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New 29-nor-cycloartanes with a 3,4-seco- and a novel 2,3-seco-structure from the leaves of Sinocalycanthus chinensis pp 2790-2796
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Synthesis and biological evaluation of novel quinazoline-derived human Pin1 inhibitors
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A series of novel 2,4-disubstituted quinazoline derivatives were prepared and their inhibitory activities on hPin1 were evaluated. Of all the synthesized compounds, eight
compounds displayed inhibitory activities with ICso value at the level of 10~ mol/L. Preliminary structure-activity relationships were analyzed in details and the binding mode
of the titled compounds was predicted using FlexX algorithm.
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Inhibitor selectivity of a new class of oseltamivir analogs against viral neuraminidase over human neuraminidase pp 2817-2822
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Antifungal, cytotoxic and SAR studies of a series of N-alkyl, N-aryl and N-alkylphenyl-1,4-pyrrolediones and related pp 2823-2834
compounds
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Structural requirements of flavonoids for the adipogenesis of 3T3-L1 cells pp 2835-2841
Hisashi Matsuda, Yuichiro Kogami, Seikou Nakamura, Tomomi Sugiyama, Tsubasa Ueno, Masayuki Yoshikawa*

Among the 44 flavonoids, 3,4',7-trimethylkaempferol, tetramethylkaempferol, and pentamethylquercetin concentration-
dependently enhanced the adipogenesis of 3T3-L1 cells. With regard to structural requirements of flavonoids for the activity,
it was found that: (1) most flavonoids having hydroxy groups lacked the effects; (2) flavonols with methoxy groups showed
stronger effects particularly those with a methoxy group at the 3-position; (3) a methoxy group of flavonols at the B ring was also
important. Tetramethylkaempferol and pentamethylquercetin significantly increased the amount of adiponectin released into the
medium and the uptake of 2-deoxyglucose into the cells. Furthermore, both compounds also increased the mRNA levels of GLUT4,
aP2, PPARy2, and C/EBPs, although they did not activate PPARy directly in a nuclear receptor cofactor assay.
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Comparative CYP1A1 and CYP1B1 substrate and inhibitor profile of dietary flavonoids
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N-Alkenyl and cycloalkyl carbamates as dual acting histamine H; and H, receptor ligands

Matgorzata Wiecek, Tim Kottke, Xavier Ligneau, Walter Schunack, Roland Seifert, Holger Stark, Jadwiga Handzlik,
Katarzyna Kie¢-Kononowicz*
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Two series of 3-(1H-imidazol-4-yl)propyl carbamates: a series of unsaturated alkyl derivatives and a series possessing a cycloalkyl group different distances to
the carbamate moiety were prepared and tested for their affinities at human histamine Hs and Hy4 receptors. To expand pharmacological profile, compounds

were also tested for their H3 receptor antagonist activity on guinea pig ileum and in vivo after oral administration to mice. Tested compounds exhibited good -+
affinity for the hH3R and moderate to weak affinity for the hH4R.
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Red-fluorescent argininamide-type NPY Y; receptor antagonists as pharmacological tools

pp 2859-2878
Max Keller, Daniela Erdmann, Nathalie Pop, Nikola Pluym, Shangjun Teng, Giinther Bernhardt, Armin Buschauer*

Argininamide i Fluorophor
H o}
N
H/\Q\ I
OH TFA

®+

pp 2879-2887

Synthesis of glycopeptide dendrimers, dimerization and affinity for Concanavalin A
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Synthesis, in silico docking experiments of new 2-pyrrolidinone derivatives and study of their anti-inflammatory pp 2888-2902
activity
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2-Arylbenzothiazole, benzoxazole and benzimidazole derivatives as fluorogenic substrates for the detection of pp 2903-2910
nitroreductase and aminopeptidase activity in clinically important bacteria
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Synthesis and biological evaluation of novel 4-benzylpiperazine ligands for sigma-1 receptor imaging pp 2911-2917
Zi-Jing Li, Hui-Ying Ren, Meng-Chao Cui, Winnie Deuther-Conrad, Rui-Kun Tang, Jérg Steinbach, Peter Brust, Bo-Li Liu,
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Comparing micellar, hemolytic, and antibacterial properties of di- and tricarboxyl dendritic amphiphiles pp 2918-2926

Bhadreshkumar B. Maisuria, Marcelo L. Actis, Shauntrece N. Hardrict, Joseph O. Falkinham III, Michael F. Cole,
Ronald L. Cihlar, Stephen M. Peters, Richard V. Macri, Eko W. Sugandhi, André A. Williams, Michael A. Poppe,
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New structural classes of functionally selective benzodiazepine-site allosteric modulators of GABA, receptors are reported.

pp 2927-2938
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Replacement of the hydrophobic part of 9-cis-retinoic acid with cyclic terpenoid moiety results in RXR-selective
agonistic activity
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Development of new indole-derived neuroprotective agents
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The main goal of the present study was to synthesize new indole derivatives with structures justifying neuroprotective activity. The potential neuroprotective effects of these
newly synthesized agents against acrylamide induced neurotoxicity in rats were investigated.

Synthesis of 4p-carbamoyl epipodophyllotoxins as potential antitumour agents
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Engineered Thermoplasma acidophilum factor F3 mimics human aminopeptidase N (APN) as a target for anticancer

drug development
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Eight amino acids of engineered Thermoplasma Acidophilum
factor F3 have interactions with the inhibitors. They are Q101.
A229,A231,E233.E288,T292. R316and G352.

pp 2991-2996

®+




Contents / Bioorg. Med. Chem. 19 (2011) 2777-2784 2783
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Synthesis and structure-activity relationship of tricyclic carboxylic acids as novel anti-histamines pp 3005-3021
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Understanding the radical mechanism of lipoxygenases using >'P NMR spin trapping pp 3022-3028
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The known veterinary anthelmintic and proton ionophore, closantel, was recently discovered to also exhibit potent chitinase inhibition activity
and inhibit molting in the parasitic nematode, Onchocerca volvulus, the causative agent of the neglected tropical disease onchocerciasis.
[C. Gloeckner, A. L. Garner, F. Mersha, Y. Oksov, N. Tricoche, L. M. Eubanks, S. Lustigman, G. F. Kaufmann, K. D. Janda, Repositioning of an
existing drug for the neglected tropical disease Onchocerciasis, Proc. Natl. Acad. Sci., U.S.A. 2010, 107, 3424.]
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