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RESTWICK CHEMICAL

A medicinal chemistry company

COMPANY PROFILE

Prestwick Chemical Inc. (PCl) was foun-
ded in 1999 by C.G. Wermuth, PharmD,
PhD to assist scientists discover drugs for
promising targets by providing targeted
chemical libraries and medicinal chemi-
stry services,

Located in lllkirch, France, and currently
employing 39 people, PCl offers a broad
range of expertise in medicinal chemistry.
The Company provides pharmaceutical
and biotechnology societies, as well as
academic research laboratories, with a
supply of innovative chemical libraries,
contract research services and research
tools

1. CHEMICAL LIBRARIES:

B The Prestwick Chemical Library:
880 small molecules, most of which
are drugs in medical practice.

B The Prestwick Peptide Library:
Particularly recommended for
reverse pharmacology.

B The Prestwick C. elegans Library:
Small molecules, studied by PCl in
C. elegans cultures for their suitabi-
lity for screening in worms,

B The Greenpharma Natural
Compound Library:
240 phytochemical molecules
suited to give access to new
phar macophores

2. CONTRACT RESEARCH:

PCl offers contract research services in

medicinal chemistry and has an outstan-
ding track record of achievements in hit
to lead and lead to drug optimization.

Starting from a lead compound PCI
develops an exhaustive SAR study to
identify the most suitable preclinical
candidate, taking into account from the
early stage the drug-like aspect of the
molecules such as potency, selectivity,
toxicity, but also ADME and formulation

issues.

A constant exchange of information with
the screening biologists insures the fast
accomplishment of the study and the
selection of the most suitable pre-clini-
cal candidate.

The contract research service is usually
with "no strings attached”. Our custo-
mers remain sole owners of the Indus-

trial Properties of the project.

3. RESEARCH TOOLS

PCl can support scientists with specific
Custom Synthesis like supply of repeat
samples or reference compounds.
Building Blocks:

PCI offers privileged building blocks and
useful scaffolds:

M Original pyridazine building blocks
W Pyridazine-derived scaffolds

B Various amino acid scaffolds

Company name
Prestwick Chemical Inc.

Address

Prestwick Chemical Inc.
Boulevard Gonthier Andernach
67400 llikirch

France

Phone
+ 33 (0) 369 20 16 00

Fax
+ 33 (0) 369 20 16 17

E-mail
prestchem @ prestwickchemical.fr

Internet
www.prestwickchemical.com

Founded year
1999

Founder
Prof. Camille G. Wermuth

CFO
Paul Bikard

Contact Person
Dr. Marie-Louise Jung

Number of employees
39

WELCOME

Dear Colleagues,

On behalf of the Organizing Committee, I sincerely wish to welcome you to the
XVIIIth International Symposium on Medicinal Chemistry (ISMC 2004), to be
held in Copenhagen and Malmé during the period August 15 — 19, 2004.

The ISMC Symposia, held under the umbrella of the European Federation
of Medicinal Chemistry (EFMC), are major scientific events in the fields
of medicinal chemistry and drug design. Multi- and interdisciplinarity are
fundamental characteristics of these research areas. With the growing number
of disciplines in the field of medicinal chemistry, optimal integration of
scientific disciplines is a constantly growing challenge to medicinal chemists.
I do hope that ISMC 2004 will form a forum for intense discussions of
these aspects, and that new lines and models for the further development of
medicinal chemistry as a science may emerge from these interactions.

Most of the ISMC 2004 scientific events are organized in Copenhagen, but
the Wednesday arrangements will take place in Malmoe. This structure of
the Symposium will allow the participants to visit the Danish as well as the
Swedish side of Medicon Valley covering Copenhagen and Malmoe/Lund in
Sweden.

Medicon Valley is a fast-growing pharmaceutical biotech region, and
it is expected that the broad spectrum of Medicon Valley pharmaceutical
scientists and the ISMC 2004 participants will experience mutually stimulating
scientific interaction during the symposium. I do hope that the many cultural
and tourist attractions of the Medicon Valley cities may form exciting frames
for the interactions.

Welcome to the ISMC 2004

o
\‘\\L \vv , /
3 A p
el becicod ~ —fp e en

Povl Krogsgaard-Larsen, Chairman

www.ismc2004.dk
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KEY INFORMATION FOR ALL ATTENDANTS

The Symposium is divided into four parallel sessions.
For Auditorium see the scientific programme.
(Please see enclosed map of the Venue).
. . |
On Sunday, August 15, after the Opening Lecture, a Welcome Reception will be served to
all attendants, and their accompanying persons in the Exhibition area.

Posters will be displayed during the whole Symposium time but will only be manned

during one of the sessions. On Monday all posters with odd numbers will be manned

and on Tuesday all posters with even numbers will be manned. During the postersesion on 7
Thursday manning is optional.

