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F. Pontén, Å. Rosenquist, H. Sörensen,
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D. Egron, C. Périgaud, G. Gosselin,
A.-M. Aubertin, H. Gatanaga, H. Mitsuya,

J. Zemlicka and J.-L. Imbach

I Instructions to Contributors

NUMBER 3

Contents

vii Contributors to this Issue

xi Graphical Abstracts

267 Estimation of Binding Affinities for Celecoxib Analogues with COX-2 via
Monte Carlo-Extended Linear Response

S. S. Wesolowski and W. L. Jorgensen

271 New Generation Dopaminergic Agents. Part 8: Heterocyclic Bioisosteres
that Exploit the 7-OH-2-(Aminomethyl)chroman D2 Template

R. E. Mewshaw, R. Zhao, X. Shi, K. Marquis,

J. A. Brennan, H. Mazandarani, J. Coupet and

T. H. Andree

275 5-Bromo (or Chloro)-6-azido-5,6-dihydro-20-deoxyuridine and -thymidine
Derivatives with Potent Antiviral Activity

R. Kumar

279 The C19 Position of 25-Hydroxyvitamin D3 Faces Outward in the Vitamin
D Sterol-Binding Pocket of Vitamin D-Binding Protein

J. K. Addo, N. Swamy and R. Ray

283 Isolation of 30-O-Acetylchloramphenicol: A Possible Intermediate in
Chloramphenicol Biosynthesis

F. Groß, E. A. Lewis, M. Piraee,

K.-H. van Pée, L. C. Vining and
R. L. White

287 Biotinylated Lithocholic Acids for Affinity Chromatography ofMammalian
DNA Polymerases a and b

M. Watanabe, S. Hanashima, Y. Mizushina,

H. Yoshida, M. Oshige, K. Sakaguchi and
F. Sugawara

291 Synthesis and Evaluation of Imidazo[1,5-a]pyrazines as Corticotropin
Releasing Hormone Receptor Ligands

R. A. Hartz, P. J. Gilligan, K. K. Nanda,

A. J. Tebben, L. W. Fitzgerald and K. Miller

295 A Lipophilic Thioflavin-T Derivative for Positron Emission Tomography
(PET) Imaging of Amyloid in Brain

C. A. Mathis, B. J. Bacskai, S. T. Kajdasz,

M. E. McLellan, M. P. Frosch, B. T. Hyman,

D. P. Holt, Y. Wang, G.-F. Huang,

M. L. Debnath and W. E. Klunk

299 An Efficient and Versatile Synthesis of Acylpolyamine Spider ToxinsK. Nihei, M. J. Kato, T. Yamane,

M. S. Palma and K. Konno

303 The DNA Phosphate Backbone is Not Involved in Catalysis of the
Duocarmycin and CC-1065 DNA Alkylation Reaction

Y. Ambroise and D. L. Boger

307 Studies Toward the Discovery of the Next Generation of Antidepressants.
Part 2: Incorporating a 5-HT1A Antagonist Component into a Class of
Serotonin Reuptake Inhibitors

R. E. Mewshaw, K. L. Meagher, P. Zhou,

D. Zhou, X. Shi, R. Scerni, D. Smith,
L. E. Schechter and T. H. Andree

XLV



311 Synthesis of Iodinated Biochemical Tools Related to the 2-Azetidinone
Class of Cholesterol Absorption Inhibitors

D. A. Burnett, M. A. Caplen, M. S. Domalski,

M. E. Browne, H. R. Davis, Jr. and J.W. Clader

315 Synthesis of Fluorescent Biochemical Tools Related to the 2-Azetidinone
Class of Cholesterol Absorption Inhibitors

D. A. Burnett, M. A. Caplen, M. E. Browne,

H. Zhau, S. W. Altmann, H. R. Davis, Jr. and

J. W. Clader

319 Discovery of a Nonpeptidic Small Molecule Antagonist of the Human
Platelet Thrombin Receptor (PAR-1)

P. G. Nantermet, J. C. Barrow, G. F. Lundell,

J. M. Pellicore, K. E. Rittle, M. Young,

R. M. Freidinger, T. M. Connolly, C. Condra,
J. Karczewski, R. A. Bednar, S. L. Gaul,

R. J. Gould, K. Prendergast and H. G. Selnick

325 Synthesis of New 3- and 4-Substituted Analogues of Acyl Homoserine
Lactone Quorum Sensing Autoinducers

J. A. Olsen, R. Severinsen, T. B. Rasmussen,

M. Hentzer, M. Givskov and J. Nielsen

329 Tyrosylprotein Sulfotransferase Inhibitors Generated by Combinatorial
Target-Guided Ligand Assembly

J. W. Kehoe, D. J. Maly, D. E. Verdugo,

J. I. Armstrong, B. N. Cook, Y.-B. Ouyang,

K. L. Moore, J. A. Ellman and C. R. Bertozzi

333 Enantio-Dependent Binding and Transactivation of Optically Active
Phenylpropanoic Acid Derivatives at Human Peroxisome Proliferator-
Activated Receptor Alpha

