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The synthesis of some new N,O-nucleosides is described, based on the 1,3-dipolar cycloaddition of nitrones and unprotected vinyl nucleobases. Promising
results were found during their biological evaluation.
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Identification of small molecule inhibitors of telomerase activity through transcriptional regulation of hTERT and
calcium induction pathway in human lung adenocarcinoma A549 cells

pp 6987–6994

Yerra Koteswara Rao, Te-Yu Kao, Ming-Fang Wu, Jiunn-Liang Ko*, Yew-Min Tzeng*

OHH3CO

O HTMCOCH3

OCH3

OCH3

Among tested, HTMC was the most potent that inhibited telomerase activity, expression of hTERT and hTERT promoter in A549 cells. HTMC treatment also
reduced colony formation of A549 cells. The release of Ca2+ was the underlying mechanisms of suppressed telomerase activity and hTERT transcription in A549
cells exposed to HTMC.

Gentisides C–K: Nine new neuritogenic compounds from the traditional Chinese medicine Gentiana rigescens Franch pp 6995–7000

Lijuan Gao, Lan Xiang, Yan Luo, Guangfa Wang, Jinyou Li, Jianhua Qi*

Gentisides C–K are additional members of a novel class of neuritogenic compounds. They exhibited
significant neuritogenic activity against PC12 cells. The structure–activity relationships within the
gentisides A–K revealed that the alkyl chain length is important for the activity, but structure
diversity at the end of alkyl chain is not.

Identification of organoselenium compounds that possess chemopreventive properties in human prostate cancer LNCaP
cells
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Two organoselenium compounds possess chemopreventive properties in human prostate
cancer LNCaP cells.

Synthesis, anti-fungal and 1,3-b-DD-glucan synthase inhibitory activities of caffeic and quinic acid derivatives pp 7009–7014
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Design, synthesis, and binding of homologated truncated 40-thioadenosine derivatives at the human A3 adenosine
receptors
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The homologated derivatives 3 in which a methylene group was inserted into the glycosidic bond of
truncated 40-thioadenosine were synthesized as potential human A3 adenosine receptor antagonists.

Retinobenzaldehydes as proper-trafficking inducers of folding-defective P23H rhodopsin mutant responsible for
Retinitis Pigmentosa

pp 7022–7028

Kenji Ohgane*, Kosuke Dodo, Yuichi Hashimoto

The design and synthesis of a class of stable nonpolyene-type rhodopsin ligands which induce folding/trafficking of P23H rhodopsin are described.

Delphinidin, a dietary anthocyanidin in berry fruits, inhibits human glyoxalase I pp 7029–7033
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A fluorescein-containing, small-molecule, water-soluble receptor for cytosine free bases pp 7034–7042
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A fluorescein-containing, small-molecule, water-soluble, ureido receptor has been synthesized. The binding with cytosine free bases was
investigated using 15N NMR and fluorescence spectroscopies.
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Comparative nuclease and anti-cancer properties of the naturally occurring malabaricones pp 7043–7051
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O
OH

OHOH

OH

Malabaricone C

Consistent with its Cu(II)-mediated nuclease property, mal C could efficiently (IC50 �5 lM) induce killing of the MCF-7 human breast cancer cell line via oxidative damage to
cellular DNA.

Chalcone glycosides isolated from aerial parts of Brassica rapa L. ‘hidabeni’ suppress antigen-stimulated degranulation
in rat basophilic leukemia RBL-2H3 cells

pp 7052–7057
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R = Me; 4'-O-β-D-Glucopyranosyl-3',4-dimethoxychalcone (C2)

OGA inhibition by GlcNAc-selenazoline pp 7058–7064
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GlcNAc-thiazoline:
Ki vs OGA = 0.01 μM 

43% reduction in GLUT4 translocation

GlcNAc-selenazoline:
Ki vs OGA = 0.7 μM

16% reduction in GLUT4 translocation

Structure–activity relationships in 1,4-benzodioxan-related compounds. 10. Novel a1-adrenoreceptor antagonists
related to openphendioxan: Synthesis, biological evaluation, and a1d computational study

pp 7065–7077
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QSAR-based solubility model for drug-like compounds pp 7078–7084

Rafael Gozalbes*, Antonio Pineda-Lucena*

A QSAR model for predicting the solubility of drug-like compounds has been developed based on simple 1D and 2D descriptors. The model does not require any
experimentally determined value and it is intended to be used as a decision tool when selecting compounds for drug discovery campaigns.

Novel imidazoline compounds as partial or full agonists of D2-like dopamine receptors inspired by I2-imidazoline
binding sites ligand 2-BFI

pp 7085–7091

Gianfabio Giorgioni*, Dario Ambrosini, Cristian Vesprini, Alan Hudson, Cinzia Nasuti, Antonio Di Stefano, Piera Sozio,
Osele Ciampi, Barbara Costa, Claudia Martini, Antonio Carrieri, Giuseppe Carbonara, Christoph Enzensperger, Maria Pigini
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Based on the well known biological versatility of the imidazoline nucleus, we prepared the novel derivatives 3a–k inspired by 2-BFI scaffold to assess imidazoline molecules as
D2-like dopamine receptor ligands. Conservative chemical modifications of the lead structure, such as the introduction of an hydroxy group in the aromatic ring alone or
associated with N-benzyl substitution, provided partial (3f) or nearly full (3e and 3h) agonists, all endowed with D2-like potency comparable to that of dopamine.

Structure-based virtual screening of novel tubulin inhibitors and their characterization as anti-mitotic agents pp 7092–7100

Nam Doo Kim, Eun-Sook Park, Young Hoon Kim, Seung Kee Moon, Sung Sook Lee, Soon Kil Ahn, Dae-Yeul Yu,
Kyoung Tai No*, Kyun-Hwan Kim*
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Design and synthesis of de novo cytotoxic alkaloids by mimicking the bioactive conformation of paclitaxel pp 7101–7112

Liang Sun, Jean M. Veith, Paula Pera, Ralph J. Bernacki, Iwao Ojima*

Design, syntheses and biological evaluations of de novo paclitaxel mimics are reported.
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Thieno[3,2-c]pyrazoles: A novel class of Aurora inhibitors with favorable antitumor activity pp 7113–7120
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In this paper we report on the optimization of the thieno[3,2-c]pyrazole series as inhibitors of the
Aurora kinases to give a promising lead compound endowed with high potency in in vitro assays
and active in vivo in the HL-60 xenograft tumor model.

Development of a plate-based scintillation proximity assay for the mycobacterial AftB enzyme involved in cell wall
arabinan biosynthesis

pp 7121–7131

Jian Zhang, Anita G. Amin, Alexandra Hölemann, Peter H. Seeberger, Delphi Chatterjee*

Several oligosaccharide acceptors mimicking segments of mycobacterial arabinan were successfully synthesized and used in cell free assays. The enzymatic
products formed were identified as b-(1fi2) arabinofuranose adducts-a function of AftB. Among these, the biotinylated disaccharide was further used to develop a
scintillation proximity assay.

Synthesis and biological activities of new di- and trimeric quinoline derivatives pp 7132–7143

Sidonie Broch, Hélène Hénon, Anne-Laure Debaud, Marie-Laure Fogeron, Nathalie Bonnefoy-Bérard, Fabrice Anizon,
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