(See Scientific programme and poster lists in the abtracts Ucow ) _

A large Exhibition can also be visited.

There will be free access to Internet at the Internet Café located in the exhibition area.

A lunchbox will be served every day in the Exhibition area. A ticket for each lunch you will
find in your envelope in the Congress bag. You can have your lunch mamr& at or walk
around in the Exhibition or poster area. g

Coffee breaks will be served in the mx_.dcmmos area every day, please see the programme.

Some lectures will be video recorded and made available through Internet from Sunday,
August 22 at the following addresses:

www.prous.com/isme2004

www.ismc2004.dk
- www.ismc2004.dk/webcasts

WWW. _manmooh Qr

KEY INFORMATION FOR ALL ATTENDANTS

If you are chairperson...

All Symposium chairpersons are asked to be at the room where the session will be held 157 in
advance of the beginning of the sessions to meet with speakers.

There are three speech formats:

4 45 lectures devided into 40’ presentation and 5° discussion

4 3 lectures devided into 25" presentation and 5” discussion

4 15 oral communications

The chairpersons are earnestly asked to strictly follow the scheduled times for the mmomorom
in order to facilitate the attendance shift from one session to another. For the same reason,
no changes to the order of the presentations is allowed. Time has to be kept free if a speaker
happens to be missing.

If you are speaker...

\

All speakers are asked to be at the room where the session will be held 15 in advance of the
beginning of the session, regardless-of the particular time of their speech. Once in the room,
they must contact the session chairperson and the technician in charge of projection.

A preview room for presentations is available during the Symposium. It is located on Bella
Center, room 4 on 1 floor, and will be open throughout the Symposium. .

For any request, please feel free to contact the organisation staff at the Secretariat Desk
located at the main entrance.

If you present a poster...

The posterboards will be 243 em (height) by 97 cm (width), which corresponds to 95 by 38
inches. Posters are best put up with poster pads or tape.

The poster sheuld be mounted Monday morning August 16, 2004 and dismounted Thursday
August 19, 2004 after the afternoon poster session.

All posters will be shown at all three sessions, but will only be manned during one of the
sessions. On Monday, August 16 all posters with odd numbers will be manned during the
poster session. On Tuesday, August 17 all posters with even numbers will be manned. During
the poster session on Thursday manning is optional. For posters without numbers manning is
optional.

Please see the aiphabetically ordered list of posters in the abstract book to find what poster
board number that is allotied your pester. If your poster does not have any number please place
your poster among poster boards that do not have any numbers given.

www.ismc2004.dk
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GENERAL INFORMATION

Dates and Venue

The Symposium takes place at the Bella Center from Sunday, August 15 to Thursday,
August 19, 2004, !

Venue address: .

Bella Center

Center Boulevard 5

DK-2300 Copenhagen S, Denmark

On Wednesday, August 18, the Symposium takes place. at Slagthuset, Malmoe, Sweden.
Venue address: :
Slagthuset

Jérgen Kocksgata 7A

211 20 Malmoe, Sweden

Symposium Secretariat

A secretariat desk will be available at the main entrance.
Telephone: +45 32622531

Fax: +45 32622520

Registration/Hospitality desk-opening hours during the Symiposium:
hrs. 16.00-20,00

hrs. 08.00-18:00

hrs. 08.00.18.00

hrs. 08.30-16.00

Sunday, August 15
Monday, August 16
Tuesday, August 17
Thursday, August 19

After the Symposium:

ISMC 2004-06-24 c/o DIS Congress Service A/S
Herley Ringvej 2C

DK-2730 Herlev, Denmark

Telephone: +45 4492 4492

Telefax: +45 4492 5050

Official Language
The official language of the Symposium will be English. No simultaneous translation will be
provided.

Smoking Areas
As a courtesy to other participants, smokers are asked to note that the Auditorium Foyer to the
left of the registration desk is considered as the only smoking area.

Badges and Security
It will be compulsory for all participants to wear their personal badge at all times while in
the Symposium venue and during the Social Events, as it will be the official entrance pass to
scientific sessions, Exhibition and Welcome Reception.

All participants will find in their documentation envelope lunch tickets as well as tickets for
optional excursions if they made a reservation. Please do not forget that it will be mandatory to
present them to participate in these activities.

www.ismc2004.dk

GENERAL INFORMATION

Climate and Clothing

The weather in Denmark in August is normally very pleasant, usually sunny. However, on
occasion an umbrella may be useful. Daytime average temmperature is around 22° C, evening
Temperature around 15° C

Local transportation
From the city centre the metro takes you to the Metrostration Bella Center.

