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A series of novel (E)-1-(4-methyl-2-(alkylamino)thiazol-5-yl)-3-arylprop-2-en-1-ones were synthesized and evaluated for their antibacterial and antifungal activity.
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Interaction of olivomycin A with sodium periodate produced the key acid derivative called olivomycin SA (86% yield). N,N-Dimethylaminoethylamide of

olivomycin SA showed a pronounced antitumor effect and a remarkably high binding constant to double stranded DNA.

pp 7387-7393

®+

Strigolactone analogues and mimics derived from phthalimide, saccharine, p-tolylmalondialdehyde,
benzoic and salicylic acid as scaffolds

Binne Zwanenburg®, Alinanuswe S. Mwakaboko

SL Analogues 0
o
N

Q
OMe Q O,
oY T O
\ \
S
o °q 0, 6 9 ox X0
X o]

X

- All compounds are active as germination stimulants
SL Mimics

2 R
5

0 ©

pp 7394-7400

A specific protein disorder catalyzer of HIV-1 Nef

Adrien Lugari, Sebastian Breuer, Thibault Coursindel, Sandrine Opi, Audrey Restouin, Xiaoli Shi, Alexis Nazabal,
Bruce E. Torbett, Jean Martinez, Yves Collette, Isabelle Parrot, Stefan T. Arold*, Xavier Morelli*

DLC27-14  °T i ™
Ao ) [
PO 4

P

.|ﬁ\,,.J

Concertration M

@“’} v } DENATURATION
HIV1 Nef %; T T :

rme———-

pp 7401-7406

®+

Photoligation of self-assembled DNA constructs containing anthracene-functionalized 2’-amino-LNA monomers
Karol Pasternak, Anna Pasternak, Pankaj Gupta, Rakesh N. Veedu, Jesper Wengel*

LI LT

NN EEEEEEEE
) 11}

i R e

HEEgEEEENEEEEpEEEE
LX) [ ¥} LX)

1
EEEEgEEEEEREEEN
4

pp 7407-7415

®+




7302 Contents / Bioorg. Med. Chem. 19 (2011) 7299-7310
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physico-chemical properties and preliminary functional investigations
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Bis(oxyphenylene)benzimidazoles: A novel class of anti-Plasmodium falciparum agents pp 7493-7500
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Eight derivatives out of a newly prepared small library of twenty-six bisbenzimidazoles emerged as promising effective agents against Plasmodium falciparum. They were
characterized by ICso values ranging from 190 to 450 nM and selectivity indexes ranging from 92 to more than 450.

Structure-based rational design of novel hit compounds for pyruvate dehydrogenase multienzyme complex E1 pp 7501-7506
components from Escherichia coli

Yanliang Ren, Junbo He, Lingling Feng, Xun Liao, Jing Jin, Yongjian Li, Yi Cao, Jian Wan*, Hongwu He*
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Four novel hit compounds with high inhibitory activity against PDHc-E1 from Escherichia coli have been designed, synthesized and tested, the best one of these compounds exhibit
an ICs value of 6.88 pM, the binding model of this compound was obtained by molecular docking, as shown in Figure 2.

Thio- and aminocaffeine analogues as inhibitors of human monoamine oxidase pp 7507-7518
Hermanus P. Booysen, Christina Moraal, Gisella Terre’Blanche, Anél Petzer, Jacobus J. Bergh, Jacobus P. Petzer*

The human MAO inhibition potencies of a synthetic series of sulfanylcaffeine (3) and
aminocaffeine analogues are reported.
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The human MAO inhibition potencies of a synthetic series of sulfanylcaffeine (3) and aminocaffeine analogues are reported. @
Synthesis and antimalarial evaluation of novel isocryptolepine derivatives pp 7519-7525

Louise R. Whittell, Kevin T. Batty, Rina P. M. Wong, Erin M. Bolitho, Simon A. Fox, Timothy M. E. Davis, Paul E. Murray*
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A novel series of mono- and di-substituted analogues of isocryptolepine have been synthesized and evaluated for in vitro antimalarial activity and cytotoxicity.
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Photoaffinity labeling of Ras converting enzyme using peptide substrates that incorporate benzoylphenylalanine pp 7559-7569
(Bpa) residues: Improved labeling and structural implications
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1000 12: Eaim{l)

NH, NH, NH,
-
Streptavidin v 9 v 9 w9 o9 14, (15 pM;
N N\)LN N\)LN N\)LN N\)LN OH _ goo ] ZIESUHM;
Biotin-PEG5™ i H 5 F H g i H g 2 H g
© Sou \ /ﬁ
s
:

600

400

Labeling Intensity

Q
Photoactivatable crosslinker

= O 200 14, (15 pM;
@) 2, '(1(00 M
T

1) UV light

) Wemom 1ot iusoag 1tag onFcotp 0 i 2 s
+
14: Above compound, 2: Farnesylated competitor without photoactive group.
Relevance of the C-5 position to schweinfurthin induced cytotoxicity pp 7570-7581
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Cosmomycin C inhibits signal transducer and activator of transcription 3 (STAT3) pathways in MDA-MB-468 breast pp 7582-7589
cancer cell

Jihoon Kim, Yu-Jin Lee, Dae-Seop Shin, Sun-Hee Jeon, Kwang-Hee Son, Dong Cho Han, Seung-Nam Jung, Tae-Kwang Oh,

Byoung-Mog Kwon*

Cosmomycin C inhibited phosphorylation of STAT3 activity and down-regulated expres-
sion of STAT3 target genes. And cosmomycin C induced apoptosis of the cells by down
regulation of STAT3 target genes.