H.Miyachi, M. Nomura, T. Tanase, M. Suzuki,

K. Murakami and K. Awano

337 Novel Dihydropyrazine Analogues as NPY AntagonistsS.-Y. Sit, Y. Huang, I. Antal-Zimanyi, S. Ward

and G. Poindexter

341 Approach to Dual-Acting Platelet Activating Factor (PAF) Receptor
Antagonist/Thromboxane Synthase Inhibitor (TxSI) Based on the Link of
PAF Antagonists and TxSIs

M. Fujita, T. Seki, H. Inada, K. Shimizu,
A. Takahama and T. Sano

345 Antitumor Agents. Part 212: Bucidarasins A–C, Three New Cytotoxic
Clerodane Diterpenes from Bucida buceras

K. Hayashi, Y. Nakanishi, K. F. Bastow,
G. Cragg, H. Nozaki and K.-H. Lee

349 Design, Synthesis and Biological Activity of Novel C2-C30 N-Linked
Macrocyclic Taxoids

I. Ojima, X. Geng, S. Lin, P. Pera and

R. J. Bernacki

353 Generation of a Small Library of Cyclodepsipeptide PF1022A Analogues
Using a Cyclization-Cleavage Method with Oxime Resin

B. H. Lee, F. E. Dutton, D. P. Thompson and

E. M. Thomas

357 Sequestration of Bacterial Lipopolysaccharide by Bis(Args) Gemini
Compounds

S. David, L. Pérez and M. R. Infante

361 2-Amino-4-[30-hydroxyphenyl]-4-hydroxybutanoic Acid; A Potent Inhibitor
of Rat and Recombinant Human Kynureninase

H. A. Walsh, P. L. Leslie, K. C. O’Shea and

N. P. Botting

365 Binding of Aminoglycoside Antibiotics with Modified A-site 16S rRNA
Construct Containing Non-Nucleotide Linkers

J. B.-H. Tok, W. Wong and N. Baboolal

371 Cytotoxicity of 6,16-Disubstituted Analogues of (�)-VincadifformineG. Lewin, R. Hocquemiller, C. Schaeffer,
P.-H. Lambert, S. Léonce and A. Pierré
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J. Rojas, M. Payá, J. N. Dominguez

and M. L. Ferrándiz

1955 Synthesis and Anti-Tumor Activity of Novel Combretastatins: Combreto-
cyclopentenones and Related Analogues

N.-H. Nam, Y. Kim, Y.-J. You,
D.-H. Hong, H.-M. Kim and B.-Z. Ahn

1959 Inhibition of ADP-Triggered Blood Platelet Aggregation by Diadenosine
Polyphosphate Analogues

B. Walkowiak, J. Baraniak, C. S. Cierniewski

and W. Stec

1963 Synthesis and Application of an Auxiliary Group for Chemical Ligation at
the X-Gly Site

J. Vizzavona, F. Dick and T. Vorherr

1967 Novel Human Metabolites of the Angiotensin-II Antagonist Tasosartan
and Their Pharmacological Effects

H. M. Elokdah, G. S. Friedrichs, S.-Y. Chai,
B. L. Harrison, J. Primeau, M. Chlenov and

D. L. Crandall

1973 A Solid-Phase Approach Towards the Synthesis of PDE5 InhibitorsD. Beer, G. Bhalay, A. Dunstan, A. Glen,

S. Haberthuer and H. Moser

1977 Base Pairing Properties of 8-Oxo-7,8-dihydroadenosine in cDNA Synthesis
by Reverse Transcriptases

S. K. Kim, J. Y. Kim, A. K. Baek and

B. J. Moon

1981 A Convenient Synthesis of �7,8-Morphinan-6-one and Its Direct Oxidation
to 14-Hydroxy-�7,8-morphinan-6-one

D. Passarella, A. Consonni, A. Giardini,

G. Lesma and A. Silvani

1985 Discovery of Non-Zwitterionic GABAA Receptor Full Agonists and a
Superagonist

P. R. Carlier, E. S.-H. Chow, R. L. Barlow and

J. R. Bloomquist

1989 A Comparison of the Binding of Three Series of Nicotinic LigandsM. Lee, M. Dukat, L. Liao, D. Flammia,

M. I. Damaj, B. Martin and R. A. Glennon

1993 Novel Cyclourethane-Derived HIV Protease Inhibitors: A Ring-Closing
Olefin Metathesis Based Strategy

A. K. Ghosh, L. M. Swanson, C. Liu,

K. A. Hussain, H. Cho, D. E. Walters,

L. Holland and J. Buthod

1997 Translocation of the 5-Alkoxy Substituent of 2,5-Dialkoxyarylalkylamines to
the 6-Position: Effects on 5-HT2A/2C Receptor Affinity

J. J. Chambers, D. M. Kurrasch-Orbaugh and
D. E. Nichols

LXXI



2001 N-[2-(Indan-1-yl)-3-mercapto-propionyl] Amino Acids as Highly Potent
Inhibitors of the Three Vasopeptidases (NEP, ACE, ECE): In Vitro and In
Vivo Activities

N. Inguimbert, H. Poras, F. Teffo, F. Beslot,

M. Selkti, A. Tomas, E. Scalbert, C. Bennejean,

P. Renard, M.-C. Fournié-Zaluski and
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D. Bózsing, I. Simonek, G. Simig, I. Jakóczi,
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