Registration fees for Industrialists, Academics and Students include:

- Access to all the scientific sessions

- Congress bag

- Final Programme Book

- Abstracts Book

- Welcoime Reception

- Coffee/tea during the breaks on Symposium days

- Lunches on August 16, 17, 18 and 19

- Transportation Copenhagen-Malmoe on Wednesday, August 19, and participation in the
Get Together in Malmoe, Sweden

Registration fees for Accompanying Persons include:

- Welcome Reception

- Transportation Copenhagen-Malmoe on Wednesday, August 19, and participation in the
Get Together in Malmoe, Sweden

The fees do not include:

- Concert on Monday, August 16

- Excursions

- Personal insurance: Participants are advised to make their own arrangements regarding
travel insurance and medicinal assistans during the Symposium.

The day in Malmoe, Wednesday 18

Buses will pick you up for Malmoe 8:45 at the stops indicated on the map enclosed. Trains
will take you back to Copenhagen every 20 minutes from Malmoe Central station (map will
be distributed on site). Please note that after 01:00 hrs you have to pay an extra fee and there is
only one train every hour.

www.ismc2 oohnw |
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Copenhagen

Landmarks:

A: City Hall

B: The Tiveli Gardens

C: Holmens Church™

D: Barsen “the Old Stock Exchange*

*Concert and m‘mnmnﬂ_os on Manday, August 16 — purchased ticket is required for this
event. Malmoe
Bus departure for Malmd on Wednesday, August 18 - m_mmﬁ::mmﬁ
Designated pick-up places: f um/. o
ED L
/M e

E: In front of Hotel Softe Amalie, Sankt Annz Plads 21
F: In front of Hotel Palace {next to City Hall), Rddhuspladsen 57
G: In rear of the Hotel Copenhagen Scandic Hotel, Nyrupsgade

I

Please note that the last bus deparis at 08:45 hrs.

Central
station .

- n.:ioan.:.z » wnma

|
L .é.».uﬂ-ﬁ.: '
T f._wur.d
. 1
g g
e, P
e DN e A

www.ismc2004.dk

SCIENTIFIC PROGRAMME

The scientific programme consist of a mixture of plenary lectures, four parallel lecture sessions
and poster sessions.

Plenary lectures (except Wednesday) and session with the letter A will be held in Auditorium
Al, whereas sessions with the letter B, C and D will be held in Auditorium 10, 11 and 12,
respectively.

Starting
time
SUNDAY
o e ovmw__sm nmqm_rm]_.rm and welcome 17:40
Povl Krogsgaard-Larsen, Chairman
Um_.._u_._ c::BG.@ Bn _urm_._q_mnm:ﬁ_nm_ mn_msnmm. noumz__mum_._. Umz«:mq_n :
. Award 3330:«. .. T u
Ferran m&.ﬂ. EFMC n_.,m_:._._m_._ c:_<m~u;mﬂ Pompeu _"qum mm_.nm_ozm. mum_s |
‘ __..m:uc_.m_ ‘Lecture; Paul hanao: _.m:mn_m_m. vb Cm_p o 18:45
Medicinal chemistry - An evolving structure-driven science -
* Welcome Reception ‘ 19:30
" Prous Award Lectura: Oliver Kappe, Karl-Franzens-Universitst, Graz, Austria 900
High-speed microwave synthesis: enabling technology for organic, medicinal and chemistry
combinatorial
) nrm::._mzn _T.m:‘m: mmaN o :
. mxr.c:_o: and noimm s
Dementia & " Natural toxins : ' " Cancer U:._m .....:..m.nmcm_e. 10:30
memory ' as _mmn_m . _hew targets : new strategies )
Poster session ?o.ﬁm..m with odd ::3_..6..3 - _.:sn: 12:30
B m:nw._.:mm P : “Pain : ‘Advances in | Chemical n.:.__mqm:w.
proteases L new targets i cardiovascular s and . 14:30
structure & inhibitors; ° c therapy s library design
Coffee , 15:45
Enzymesll CNST + Nucleicacid | Receptors| . 1g1s
kinases - psychosis : therapeutics s GPCRs :
e mﬂ.:n»_:m m. _..__..__.....no_.m : ; i | structure & ligands (17:30 End
Programme for parallel lecture sessions:
Session 1A Dementia & memory
Chairman: Wolfgang Froestl, Novartis Pharma, Basel, Switzerland
Key lectures:
* Gregory M. Rose, Memory Pharmaceuticals, Montvale, NJ, USA: Developing treatments for age-related
memory loss (10:30-11:15)
» Brian P. Lockhart, Servier, Croissy-sur-5eine, France: Cognitive enhancing or neuroprotective drugs for
the treatment of dementia, why? when? which? {11:15-12:00)}
Oral presentations:
* Ramin Faghih, Abbott Laboratories, IL, USA: [3H]-A-349821: a novel non-imidazole histamine H3
receptor radioligand (12:00-12:15)
« Christopher Johnson, GSK, Harlow, UK: The discovery of selective brain penetrant 5-HT6 receptor
antagonists (12:15-12:30)
13
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Session 1B Natural toxins as leads

