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D. Tourwé and V. Rogiers
1865G. Costantino, A. Macchiarulo,
 Binding Mode of 6ECDCA, a Potent Bile Acid Agonist of the Farnesoid X
Receptor (FXR)
A. Entrena-Guadix, E. Camaioni and

R. Pellicciari
1869H. Cao, X. Pan, C. Li, C. Zhou, F. Deng
 Density Functional Theory Calculations for Resveratrol

and T. Li
1873F. J. Lopez, L. Arias, R. Chan, D. E. Clarke,
 Synthesis, Pharmacology and Pharmacokinetics of 3-(4-Aryl-piperazin-1-
ylalkyl)-uracils as Uroselective a1A-Antagonists
T. R. Elworthy, A. P. D. W. Ford,

A. Guzman, S. Jaime-Figueroa,

J. R. Jasper, D. J. Morgans, Jr.,

F. Padilla, A. Perez-Medrano,
C. Quintero, M. Romero, L. Sandoval,

S. A. Smith, T. J. Williams and D. R. Blue
1879J. Lee, C. Reynolds, M. C. Jetter,
 Design and Synthesis of Novel Pyrrolidine-Containing Bradykinin
Antagonists
M. A. Youngman, D. J. Hlasta, S. L. Dax,

D. J. Stone, S.-P. Zhang and E. E. Codd
1883C. M. Tice, R. E. Hormann, C. S. Thompson,
 Optimization of a-Acylaminoketone Ecdysone Agonists for Control of
Gene Expression
J. L. Friz, C. K. Cavanaugh and

J. A. Saggers
1887Z. Xin, T. K. Oost, C. Abad-Zapatero,
 Potent, Selective Inhibitors of Protein Tyrosine Phosphatase 1B

P. J. Hajduk, Z. Pei, B. G. Szczepankiewicz,

C. W. Hutchins, S. J. Ballaron, M. A. Stashko,

T. Lubben, J. M. Trevillyan, M. R. Jirousek
and G. Liu
1891G. A. Doherty, G. X. Yang, E. Borges,
 N-Isonicotinoyl-(L)-4-aminophenylalanine Derivatives as Tight Binding
VLA-4 Antagonists
S. Tong, E. D. McCauley, K. M. Treonz,

G. Van Riper, S. Pacholok, Q. Si,

G. C. Koo, K. Shah, R. A. Mumford and

W. K. Hagmann
1897Y. Dai, Y. Guo, J. Guo, L. J. Pease, J. Li,
 Indole Amide Hydroxamic Acids as Potent Inhibitors of Histone
Deacetylases
P. A. Marcotte, K. B. Glaser, P. Tapang,

D. H. Albert, P. L. Richardson,
S. K. Davidsen and M. R. Michaelides
1903K. Takeuchi, T. J. Kohn,
 Advances Toward New Antidepressants Beyond SSRIs: 1-Aryloxy-3-
piperidinylpropan-2-ols with Dual 5-HT1A Receptor Antagonism/SSRI
Activities. Part 1
N. A. Honigschmidt, V. P. Rocco,

P. G. Spinazze, D. J. Koch, D. L. Nelson,

D. B. Wainscott, L. J. Ahmad, J. Shaw,

P. G. Threlkeld and D. T. Wong
1907O. B. Wallace, K. S. Lauwers, S. A. Jones
 Tetrahydroquinoline-Based Selective Estrogen Receptor Modulators
(SERMs)
and J. A. Dodge
1911M. P. Wentland, X. Sun, Y. Ye, R. Lou and
 Redefining the Structure–Activity Relationships of 2,6-Methano-3-benza-
zocines. Part 2: 8-Formamidocyclazocine Analogues
J. M. Bidlack
LXX



1915F. R. Stermitz, K. K. Cashman,
 Polyacylated Neohesperidosides From Geranium caespitosum: Bacterial
Multidrug Resistance Pump Inhibitors
K. M. Halligan, C. Morel, G. P. Tegos and

