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Novel anthracene-containing aminophosphonates and a new anthracene-derived Schiff base were synthesized and tested for antitumor activity and safety. The compounds could
be considered promising as a novel class antiproliferative agents.
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Synthesis of 1,2,3-triazole-linked sialic acid glycoside by Cu(I)-assisted 1,3-dipolar azide-alkyne cycloaddition (CuAAC) reaction. @




Contents / Bioorg. Med. Chem. 20 (2012) 1-15 5

Layer-by-Layer coated tyrosinase: An efficient and selective synthesis of catechols pp 157-166
Melissa Guazzaroni, Claudia Crestini, Raffaele Saladino*

~E2N
Ty
OH :?f’ "@} OH
ke Wbl \-OH
| |
R// Immobilized TyrosinaseR//
buffer

Prediction of drug efficacy for cancer treatment based on comparative analysis of chemosensitivity and gene expression  pp 167-176
data

Peng Wan, Qiyuan Li, Jens Erik Pontoppidan Larsen, Aron C. Eklund,
Alexandr Parlesak, Olga Rigina, Seren Jensby Nielsen,

Fredrik Bjorkling, Svava Osk Jénsdottir*

Design and synthesis of novel g-diketo derivatives as HIV-1 integrase inhibitors pp 177-182
Liming Hu*, Sulei Zhang, Xianzhuo He, Zaigang Luo, Xiaoli Wang, Wei Liu, Xuemei Qin

o o R
Rl »_(\k RS OMe
— OMe
+ — > R? OMe
J@/N -N 7 X
R N R :x : NM
R f\I:N O OH OMe
R!
OH
R? ~ OH
N S
N

=N o OH OH

ICsp> 47uM

ICso= 0.78-2.6 My
A series of novel B-diketo derivatives which combined the virtues of 1,3-diketo, 1,2,3-triazole and polyhydroxylated aromatics moieties were prepared and their HIV-1 IN
inhibitory activities were evaluated. The polyhydroxylated aromatic moiety plays an important role in the inhibitory of HIV integrase.
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Molecular docking studies of a phlorotannin, dieckol isolated from Ecklonia cava with tyrosinase inhibitory activity pp 311-316

Sung-Myung Kang, Soo-Jin Heo, Kil-Nam Kim, Seung-Hong Lee, Hae-Mi Yang, Areum-Daseul Kim, You-Jin Jeon*

The phlorotannin, dieckol has potential to be further developed
as a cosmetic agent.
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Design and synthesis of 4,6-substituted-(diaphenylamino)quinazolines as potent EGFR inhibitors with antitumor pp 317-323

activity
Huan-Qiu Li*, Dong-Dong Li, Xiang Lu, Yun-Yun Xu, Hai-Liang Zhu*

A type of novel 4,6-substituted-(diaphenylamino)quinazolines, which designed based on the 4-(phenylamino)quinazo-
line moiety, have been discovered as potential EGFR inhibitors. These compounds displayed good antiproliferative
activity and EGFR-TK inhibitory activity. Especially, 4-((4-(3-bromophenylamino)quinazolin-6-ylamino)methyl)phenol
(5b), showed the most potent inhibitory activity (ICsop = 0.28 uM for Hep G2, ICso = 0.59 uM for A16-F10 and
ICso = 0.87 pM for EGFR) and effectively induces apoptosis in a dose-dependent manner in the Hep G2 cell line.
Molecular docking of 5b into EGFR TK active site was also performed. This inhibitor nicely fitting the active site might
well explain its excellent inhibitory activity.
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Persipeptides A and B, two cyclic peptides from Streptomyces sp. UTMC 1154 pp 335-339
Fatemeh Mohammadipanah, Josphat Matasyoh, Javad Hamedi, Hans-Peter Klenk, Hartmut Laatsch*
N-Methylalanine b NeMethyialanine
B o N ) SN Phenylalanine
n 2 o o ¥ Valine 2 S| . ;-
» 5 0 >/ TN s N 3
Ve NH N NH 7
Valine 1 b """ J 2. : Valine 2 b ‘‘‘‘‘ » St
B CH . 4N ( 10PN, s NH (Valme1
[¢] N = L
i \’A\g ° N—r\;\emylva\ine w/ \;’Xg
. " N-Methylvaline
= Phenylalanine
Persipeptide A (1) Persipeptide B (2)
Two new N-methylated cyclopeptides, persipeptide A (1) and B (2), have been isolated from Streptomyces sp. UTMC1154. According to Marfey’s method, all -+
amino acids had the r-configuration. The two cyclic peptides had the same ring size and amino acid composition.

Reactive metabolites of desipramine and clomipramine: The Kinetics of formation and reactivity with DNA pp 340-345
Ekaterina A. Korobkova*, John Nemeth, Mikeisha Cadougan, Abhishek Venkatratnam, Mohanram Bassit, Nikolay Azar
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Investigation of chalcones and benzochalcones as inhibitors of breast cancer resistance protein pp 346-355
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AKR1B1 (ICs0 = 0.17 uM)
Selectivity : AKR1B1 vs AKR1A1 (312: 1)
AKR1B1 vs AKR1B10 (253 : 1)

