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The flavaglines are a family of plant natural products that display potent anticancer and neuroprotective activities. This review summarizes recent synthetic approaches and the
current status of the pharmacological properties of this unique class of natural products.
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Cyclic dipeptides exhibit potency for scavenging radicals pp 2002-2009
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Design, synthesis and biological evaluation of pyrazolyl-thiazolinone derivatives as potential EGFR pp 2010-2018
and HER-2 kinase inhibitors

Ke-Ming Qiu, Hai-Hong Wang, Li-Ming Wang, Yin Luo, Xian-Hui Yang,
Xiao-Ming Wang*, Hai-Liang Zhu*

A series of pyrazolyl-thiazolinone derivatives (E1-E36) have been designed and synthesized and
their biological activities were also evaluated as potential EGFR and HER-2 kinase inhibitors. Thirty-
four of the 36 compounds were reported for the first time. Among them, compound 2-(5-(4-
bromophenyl)-3-p-tolyl-4,5-dihydro-1H-pyrazol-1-yl)thiazol-4(5H)-one (E28) displayed the most
potent inhibitory activity (ICso = 0.24 uM for EGFR and ICso = 1.07 uM for HER-2). Antiprolifera-
tive assay results indicated that compound E28 owned high antiproliferative activity against MCF-7,
B16-F10 and HCT-116 in vitro, with ICso value of 0.30, 0.54, and 0.70 uM, respectively. Docking
simulation was further performed to position compound E28 into the EGFR active site to determine
the probable binding model. Based on the preliminary results, compound E28 with potent inhibitory
activity in tumor growth would be a potential anticancer agent.
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Single strand DNA catenane synthesis using the formation of G-quadruplex structure
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Ahmed Kamal*, Paidakula Suresh, M. Janaki Ramaiah, Adla Mallareddy, Syed Imthiajali, S.N. C. V. L. Pushpavalli, A. Lavanya,
Manika Pal-Bhadra*

- )
HyCO OCH;8 cho/[ ]\OCH:

OCH; Sew,

a4

R = naphthalene-1-sulphonyl,
quinoline-8-sulphonyl,
2,5-dichlorothiophene-3-sulphonyl,
5-bromothiophene-2-sulphonyl,
2-carbomethoxythiophene-3-sulphonyl,

2-acetamido-4-methylthiazole-5-sulphonyl,

biphenyl-4-sulphonyi,
4-phenoxybenzene-1-sulphonyl,
5-phenylsulphonylthiaphene-2-sulphonyl,
1,2 5-thiadiazole-4-sulphonyl;

15a-g

R2 = 5-bromothiophene-2-sulphonyl,
1,2,5-thiadiazole-4-sulphonyl,
napthalene-1-sulphonyl,
quinoline-8-sulphonyl,
biphenyl-4-sulphonyl,
4-phenoxybenzene-1-sulphonyl,
4-methoxybenzene-1-sulphonyl;

pp 2054-2066




1840 Contents / Bioorg. Med. Chem. 20 (2012) 1833-1843

Synthesis and pharmacology of 1-alkyl-3-(1-naphthoyl)indoles: Steric and electronic effects of 4- and 8-halogenated pp 2067-2081
naphthoyl substituents

Jenny L. Wiley, Valerie J. Smith, Jianhong Chen, Billy R. Martin, John W. Huffman*
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The synthesis and pharmacology of 1-alkyl-3-(4-halo-1-naphthoyl)indoles and 1-alkyl-3-(8-halo-1-naphthoyl)indoles (R = C3H; and CsHqq, R = H and CH3) is described. Three
of these compounds have useful selectivity for the CB, receptor.

Might the observed o,4-adrenoreceptor agonism or antagonism of allyphenyline analogues be ascribed to different pp 2082-2090
molecular conformations?

Eleonora Diamanti, Fabio Del Bello, Giuseppe Carbonara, Antonio Carrieri, Giuseppe Fracchiolla, Mario Giannella,
Valerio Mammoli, Alessandro Piergentili, Katariina Pohjanoksa, Wilma Quaglia, Mika Scheinin, Maria Pigini*

Extended conformation (allyphenyline) Folded conformation (biphenyline)

Design and synthesis of novel sulfonamide-containing bradykinin hB, receptor antagonists. Synthesis pp 2091-2100
and structure-relationships of o,a-tetrahydropyranylglycine

Christopher 1. Fincham, Alessandro Bressan, Piero D’Andrea, Alessandro Ettorre,

AT . .. . . Me Me
Sandro Giuliani, Sandro Mauro, Stefania Meini, Marielle Paris, Laura Quartara, \
Cristina Rossi, Antonella Squarcia, Claudio Valenti, Fattori Daniela*, | -
Carlo Alberto Maggi N” “Me ) N "Me
o :
cl c o —\ Io) Cl Cl o I\
YN N BN x-r
SO R oSS —
o o
X 2 0o
1
X=0 NH, o X=C.N

1a, MEN 16132 R =

(CH3)3sNMe3 ®+

Synthesis and biological validation of novel pyrazole derivatives with anticancer activity guided by 3D-QSAR analysis pp 2101-2110
Ines Vujasinovi¢, Andrea Paravi¢-Radicevi¢, Kata Mlinari¢-Majerski, Karmen Braj$a, Branimir Bertosa*

Aring

O[]
Begins JEE-TEN

. ‘ ®+




Contents / Bioorg. Med. Chem. 20 (2012) 1833-1843 1841

Potent norovirus inhibitors based on the acyclic sulfamide scaffold pp 2111-2118
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A series of amino acid-derived acyclic sulfamide-based norovirus inhibitors has been synthesized @ (H)

and evaluated using a cell-based replicon system. Several compounds were found to display potent
anti-norovirus activity, low toxicity, and good aqueous solubility. These compounds are suitable for
further optimization of in vivo potency and ADMET properties.
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Synthesis and in vitro study of novel neuraminidase inhibitors against avian influenza virus pp 2152-2157
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