K. Lewis
1919R. Sibley, H. Hatoum-Mokdad,
 A Novel Estrogen Receptor Ligand Template

R. Schoenleber, L. Musza, W. Stirtan,
D. Marrero, W. Carley, H. Xiao and

J. Dumas
1923Y. Ducharme, R. W. Friesen, M. Blouin,
 Substituted 2-Pyridinemethanol Derivatives as Potent and Selective
Phosphodiesterase-4 Inhibitors
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M. J. Pérez-Pérez
3031D. Berger, M. Dutia, D. Powell, B. Wu,
 Synthesis and Evaluation of 4-Anilino-6,7-dialkoxy-3-quinolinecarbonitriles
as Inhibitors of Kinases of the Ras-MAPK Signaling Cascade
A. Wissner, D. H. Boschelli, M. B. Floyd,

N. Zhang, N. Torres, J. Levin, X. Du,

D. Wojciechowicz, C. Discafani, C. Kohler,
S. C. Kim, L. R. Feldberg, K. Collins and

R. Mallon
3035K. Viht, K. Padari, G. Raidaru, J. Subbi,
 Liquid-Phase Synthesis of a Pegylated Adenosine–Oligoarginine Conjugate,
Cell-Permeable Inhibitor of cAMP-Dependent Protein Kinase
I. Tammiste, M. Pooga and A. Uri
3041G. Z. Zheng, Y. Mao, C.-H. Lee, J. K. Pratt,
 Adenosine Kinase Inhibitors: Polar 7-Substitutent of Pyridopyrimidine
Derivatives Improving Their Locomotor Selectivity
J. R. Koenig, R. J. Perner, M. D. Cowart,

G. A. Gfesser, S. McGaraughty, K. L. Chu,

C. Zhu, H. Yu, K. Kohlhaas,

K. M. Alexander, C. T. Wismer, J. Mikusa,
M. F. Jarvis, E. A. Kowaluk and

A. O. Stewart
3045V. Vanheusden, P. Van Rompaey,
 Thymidine and Thymidine-50-O-monophosphate Analogues as Inhibitors
of Mycobacterium tuberculosis Thymidylate Kinase
H. Munier-Lehmann, S. Pochet, P. Herdewijn

and S. Van Calenbergh
3049H.-C. Zhang, K. B. White, H. Ye,
 Macrocyclic Bisindolylmaleimides as Inhibitors of Protein Kinase C and
Glycogen Synthase Kinase-3
D. F. McComsey, C. K. Derian, M. F. Addo,

P. Andrade-Gordon, A. J. Eckardt,

B. R. Conway, L. Westover, J. Z. Xu,
R. Look, K. T. Demarest, S. Emanuel and

B. E. Maryanoff
3055J. Witherington, V. Bordas, A. Gaiba,
 6-Aryl-pyrazolo[3,4-b]pyridines: Potent Inhibitors of Glycogen Synthase
Kinase-3 (GSK-3)
N. S. Garton, A. Naylor, A. D. Rawlings,

B. P. Slingsby, D. G. Smith, A. K. Takle and

R. W. Ward
3059J. Witherington, V. Bordas, A. Gaiba,
 6-Heteroaryl-pyrazolo[3,4-b]pyridines: Potent and Selective Inhibitors of
Glycogen Synthase Kinase-3 (GSK-3)
A. Naylor, A. D. Rawlings, B. P. Slingsby,

D. G. Smith, A. K. Takle and R. W. Ward
LXXXV



3063R. Sundaramoorthi, W. C. Shakespeare,
 Bone-Targeted Src Kinase Inhibitors: Novel Pyrrolo- and Pyrazolopyr-
imidine Analogues
T. P. Keenan, C. A. Metcalf, III, Y. Wang,

U. Mani, M. Taylor, S. Liu, R. S. Bohacek,
S. S. Narula, D. C. Dalgarno,

M. R. van Schravandijk, S. M. Violette, S. Liou,

S. Adams, M. K. Ram, J. A. Keats,

M. Weigele and T. K. Sawyer
3067Y. Wang, C. A. Metcalf, III,
 Bone-Targeted 2,6,9-Trisubstituted Purines: Novel Inhibitors of Src
Tyrosine Kinase for the Treatment of Bone Diseases
W. C. Shakespeare, R. Sundaramoorthi,