Synthesis and biological effects of some kynurenic acid analogs pp 7590-7596
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This paper reports the synthesis of 10 new KYNA amides (KYNA-1-KYNA10) and on the effectiveness of this molecule as an inhibitor of excitatory synaptic transmission in the
CA1 region of the hippocampus. The most effected molecule is newly synthetized KYNA-analogue (KYNA-1).
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Capturing of the free cysteine residue in the ligand-binding site by affinity labeling of the ORL1 nociceptin receptor  pp 7597-7602
Ayami Matsushima, Hirokazu Nishimura, Shogo Inamine, Shiho Uemura, Yasuyuki Shimohigashi*
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The ORL1 nociceptin receptor was found to consist of a free Cys-p-thiol group by affinity labeling with Cys(Npys)-RYYRIK-NH,, an SNpys-containing antagonist peptide, and also
by C-S thioether-forming alkylation with N-ethylmaleimide.

Synthesis and inhibitory activity of thymidine analogues targeting Mycobacterium tuberculosis thymidine pp 7603-7611
monophosphate kinase
Sara Van Poecke, Héléne Munier-Lehmann, Olivier Helynck, Matheus Froeyen, Serge Van Calenbergh*
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Synthesis and binding assays of novel 3,3-dimethylpiperidine derivatives with various lipophilicities as ¢, receptor pp 7612-7622
ligands
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Francesco Berardi*
H—(cHz)n/N\\/)A\

R = Heterocyclic or bicyclic nuclei
n=1-5

®+

New insights on the molecular features and electrophysiological properties of dinotefuran, imidacloprid pp 7623-7634
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Aza vinyl sulfones: Synthesis and evaluation as antiplasmodial agents pp 7635-7642
Paulo M. C. Gléria, Jiri Gut, Lidia M. Gongalves, Philip J. Rosenthal, Rui Moreira, Maria M. M. Santos*
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The design, synthesis and evaluation of aza vinyl sulfones as antiplasmodial agents is described. A number of the new compounds effectively inhibited the in
vitro development of Plasmodium falciparum. Compounds containing a squaramide group were the most active, with ICso values between 0.95 and 4.5 pM, +
suggesting that these are potential lead compounds for the development of new antimalarial agents.

Synthesis and characterization of 5-alkoxycarbonyl-4-hydroxymethyl-5-alkyl-pyrroline N-oxide derivatives pp 7643-7652
Anjan Patel, Natascha Rohr-Udilova, Thomas Rosenau, Klaus Stolze*
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Syntheses, analytical data, and spin trapping properties of 5-ethoxycarbonyl-4-hydroxymethyl-5-methylpyrroline N-oxide and three of its homologues are -+
reported.
Synthesis and antiproliferative evaluation of 6-aryl-11-iminoindeno[1,2-c]quinoline derivatives pp 7653-7663
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Design and synthesis of simplified taxol analogs based on the T-Taxol bioactive conformation pp 7664-7678
Jielu Zhao, Susan Bane, James P. Snyder, Haipeng Hu, Kamalika Mukherjee, Carla Slebodnick, David G. I. Kingston*
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Synthesis and evaluation of inhibitors of bacterial drug efflux pumps of the major facilitator superfamily pp 7679-7689
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Camptothecin (CPT) directly binds to human heterogeneous nuclear ribonucleoprotein A1 (hnRNP A1) pp 7690-7697
and inhibits the hnRNP A1l/topoisomerase I interaction

Daisuke Manita, Yuzuru Toba, Yoichi Takakusagi, Yuki Matsumoto, Tomoe Kusayanagi, Kaori Takakusagi, Senko Tsukuda,
Kazunori Takada, Yoshihiro Kanai, Shinji Kamisuki, Kengo Sakaguchi, Fumio Sugawara*
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Synthesis and in vitro evaluation of fluorinated styryl benzazoles as amyloid-probes pp 7698-7710
Goreti Ribeiro Morais, Hugo Vicente Miranda, Isabel C. Santos, Isabel Santos, Tiago F. Outeiro*, Antonio Paulo*
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Structure-activity relationships of chalcone analogs as potential inhibitors of ADP- and collagen-induced platelet pp 7711-7719
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Anti-cancer activity of 5-0-alkyl 1,4-imino-1,4-dideoxyribitols pp 7720-7727
Claudia Bello, Giovanna Dal Bello, Michele Cea, Aimable Nahimana, Dominique Aubry, Anna Garuti, Giulia Motta,

Eva Moran, Floriana Fruscione, Paolo Pronzato, Francesco Grossi, Franco Patrone, Alberto Ballestrero, Marc Dupuis,

Bernard Sordat, Kaspar Zimmermann, Jacqueline Loretan, Markus Wartmann, Michel A. Duchosal, Alessio Nencioni,

Pierre Vogel*

The oleyl derivative 13 (ICso ~2 M) is cytotoxic toward SKBR3 (breast cancer) cells. 13 also inhibits
(ICs50 ~8 M) growth of JURKAT (acute lymphoblastic leukemia) cells.
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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.]

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