The binding conformation of the 7t (blue stick) for AKR1B1 (A) and for
AKR1B10 (B), and the difference of binding pocket (C) between AKR1B1
(green solid surface) and AKR1B10 (red wireframe).
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Derivatives of (3-[(9-0x0-9H-fluorene-1-carbonyl)-amino]-benzoic acid were synthesized to obtain other acceptable inhibitors of edema toxin (EF) catalyzed -+
stimulation of cyclic AMP production in monocyte-macrophage cells.
Elaborate ligand-based modeling and subsequent synthetic exploration unveil new nanomolar Ca%*/calmodulin- pp 377-400

dependent protein kinase II inhibitory leads
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Modification of HIV-1 reverse transcriptase and integrase activity by gold(Ill) complexes in direct biochemical assays pp 401-407
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Schematic model of HIV-1 reverse transcriptase (RT) illustrating the positions of cysteine
residues (in yellow) and methionine residues (in orange). In this manuscript, gold(III)
compounds are shown to reduce HIV-1 RT activity, potentially though the oxidation of
these residues.
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activity

Sandra Cortez-Maya, Simén Hernandez-Ortega, Teresa Ramirez-Apan, Irina V. Lijanova, Marcos Martinez-Garcia*

Design, synthesis, and biological evaluation of 4-phenylpyrrole derivatives as novel androgen receptor antagonists pp 422-434
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A series of 4-phenylpyrrole derivatives were designed, synthesized, and evaluated for their potential as novel orally available androgen receptor antagonists therapeutically
effective against castration-resistant prostate cancers.

Synthetic studies of bi-fluorescence-labeled maltooligosaccharides as substrates for «-amylase on the basis of pp 435-445
fluorescence resonance energy transfer (FRET)
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Synthesis and biological evaluation of sialic acid derivatives containing a long hydrophobic chain at the anomeric pp 446-454
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The design, synthesis and biological evaluations of C-6 or C-7 substituted 2-hydroxyisoquinoline-1,3-diones as inhibitors  pp 467-479
of hepatitis C virus
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Efficient microwave-assisted synthesis, antibacterial activity and high fluorescence of 5 benzimidazolyl-2'- pp 480-486
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Design, synthesis, and evaluation of novel small molecule inhibitors of the influenza virus protein NS1 pp 487-497
Joseph ]. Jablonski, Dipwanita Basu, Daniel A. Engel*, H. Mario Geysen
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The discovery of UK-369003, a novel PDE5 inhibitor with the potential for oral bioavailability and dose-proportional pp 498-509
pharmacokinetics

David ]. Rawson*, Stephen Ballard, Christopher Barber, Laura Barker, Kevin Beaumont, Mark Bunnage, Susan Cole,
Martin Corless, Stephen Denton, David Ellis, Marion Floc’h, Laura Foster, James Gosset, Frances Holmwood, Charlotte Lane,

David Leahy, John Mathias, Graham Maw, William Million, Cedric Poinsard, Jenny Price, Rachel Russel, Stephen Street,
Lesa Watson
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N UK-369003 (19a)
A potent series of PDE5 inhibitors has been synthesised which show PDE5 potency, selectivity over PDE6, metabolic stability and [Nj leo PDE5 =1.23nM
flux in the Caco-2 model of membrane permeability. The lead compound, UK-369003 (19a), has been progressed to man and P PDE5/6 selectivity = 117
shows efficacy in patients with lower urinary tract symptoms associated with benign prostate hyperplasia.
Optimizing thiadiazole analogues of resveratrol versus three chemopreventive targets pp 510-520
Abdelrahman S. Mayhoub, Laura Marler, Tamara P. Kondratyuk, Eun-Jung Park, John M. Pezzuto, Mark Cushman*
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Resveratrol

Aromatase, ICsq = 25 uM OMe

NF-kB, IC50 = 0.98 uM OH NF-kB, |csa- 0.4 uM

QR1,IR=24 QR1,IR=6.3

_DPPH’ 1Cs0 = 251 uM Aromatase ICs0 > 50 pM

iNOS, ICso = 23.2uM NF-kB, ICso = 47.4 uM 30

MCF-7, ICso = 87.6 uM

* QR1,IR=8. QR1,IR=10.5

Synthesis and evaluation of novel 4-[(3H,3aH,6aH)-3-phenyl)-4,6-dioxo-2-phenyldihydro-2H-pyrrolo[3,4-d]isoxazol- pp 521-530

5(3H,6H,6aH)-yl]benzoic acid derivatives as potent acetylcholinesterase inhibitors and anti-amnestic agents
Preet Anand, Baldev Singh*
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Dipyrone (metamizol) is a common antipyretic drug and the most popular non-opioid analgesic in many countries. In spite of its long and
widespread use, molecular details of its fate in the body are not fully known. Two unknown metabolites were now found, viz. arachidonoyl
amides, and positively tested for cannabis receptor binding (CB1 and CB2) and cyclooxygenase inhibition. Two more puzzle pieces of the
dipyrone story found! (Rogosch, T.; Sinning, C.; Podlewski, A.; Watzer, B.; Schlosburg, J.; Lichtman, A.H.; Cascio, M.G.; Bisogno, T.; Di Marzo, V.;
Niising, R.; Imming, P. Bioorg. Med. Chem. 2012, 20, 103-109.]

Available online at www.sciencedirect.com

SciVerse ScienceDirect

Indexed/Abstracted in: Beilstein, Biochemistry & Biophysics Citation Index, CANCERLIT, Chemical Abstracts, Chemistry
Citation Index, Current Awareness in Biological Sciences/BIOBASE, Current Contents: Life Sciences, EMBASE/Excerpta
Medica, MEDLINE, PASCAL, Research Alert, Science Citation Index, SciSearch, TOXFILE. Also covered in the abstract and citation
database SciVerse Scopus®. Full text available on SciVerse ScienceDirect®

ISSN 0968-0896

ELSEVIER