T. P. Keenan, R. S. Bohacek,

M. R. van Schravendijk, S. M. Violette,

S. S. Narula, D. C. Dalgarno, C. Haraldson,

J. Keats, S. Liou, U. Mani, S. Pradeepan,
M. Ram, S. Adams, M. Weigele and

T. K. Sawyer
3071C. B. Vu, G. P. Luke, N. Kawahata,
 Bone-Targeted Pyrido[2,3-d]pyrimidin-7-ones: Potent Inhibitors of Src
Tyrosine Kinase as Novel Antiresorptive Agents
W. C. Shakespeare, Y. Wang,

R. Sundaramoorthi, C. A. Metcalf, III,

T. P. Keenan, S. Pradeepan, E. Corpuz,
T. Merry, R. S. Bohacek, D. C. Dalgarno,

S. S. Narula, M. R. van Schravendijk,

M. K. Ram, S. Adams, S. Liou, J. A. Keats,

S. M. Violette, W. Guan, M. Weigele and
T. K. Sawyer
3075R. Hargreaves, C. L. David, L. Whitesell and
 Design of Quinolinedione-Based Geldanamycin Analogues

E. B. Skibo
3079K. L. Sayle, J. Bentley, F. T. Boyle,
 Structure-Based Design of 2-Arylamino-4-cyclohexylmethyl-5-nitroso-6-
aminopyrimidine Inhibitors of Cyclin-Dependent Kinases 1 and 2
A. H. Calvert, Y. Cheng, N. J. Curtin,

J. A. Endicott, B. T. Golding, I. R. Hardcastle,
P. Jewsbury, V. Mesguiche, D. R. Newell,

M. E. M. Noble, R. J. Parsons, D. J. Pratt,

L. Z. Wang and R. J. Griffin
3083J. J. Hollick, B. T. Golding, I. R. Hardcastle,
 2,6-Disubstituted Pyran-4-one and Thiopyran-4-one Inhibitors of DNA-
Dependent Protein Kinase (DNA-PK)
N. Martin, C. Richardson, L. J. M. Rigoreau,

G. C. M. Smith and R. J. Griffin
3087B. J. Mavunkel, S. Chakravarty,
 Indole-Based Heterocyclic Inhibitors of p38a MAP Kinase: Designing a
Conformationally Restricted Analogue
J. J. Perumattam, G. R. Luedtke, X. Liang,

D. Lim, Y. Xu, M. Laney, D. Y. Liu,
G. F. Schreiner, J. A. Lewicki and S. Dugar
3091M. R. Myers, W. He, B. Hanney, N. Setzer,
 Potent Quinoxaline-Based Inhibitors of PDGF Receptor Tyrosine Kinase
Activity. Part 1: SAR Exploration and Effective Bioisosteric Replacement
of a Phenyl Substituent
M.P. Maguire, A. Zulli, G. Bilder, H. Galzcinski,

D. Amin, S. Needle and A. P. Spada
3097W. He, M. R. Myers, B. Hanney, A. P. Spada,
 Potent Quinoxaline-Based Inhibitors of PDGF Receptor Tyrosine Kinase
Activity. Part 2: The Synthesis and Biological Activities of RPR127963 an
Orally Bioavailable Inhibitor
G. Bilder, H. Galzcinski, D. Amin, S. Needle,

K. Page, Z. Jayyosi and M. H. Perrone
3101J. Regan, C. A. Pargellis, P. F. Cirillo,
 The Kinetics of Binding to p38MAP Kinase by Analogues of BIRB 796

T. Gilmore, E. R. Hickey, G. W. Peet, A. Proto,

A. Swinamer and N. Moss
3105C. Adams, D. J. Aldous, S. Amendola,
 Mapping the Kinase Domain of Janus Kinase 3

P. Bamborough, C. Bright, S. Crowe,

P. Eastwood, G. Fenton, M. Foster,

T. K. P. Harrison, S. King, J. Lai, C. Lawrence,
J.-P. Letallec, C. McCarthy, N. Moorcroft,

K. Page, S. Rao, J. Redford, S. Sadiq, K. Smith,

J. E. Souness, S. Thurairatnam, M. Vine and

B. Wyman
LXXXVI



3111J. Y. Q. Lai, P. J. Cox, R. Patel, S. Sadiq,
 Potent Small Molecule Inhibitors of Spleen Tyrosine Kinase (Syk)

