclodextrin Dimers

David Wilson, Lisa Perlson and Ronald Breslow*
Department of Chemistry, Columbia University, New York, NY 10027, USA

A cyclodextrin dimer with the correct length can induce helical folding in a
peptide carrying the hydrophobic L-z-butylphenylalanine unit in the i and
i+ 11 positions.
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