Chairman: Kristian Stremgaard, The Danish University of Pharmaceutical Sciences, Copenhagen, Denmark

Key lectures:

+ André Ménez, CEA, Gif-sur-Yvette, France: From toxins to drugs (10:30-11:15)

« Baldomero M. Olivera, University of Utah, Salt Lake City, UT, USA: The venomous cone snails: 50 million
years of drug development and medicinal chemistry (11:15-12:00)

Qral presentations: ’

« Elizabeth M. Doherty, Amgen, Thousand Oaks, CA, USA: Discovery of Potent Antagonists of the TRPV1
Channel. Structure-Activity Relationship of N-Aryl Cinnamides (12:00-12:15)

« Soren Brogger Christensen, The Danish University of Pharmaceutical Sciences, Copenhagen, Denmark:
Targeting of Thapsigargin: A New Concept for Treatment of Slowly Developing Cancer Diseases
{12:15-12:30)

Session 1C Cancer: new targets .

Chairman: Fredrik Bjérkling, LEO Pharma, Ballerup, Denmark .

Key lectures:

» Paul W. Manley, Novartis, Basel, Switzerland: Anthranilic acid derivatives: VEGF-R kinase inhibitors for
anti-angiogenic therapy in cancer (10:30-11:15)

« Steven Elmore, Abbott Laboratories, Abott Park, IL, USA: Targeting apotosis for cancer therapy:
Discovery of small molecule inhibitors of anti-apoptotic Bl-2 family proteins (11:15-12:00)

Cral presentations:

+ Sook Wah Yee, Cardiff University, Cardiff, UK: Design and synthesis of P450 enzymes inhibitors as
differentiating agent for androgen-independent prostate cancer (12:00-12:15)

« Antonelfo Mai, Universith degli Studi di Roma, Rome, Italy: Design, synthesis, and biological evaluation
of uracil-based hydroxy-amides (UBHAS) a5 a new class of HDAC inhibitors (12:15-12:30)

Session 1D Drug discovery: new strategies

Chairman: Ferran Sanz, IMIM - Universitat Pompeu Fabra, Barcelona, Spain

Key lectures: '

« Graham W. Richards, Oxford University, Oxford, UK: Pattern recognition and grid computing in drug
discovery (10:30-11:15)

» James Fickett, AstraZeneca, Waltham, MA, USA: Systems biology and drug discovery (11:15-12:00)

Oral presentations: '

» Gerhard Ecker, University of Vienna, Vienna, Austria: An atomic detail model of the bacterial ABC-
transporter LmrA from Lactococeus Lactis (12:00-12:15)

= Thierry Langer, University of Innsbruck, Innsbruck, Austria: Mining pharmacophoric content from
protein-ligand-complex information as a basis for activity profiling (12:15-12:30)

Session 2A Enzymes [; proteases - structure & inhibitors

Chairman: Anders Hallberg, Uppsala University, Uppsala, Sweden

Key lecture:

= Montse Liinas-Brunet, Boehringer-Ingelheim, Quebec, Canada: The discovery of BILN 2061, an N53
protease inhibitor with antiviral effects in humans infected with hepatitis C virus (14:30-15:15)

Oral presentations:

+ Jeffrey A. Robl, Bristol-Myers Squibb, Princeton, NJ, USA: Design, synthesis, and pharmacology of BMS-
477118: A long-acting, orally active dipeptidyl peptidase 1V inhibiter for the treatment of yype [l
diabetes {15:15-15:30) :

« Jian Jeffrey Chen, Roche Bioscience, Palo Alto, CA, USA: Discovery and synthesis of orally active dual
TNF / MMP inhibitors as anti-rhematoid arthritis drugs (15:30-15:45)

Session 2B Pain: new targets

Chairman: Lars Terenius, Karolinska sjukhuset, Stockholm, Sweden

Key lecture: Mirek Tomaszewski, AstraZeneca R&D, Montréal, Canada: Discovery of pain targets - GPCR

target class approach {14:30-15:15)

Oral presentations:

« Ronald Palin, Organon Laboratories, Newhouse, UK: Opicid Receptor Like {ORL-1) agonists as novel
analgesics (15:15-15:30)}

« Daniela Fattori, Menarini Ricerche, Pomezia, Italy: Solid phase synthesis using the "Fragment Approach”:
Generation of a new class of NK2 receptor antagonists (15:30-15:45)

Session 2C Advances in cardiovascular therapy (ACS session)

Chairman: Patrick Woster, Wayne State University, Detroit, M, USA

Key lecture:

« Robert J. Linhardt, Rensselaer Polytechnic Institute, Troy, NY, USA: Heparin and related molecules as
multi-pharmacological agents (14:30-15:15)

Oral presentations: .