D. J. Aldous, S. Thurairatnam, K. Smith,

D. Wheeler, S. Jagpal, S. Parveen, G. Fenton,
T. K. P. Harrison, C. McCarthy and

P. Bamborough
I
 Instructions to Contributors
NUMBER 19

Contents
vii
 Contributors to this Issue
3115
 Graphical Abstracts
3129Z. Pei, X. Li, G. Liu, C. Abad-Zapatero,
 Discovery and SAR of Novel, Potent and Selective Protein Tyrosine Phos-
phatase 1B Inhibitors
T. Lubben, T. Zhang, S. J. Ballaron,

C. W. Hutchins, J. M. Trevillyan and

M. R. Jirousek
3133X. Beebe, A. M. Nilius, P. J. Merta,
 Synthesis and SAR Evaluation of Oxadiazolopyrazines as Selective Haemo-
philus influenzae Antibacterial Agents
N. B. Soni, M. H. Bui, R. Wagner and

B. A. Beutel
3137Y.-J. You, Y. Kim, N.-H. Nam and
 Synthesis and Cytotoxic Activity of A-ring Modified Betulinic Acid
Derivatives
B.-Z. Ahn
3141Q. Zheng, Y. Wang and E. Lattmann
 Synthesis of S6-(2,4-Dinitrophenyl)-6-thioguanosine Phosphoramidite and
Its Incorporation into Oligoribonucleotides
3145H. Miyachi and H. Uchiki
 Analysis of the Critical Structural Determinant(s) of Species-Selective
Peroxisome Proliferator-Activated Receptor Alpha (PPARa)-Activation
by Phenylpropanoic Acid-Type PPARa Agonists
3151M. Hamada, K. Iikubo, Y. Ishikawa,
 Biological Activities of a-Mangostin Derivatives against Acidic Sphingo-
myelinase
A. Ikeda, K. Umezawa and S. Nishiyama
3155A. Alanine, A. Bourson, B. Büttelmann,
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3571R. Léger, M. Robitaille, O. Quraishi,
 Synthesis and In Vitro Analysis of Atrial Natriuretic Peptide–Albumin
Conjugates
E. Denholm, C. Benquet, J. Carette,

P. van Wyk, I. Pellerin, N. Bousquet-Gagnon,

J.-P. Castaigne and D. Bridon
3577A. Kamal, O. Srinivas, P. Ramulu, G. Ramesh
 Synthesis of Novel C2 and C2–C8 Linked Pyrrolo[2,1-c][1,4]benzodiaze-
pine-naphthalimide Hybrids as DNA-Binding Agents
and P. P. Kumar
3583H. Sasaki, M. Araki, S. Fukuzawa and
 The Packing of Lipid Chains Changes the Character of Bacteriorhodopsin
Reconstituted in a Model Membrane
K. Tachibana
3587F. Liu, E. F. Johnson, D. J. Austin and
 Adenosine-Anchored Triphosphate Subsite Probing: Distinguishing
between HER-2 and HER-4 Tyrosine Protein Kinases
K. S. Anderson
3593R. L. Elliott, R. M. Oliver, J. A. LaFlamme,
 Structure–Activity Relationship Studies on 2-Heteroaryl-4-arylimidazoles
NPY5 Receptor Antagonists
M. L. Gillaspy, M. Hammond, R. F. Hank,

T. S. Maurer, D. L. Baker,

P. A. DaSilva-Jardine, R. W. Stevenson,
C. M. Mack and J. V. Cassella
3597L. Gong, J. H. Hogg, J. Collier, R. S. Wilhelm
 Design and Synthesis of Novel CCR3 Antagonists

and C. Soderberg
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