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Receptor Agonists and Their Effects on Feeding Behavior in Rats
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A new series of melanocortin (MC-4) receptor agonists was identified based upon ©\
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high throughput screening of a corporate compound collection. Subsequent Br Me

improvement of the activity led to compounds such as 3b lowered food consumption

in a fasting-induced feeding model in rats upon intraperitoneal administration. 3b, IC5 =22 nM
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N-Thiolated 3-Lactam Antibacterials: Defining the Role of

Unsaturation in the C,4 Side Chain
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This paper addresses the importance of unsaturation in the C, side chain R on antibacterial activity of N-methylthio
B-lactams.
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A 96-membered solution phase library of the titled compound was synthesized. Two highly potent inhibitors were 2 R2
identified by iterative deconvolution screening.

Bioorg. Med. Chem. 11 (2003) 225
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The synthesis of a series of 2-(2,3-dimethoxyphenyl)-5-(aminomethyl)-1 H-pyrrole analogues and their ” R,
in vitro binding affinities for dopamine D,, D3, and Dy receptors are presented.
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Synthesis of the Substrate Precursors
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The synthesis of the substrates and the substrate oligonucleotides used for the _<: NH H \O‘ O
in vitro selection of a ribozyme that catalyzes a Michael reaction is described. NN

We also describe the further characterization of this ribozyme with respect to
substrate specificity.
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Synthesis, CB; and CB, receptor affinities of 1,4-dihydroindeno

[1,2-c]pyrazole carboxamides (1) are described R
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C-7 acidic cephems are described that have surprisingly good activity against S/\H/Nj;fs 1 2CFC02
methicillin-resistant Staphylococcus aureus (MRSA). The most active compound c 0 g NSNS, OH

(41) displayed an MICy, against MRSA of 1.0 pg/mL, and a PDs, of 0.8 mg/kg. cl CO,H \ONi/%\/NH;#
A representative compound from this class was found to be very safe in a mouse N 41

model of acute toxicity. CO,H
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Novel C-7 acid cephalosporin derivatives with good activity against methicillin-resistant H
Staphylococcus aureus (MRSA) are described. The most interesting compound (6) displayed an S/\erj;(S
MICy, against MRSA of 3.7 ug/mL, and an average PDs, of 3.9 mg/kg.. C'\@\O s NW)VS\@ 0
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New Minor Taxanes Analogues from the Needles of Taxus
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New taxanes with different conformations of the core skeleton were isolated from the - ' /s a's ~/

needles of the Canadian yew. Their lack of activity towards tubulin assembly is discussed. side chain core skeleton
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