» Samuel Chackalamannil, Schering-Plough Research Institute, Kenilworth, N), USA: Discovery of potent
himbacine-based thrombin receptor antagonists (15:15-15:30)

o Prabhakar K. Jadhav, indianapaolis, IN, USA: Discovery of potent, orally bioavailable non-steroidal
mineralocorticoid receptor antagonist (15:30-15:45)

www.ismc2004.dk

Session 2D Chemical diversity and library design

Chairman: Pauf Leeson, AstraZeneca, Leicestershire, UK

Key lecture;

* Mark Gardner, Pfizer Central Research, Sandwich, Kent, UK: Library design and follow-up - does more
hits mean more drugs? (14:30-15:15)

Oral presentations:

* Roger Crossley, BioFocus Discovery, Saffron Walden, Essex, UK: Increase in project efficiencies gained by
the use of focused libraries (15:15-15:30)

» Tim J. Cheeseright, Cresset BioMolecular Discovery, Letchworth , UK: New leads for GPCR projects: A real
breakthrough in virtual screening (15:30-15:45)

Session 3A Enzymes lI: kinases - structure & inhibitors

Chairman: Joe Shih, Eli Lilly, indianapolis, IN, USA

Key lecture:

« John Regan , Boehringer Ingelheim, Ridgefield, CT, USA: The structural, kinetic and anti-inflammatory
properties of BIRB 796, an inhibitor of p38 MAP kinase (16:15-17:00}

Oral prasentations:

= Birgit Masfost, Roche Diagnostics, Penzberg, Germany: Structure-based optimization of novel azepane
derivatives as PKB inhibitors (17:00-17:15)

* Thomas A. Engler, Lilly Research Laboratories, Indianapolis, IN, USA: The effects of highly selective and
potent inhibitors of GSK3 on the insulin and Wnt signaling pathways (17:15-17:30)

Session 3B CNS I: psychosis

Chairman: Pavid Weiner, ACADIA Pharmaceuticals, San Diego, CA, USA

Key lecture:

» Carol A Tamminga, University of Texas Southwestern Medical Center, Dallas, TX, USA: Schizophrenia:
What we know and what we need to know (16:15-17:00}

Oral presentations:

* Timo Heinrich, Merck KGaA, Darmstadt, Germany: Novel substituted indoles as highly selective 5-HT2A
antagonists (17:00-17:15}

» Ulrike Holzgrabe, University of Wiirzburg, Wiirzburg, Germany: Systematic development of enhancers
Mv* ligand wﬁ&:m to muscarinic acetylchcline receptors: bistammeonto)alkane-type compounds
171517

Session 3C Nucleic acid therapeutics

Chairman: Peter E. Nielsen, University of Copenhagen, Copenhagen, Denmark

Key lectures:

+ Frank Bennett, Isis Pharmaceuticals, Carlsbad, CA, USA: Progress in antisense cligonucleotide based
therapeutics and issues for the future (16:15-17:00)

= Fugen Uhimann, Coley Pharmaceutiacl, Langenfeld, Germany: Recent studies to the mechanisms and
application of Immune stimulatory CgG TLRY agonists (17:00-17:45)

Session 3D Receptors I: GPCRs - structure & ligands

Chairman: Rob Leurs, Vrije Universiteit, Amsterdam, The Netherlands

Key lecture:

s juan Ballesteros, Novasite Pharmaceuticals, San Diego, CA, USA: Pharmacological engineering of
challenging GPCR drugs {16:15-17:00)

Oral presentations:

* Thomas Hogberg, 7TM Pharma, Haersholm, Denmark: A physicogenetic method to assign ligand-binding
relationsships between 7TM receptors applied on CRTH2 (17:00-17:15)

* Patrick Page, Serono Pharmaceutical Research Institute, Geneva, Switzerland: First non prostaglandin-
like small molecule antagonists of the prostanoid FP receptor: Design, synthesis and pharmacological
evaluation of potent, selective, orally active prostaglandin F2 receptor antagonists (17:15-17:30)

www.ismc2004.dk
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Starting

time
TUESDAY
T T Philip 5. Portaghese, University of Minnesota, Minneapolis, MN, USA B 9:00
Ligands that selectively target heterodimeric opioid receptors
Chairman; Hans Bréuner-Osborne
i mx_.:_u_ﬁ_o: m:n coffee 9:45
CNS I B & wmnm_owoqm 1] o_.momwnnrm:n_mm . m:nw-.:mm.:_ 1030+
depression & anxiety GPCRs . as new targets '
mn_.:nn:_.m m. __uwsnm ) .._._m..m_um:.n_na
1omwmq saession A_uomam_.m E;r even numbers) - _.E.nr 12:30
Receptors Il : an _ | : ) _:.:m:.:.:mn_o: _so_mn:_m.. a_Onx_:m. ’
ionotropic epileptic disorders - . © scoring and virtual 14:30
structure & ligands . screening
Coffee 16:30
Nauta Award Lecture: Robin Ganellin, The University College of London, UK 1700 |

