Bioorganic & Medicinal Chemistry Letters 24 (2014) 3653-3672

=Ml Bioorganic & Medicinal
Chemistry Letters

Contents lists available at ScienceDirect

Bioorganic & Medicinal Chemistry Letters

SEVIEF journal homepage: www.elsevier.com/locate/bmcl

Bioorganic & Medicinal Chemistry Letters Volume 24, Issue 16, 2014

Contents

BMCL DIGESTS

The use of spirocyclic scaffolds in drug discovery pp 3673-3682
Yajun Zheng*, Colin M. Tice, Suresh B. Singh

Confronting the challenges of discovery of novel antibacterial agents pp 3683-3689
Sheo B. Singh*

i New Lead Discovery Paradigm
Phengfypic i 8 Compounds in clinic £
screen

_ Wt bi .
O G I
L .

g b §udol T
NP GSK2140944 Eravacycline Avibactam

F
o

ctive ptimized Drug -
o HN' o
. "

NP sources OA} 0s¢° o @/‘k{x(} 4 (:LNJ,,/
L G RS S Pt Q
B % DEN o N )
I rw o NN <f o 0SOH
R %\ AZD0914 K/o Cadazolid MK7655

This article looks at the historical as well as current status of antibacterial discovery with a broad viewpoint and provides some perspective as how to address some of the
challenges.

Recent progress in sodium channel modulators for pain pp 3690-3699
Sharan K. Bagal*, Mark L. Chapman, Brian E. Marron, Rebecca Prime, R. Ian Storer, Nigel A. Swain

Toxin Binding Local Anesthetic
Sites Site

556
Voltage sensor Pore region




3654 Contents / Bioorg. Med. Chem. Lett. 24 (2014) 3653-3672

REGULAR ARTICLES

Synthesis of carbon-11-labeled 4-(phenylamino)-pyrrolo[2,1-f][1,2,4]triazine derivatives as new potential PET tracers pp 3700-3705
for imaging of p38a mitogen-activated protein kinase

Min Wang, Mingzhang Gao, Qi-Huang Zheng*

HaC
j@(NHOR
Hac  HN

Hs''cooc— \)N
3 \
N ?

[''C]10a, R=Me
["'C]10b, R=Et

Beyond paraquats: Dialkyl 3,3'- and 3,4'-bipyridinium amphiphiles as antibacterial agents pp 3706-3709
Laura E. Ator, Megan C. Jennings, Amanda R. McGettigan, Jared ]. Paul, William M. Wuest*, Kevin P. C. Minbiole*

Current (pA)

IS
s

-80
0 900 -1800
Potential (mV)

Comparable antibacterial activity Different bipyridine isomers Distinct electrochemical properties ®+

Comparison of HNO reactivity with tryptophan and cysteine in small peptides pp 3710-3713
Gizem Keceli, Cathy D. Moore, John P. Toscano*

AGSAWA
CGSAWA
AGCAWA
ACSAWA
AGSCWA
AGSAWC
GSAWCA

+
Tryptophan

2-Alkyloxazoles as potent and selective PI4KIIIp inhibitors demonstrating inhibition of HCV replication pp 3714-3718

Erin P. Keaney*, Michael Connolly, Markus Dobler, Rajeshri Karki, Ayako Honda, Samantha Sokup, Subramanian Karur,
Shawn Britt, Anup Patnaik, Prakash Raman, Lawrence G. Hamann, Brigitte Wiedmann, Matthew ]. LaMarche

HNO cysteine modifications
vs.
tryptophan modifications

"L
OH

PI4KIIIB ICs: 19 nM
PI4Klllo: ICsg: >10,000 nM
HCV Replicon 1a ICs: 66 nM
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