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Design, synthesis and molecular docking of a,b-unsaturated cyclohexanone analogous of curcumin as potent EGFR
inhibitors with antiproliferative activity

pp 388–394

Yun-Yun Xu, Yi Cao, Hailkuo Ma, Huan-Qiu Li*, Gui-Zhen Ao*

A type of novel a,b-unsaturated cyclohexanone analogous, which designed based on the curcumin
core structure, have been discovered as potential EGFR inhibitors. These compounds exhibit potent
antiproliferative activity in two human tumor cell lines (Hep G2 and B16-F10). Among them,
compounds I3 and I12 displayed the most potent EGFR inhibitory activity (IC50 = 0.43 lM and
1.54 lM, respectively). Molecular docking of I12 into EGFR TK active site was also performed. This
inhibitor nicely fitting the active site might well explain its excellent inhibitory activity.

Ferrocene tripeptide Gly-Pro-Arg conjugates: Synthesis and inhibitory effects on Alzheimer’s Ab1–42 fibrillogenesis and
Ab-induced cytotoxicity in vitro

pp 395–402

Binbin Zhou, Chun-Lan Li, Yuan-Qiang Hao, Muya Chabu Johnny, You-Nian Liu*, Juan Li*

The ferrocene GPR conjugates were synthesized in solution. GPR–Fca shows stronger inhibitory effect on Ab1–42 fibrillogenesis and disaggregation of
existing Ab1–42 mature fibrils. Moreover, GPR–Fca demonstrates significant protection against Ab-induced cytotoxicity and high resistance to proteolysis.
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Inhibitory effect of novel somatostatin peptide analogues on human cancer cell growth based on the selective inhibition
of DNA polymerase b
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Design and synthesis of new tripeptide-type SARS-CoV 3CL protease inhibitors containing an electrophilic arylketone
moiety
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Cytotoxic betulin-derived hydroxypropargylamines trigger apoptosis pp 425–435
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Synthesis and structure–activity relationships of 2-hydrazinyladenosine derivatives as A2A adenosine receptor ligands pp 436–447
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Synthesis, molecular docking and evaluation of thiazolyl-pyrazoline derivatives containing benzodioxole as potential
anticancer agents
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New structure–activity relationship studies in a series of N,N-bis(cyclohexanol)amine aryl esters as potent reversers of
P-glycoprotein-mediated multidrug resistance (MDR)
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Maria Novella Romanelli, Serena Scapecchi, Milena Salerno, Hayette Menif, Ivan Bello, Enrico Mini, Elisabetta Teodori*

H3CO

H3CO

OCH3 H3CO

H3CO
CNH3CO

H3CO

OCH3

N

O

O

Ar1 O

CH3

O

Ar2

H3CO

H3CO

OCH3 H3CO

H3CO

OCH3

A B C

E

1-7

D F

OCH3

OCH3G

Photoreactivities of 5-Bromouracil-containing RNAs pp 466–469
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Synthesis and biological evaluation of 4-hydroxy-4-(4-methoxyphenyl)-substituted proline and pyrrolidin-2-ylacetic
acid derivatives as GABA uptake inhibitors

pp 470–484
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Synthesis and cellular studies of polyamine conjugates of a mercaptomethyl–carboranylporphyrin pp 485–495

N. V. S. Dinesh K. Bhupathiraju, M. Graça H. Vicente*

Boron-containing spermine–porphyrin conjugates are promising boron neutron capture
therapy agents because they are efficiently taken up by human glioma T98G cells and show
very low cytotoxicities.

Fluorinated quinazolinones as potential radiotracers for imaging kinesin spindle protein expression pp 496–507
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Fluorescence ‘on-off-on’ chemosensor for sequential recognition of Fe3+ and Hg2+ in water based on
tetraphenylethylene motif
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Synthesis and preliminary evaluation of pharmacological properties of some piperazine derivatives of xanthone pp 514–522

Natalia Szkaradek*, Anna Rapacz, Karolina Pytka, Barbara Filipek, Agata Siwek, Marek Cegła, Henryk Marona
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Synthesis and anti-inflammatory evaluations of b-lapachone derivatives pp 523–531

Chih-Hua Tseng, Chih-Mei Cheng, Cherng-Chyi Tzeng, Shin-I Peng, Chiao-Li Yang, Yeh-Long Chen*

O
O

O

OMe
6b

The inhibitory effect of 6b on LPS-stimulated inflammatory mediator production in Raw 264.7 cell is associated with the suppression of the NF-jB and MAPK signaling pathways.

Synthesis and biological evaluation of some 5-arylidene-2-(1,3-thiazol-2-ylimino)-
1,3-thiazolidin-4-ones as dual anti-inflammatory/antimicrobial agents

pp 532–539

I. Apostolidis, K. Liaras, A. Geronikaki*, D. Hadjipavlou-Litina,
A. Gavalas, M. Soković, J. Glamočlija, A. Ćirić
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A series of new thiazolidinones were synthesized and evaluated for their antimicrobial antifungal and anti-inflammatory activity.

Molecular docking and synthesis of novel quinazoline analogues as inhibitors of transcription factors NF-jB activation
and their anti-cancer activities

pp 540–546

Lu Xu, Wade A. Russu*

Development of substituted N-[3-(3-methoxylphenyl)propyl] amides as MT2-selective melatonin agonists: Improving
metabolic stability

pp 547–552

Yueqing Hu, Jing Zhu, King H. Chan, Yung H. Wong*

A number of novel compounds were designed, synthesized and evaluated in order to improve metabolic stability of a highly potent and MT2-selective melatonin
agonist. Replacement of the ether linkerage with carbon linkers retained the good potency and MT2 selectivity, and removed the metabolic instability at this site.
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P-gp over expression in cancer cells has been considered a possible therapeutic target for circumventing MDR. P-gp-dependent MDR reversers, that should
act by being co-administrated with chemotherapeutic drugs are actively sought. The cover image shows, on the left, the mechanism of extrusion of the
chemotherapeutic drug (doxorubicin) by the human multidrug resistance P-glycoprotein in the absence of modulator and, on the right, its reversion in the
presence of the modulator 5d, the most potent of a series of N,N-bis(cyclohexanol)amine aryl esters. [Orlandi, F., Coronnello, M., Bellucci, C., Dei,
S., Guandalini, L., Manetti, D., Martelli, C., Romanelli, M. N., Scapecchi, S., Salerno, M., Menif, H., Bello, I., Mini, E., Teodori, E. Bioorg. Med. Chem. 456–465.]
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