Howv to generate drug leads in the absence of high throughput screening (HTS}
Chairman: Ferran Sanz

(17:45 End)

Session 4A CNS 1I: depression and anxiety

Chairman: Klaus Bagesa, H. Lundbeck, Valby, Denmark

Key lectures:

. wman.«m Iom_mv.. H. Lundbeck, Valby, Denmark: Current trends in antidepressant and anxiolytic research

10:30-11:15

* David Tattersall, Merck Sharp and Dohme, Harlow, UK: NK1 receptor antagonists: treatments for a
variety of diseases? (11:15-12:00)

Oral presentations:

* Magnus W. Walter, EIi Lilly, Surrey, UK: Novel Selective norepinephrine re-uptake inhibitars {12:00-12:15)

= J. Ignacio Andrés, Johnson & Johnson Pharmaceutical R&D, Toledo, Spain: The discovery of a new series
of centrally active tricyclic isoxazoles combining 5-HT reuptake inhibition with alpha2-adrenoceptor
blocking activity (12:15-12:30)

Session 4B Receptors Il: GPCRs - structure & ligands )

Chairman: Henk Timmerman, Vrije Universiteit, Amsterdam, The Netherlands

Key lectures:

« Graeme Milligan, University of Glasgow, Glasgow, UK: The basis and selectivity of the dimerisation of G
protein-coupled receptors (10:30-11:15)

+ Nigel Birdsall, National Institute of Medical Research, London, UK: Novel pharmacelogical aspects of the
allosteric regulation of binding and function at GPCRs (11:15-12:00}

Oral presentations:

* Aldo Jongejan, Vrije Universiteit, Amsterdam, The Netherlands: Activation of aminergic GPCRs: insights
from the histamine H1 receptor (12:00-12:15)

* Peter Gmeiner, Friedrich-Alexander University, Erflangen, Germany: Interactive studies on GPCR
modeling, ligand synthesis and pharmacological investigations including site directed mutagenesis to
understand dopamine receptor subtype selectivity, ligand efficacy and binding modes (12:15-12:30)

Session 4C Oligosaccharides as therapeutics

Chairman: Kfaus Bock, The Carlsberg Laboratory, Valby, Um:ﬂ._m_‘_a

Key lectures:

* Mark von Itzstein, Gritfith University, Queensland, Australia: Exploring sizlic acid recognising proteins as
drug discovery targets (10:30-11:15)

= Ole Hindsgaul, The Carlsberg Laboratory, Valby, Denmark: The chemical challenge of converting weak
oligosaccharide ligands into potent inhibitors (11:15-12:00)

Oral presentations:

e Jodo F. A. Neres, University of Manchester, Manchester, UK: _ummmm: of inhibitors for Trypanosoma cruzi
trans-sialidases {12:00-12:15)

* Lidia A. Baltina, Institute of Organic Chemistry Ufa Research Centre of RAS, Ufa, Russia: Design and
synthesis of novel giycyrrizic acid derivatives and analogues with positive antiviral activity {12:15-12:30} i

www.ismc2004.dk %

Session 4D Enzymes 1li: new targets

Chairman: Rolf W. Hartmann, Saarland University, Saarbruecken, Germany

Key lectures:

* Donald Poirier, Centre Hospitalier Universitaire de Québec, Sainte-Foy, Québec, Canada: Solution and
solid phase synthesis of inhibitors of steroid sulfatase, 178-HSD type 1 and 17B-HSD type 3, three key
enzymes of estrogen and androgen biosynthesis (10:30-11:15)

* Rolf W. Hartmann, Saarland University, Saarbruecken, Germany: Discovery of potent and selective
inhibitors of human aldosterone synthase (CYP11B2) - a new target for the treatment of congestive
heart failure and myocardial fibrosis (11:15-12:00)

Oral presentations:

» Jean-Pierre Gotteland, Serono Pharmaceutical Research Institute, Geneva, Switzerland: Design and
Mw.:\nrmmw oJ:o...m_. potent, selective and in vivo active inhibitors of the ¢-Jun-N-terminal Kinase (JNK)

12:00-12:15

» lens-Uwe Peters, E. Hoffmann-La Roche, Basel, Switzerland: Rapid improvement of activity and
compound properties in a series of novel DPP-1V inhibltors during the Hit-to-Lead process (12:15-12:30)

Session 5A Receptors lll: ionotropic - structure & ligands

Chairman: Jan Egebjerg, H. Lundbeck, Valby, Denmark

Key lectures:

» Bente Frofund, The Danish University of Pharmaceutical Sciences, Copenhagen, Denmark: Ligands for
the GABAA receptor: Structure-activity relationships {14:30-15:15)

* August B. Smit, Vrije Universiteit, Amsterdam, The Netherlands: Acetylcholine binding protein (AChBP)
from synaptic modulation to a high-resolution model for the extracellular domain of ligand gated ion
channels (15:15-16:00)

Oral presentations:

* Rohan 1. Kumar, University of Sydney, Australia: Cyclopentene phosphinic acids as GABAC selective
antagonists (16:00-16:15)

+ Scott R. Breining, Targacept, Winston-Salem, NC, USA: The alpha-methyl metanicotines: Nicotinic
acetylcholine receptor modulators for treatment of CNS disorders (16:15-16:30}

Session 5B CNS IlI: epileptic disorders

Chairman: Richard B. Silverman, Northwestern University, Evanston, 1L, USA

Key lectures:

= David Wustrow, Pfizer, Ann Arbor, M|, USA: Correlation of In Vitro and In Vivo effects of pregabalin and
structurally-related compounds {14:30-15:15}

+ Benoit Kenda, UCB, Braine-I"Alleud, Belgium: Discovery of ucbh 34714: a new pyrrolidone derivative with
antiepileptic properties (15:15-16:00)

Oral presentations:

« Sandor Solyom, IVAX Drug Research Institute, Budapest, Hungary: A new class of AMPA antagonist 2,3-
Benzodiazepines (16:00-16:15)

+ Eleonora Ghidini, Chiesi Farmaceutici, Parma, Italy: Preparation and anticonvulsant activity of a series of
functicnalized amino acids with tetralinyl and indanyl moieties (16:15-16:30)

Session 5C Inflammation

Chairman: Peter Ettmayer, Novartis Research Institut, Vienna, Austria

Key lectures:

* Berndt Oberhauser, Novartis Research Institut, Vienna, >:m5m. Low-molecular-weight inhibitors of
integrin binding and signalfing (14:30-15:15)

= Richard Horuk, Berlex Biosciences, Richmond, CA, USA: Chemokine receptor antagonists {15:15-16:00)

Oral presentations:

* John C. McKew, Wyeth Research, Cambridge, MA, USA: Discovery of a new cass of anti-inflammatory:
Indole cPLA2 sinhibitors (16:00-16:15) i

* Claudio Sturino, Merck Frosst Centre for Therapeutic Research, Pointe Claire-Dorval, Quebec, Canada:
The development of L-888839, a highly potent and selective prostaglandin D2 receptor antagonist:
lessons in reactive intermediates and transporters (16:15-16:30)

Session 5D Molecular docking, scoring and virtual screening

n:mm“ﬁ_m:" Tommy Liljefors, The Danish University of Pharmaceutical Sciences, Copenhagen, Denmark

Key lectures:

* Christopher W. Murray, Astex Technology. Cambridge, UK: Virtual and crystallographic screening of low
molecular weight compounds {14:30-15:15)

= Tanja Schulz-Gasch, F. Hoffmann-La Roche, Basel, Switzerland: Virtual screening and structure-based
design (15:15-16:00) .

Oral presentations:

* Micael Jacobsson: Biovitrum & _._Eumm_m University, 5Sweden: Multivariate statistical analysis of docking
scores in structure-based virtual screening (16:00-16:15)

* Theodora Steindl, University of Innsbruck, Innsbruck, Austria: Pharmacophere modelling and docking -
studies: The search for new HRV coat protein inhibitors {16:15-16:30)

www.ismc2004.dk -
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LNA {locked nucleic acid) and functionalized nucleic acids: towards efficient gene silencing and 10:30
optimised nucleic acid based therapeutics
Chairman: Ferran Sanz g
AFMC Lecture: Yoshichika Arakawa, Nationa! Institute of Infectious Diseases, Tokyo, Japan
Lateral transfer of genetic determinants for multi-drug resistance to clinically important baciili 1115 1
Chairman: Henk .__;__:,_EmwSma "W
e T T T
Stan van Boeckel, Organon, Omm. ._.:m Netherlands 13:00
From the bench to production chemistry - what about complex molecules :
Chairman: Klaus Gundertofte
Klaus wMialler, F, Hoffmann-La Roche, Basel, Switzerland 1345
Structure-based drug discovery
Chairman: ._..033.... E._qmmon {14:30 End)
. 18:00

John Dixon, AstraZeneca, Charnwood, UK i 900
_..._Bq:_mno_ﬁ:._m»_nm and drug discovery
nzm:._._._m: b:&mﬁm Karlén

mxr__u:_o: m:a coffee %45
abME 7T T ensiv’ 1 1 Diabetes ' Receptors IV ]
and neurodegenerative | : new aspects huclear 10:30
“toxicology disorders g, mnq:n».._-.m m. _.mm:mm
Poster session (all posters) - _.csn_._ 11:45
O_umm.q m_mmv n.moam-m J ; Receptors V ) ADME 13:30
Il . | -
disorders ' L new targets P orphan ! and
. ] mn-.:nn:..m & ligands LH drug nmm.mﬂ
nozmm 14:45
T stuartR; _\e.m__»m_.... .mm.mm._._ﬁﬁmmmmm_ozm,_...m_hqqmuﬁ. uk ’
The future of the pharma industry 15115
Chairman: Henk Timmerman .
" Closing of symposium and welcome tolsMc2006 )
Povl Krogsgaard-Larsen, Chairman 16:00
_T.mn? mm..::. Gazi c:_<m_‘m_g >:rm_.m. ._.:qrme. {(16:15 End}{

Session 6A ADME and toxicology

Chairman; Bernard Testa, University Hospital Centre, Lausanne, Switzerland’

Key lecture:

* Jean-Michel Scherrmann, INSERM, Hopital Fernand WIDAL, Paris, France: Expression and functional role
of multidrug resistance transporters at the blood-brain barrier (10:30-11:15)

Oral presentations:

« Markku D. Himéfdinen, Biacore, Uppsala, Sweden: Characterisation of thrombin leads with the new
Biacore $51® - Identification of potent binders with favourable early ADME-properties (11:15-11:30)

« Jon Vabenp, University of Tromse, Norway: Ketomethylene based dipeptidomimetics as pro-moieties for
hFEPT1 targeted prodrugs {11:30-11:45)

S EEE _manuooh a__A

Session 6B CNS IV: neurodegenerative disorders

Chairman: Patrice Talaga, UCB S.A., Braine-I'Alleud, Belgium

Key lecture:

+ Tim Harrison, Merck Sharp & Dohme Research Laboratories, Harlow, UK: Gamma-secretase as a target
for drug intervention in alzheimer’s disease (10:30-11:15)

Oral presentations: '

» Kouji Hattori, Fujisawa Pharmaceutical, Osaka, Japan: Rational approaches to discovery of orally active
& brain penetrable PARP inhibitors (11:15-11:30) -

v Akgiif Yesilada, Hacettepe University, Ankara, Turkey: New Naproxen derivatives: Synthesis and
screening of antiinflammatory, analgesic and anti-aggregation effects on 3-amyloid{1-40} peptide
{11:30-11:45) i

Session 6C Diabetes: new aspects

Chairman: fohn Bondo Hansen, Novo Nordisk, Malev, Denmark

Key lecture:

» Jens Juul Holst, University of Copenhagen, Copenhagen, Denmark: Incretin acticn as the basis for
treatment of type 2 diabetes (10:30-11:15)

Oral presentations:

» Guido Kurz, Biovitrum, Stockholm, Sweden: For mice and men? Inhibitors of 11beta-hydroxysteroid
dehydrogenase type 1 with anti-diabetic potential (11:15-11:30)

» Daniel D. Sternbach, GlaxoSmithKline R&D, Research Triangle Park, NC, USA: Synthesis and crystal
structure of a PPARpan agonist that delivers glycemic control and improved __v_n_ profiles without
weight gain (11:30-11:45)

Session 6D Receptors IV: nuclear - structure &% ligands

Chairman: Dirk Leysen, —..ume.um: nv, Ghent-Zwijnaarde, Belgium

Key lectures:

» Peter Thomas, C:_<m-m_ﬁ< of Texas at Austin, Port Aransas, TX, USA: The discovery and characterization
of a new family of cDNAs encoding progestin membrane receptors in vertebrates :o 30-11:15)

* Jan-Ake Gustafsson, Karolinska Institutet, Huddinge, Sweden: Recent excitements in drug development
based on navel insights in estrogen signaling (11:15-12:00)

Session 7A Obesity disorders (ACS session)

Chairman: Paul Ornstein, Eli Lilly, Indianapoclis, IN, USA

Key lectures:

* Andrew J. Carpenter, GlaxoSmithKline, Research ._.:m:m_m Park, NC, USA: The discovery of potent and
selective MCH receptor-1 antagonists for the treatment of obesity {13:30-14:00)

= Matthew 1. Fisher, Eli Lilly, Indianapolis, IN, USA: Discovery o* ligands for melanocortin receptors
(14:00-14.30)

* Kevin W. Giflman, Bristol-Myers Squibb Company, Wallingford, CT, USA: Selective NPY5 antagoenists as
potential therapeutic agents for obesity {14:30-15:00)

Session 7B Sleep disorders: new targets

Chairman: Bjarke Ebert, H. Lundbeck, Valby, Denmark

Key lectures:

* Bfarke Ebert, H. Lundbeck, Vatby, Denmark: Functional mm_mn»_sq of GABAA receptor agonists:
a possibility for novel drugs! (13:30-14:15)

* francesca Stingele, Neurim Pharmaceuticals, Lausanne, Switzerland: Circadin - 2mg prolonged release
melatonin: a new treatment paradigm improving quality of sleep (14:15-15:00)

Session 7C Receptors V: orphan - structure & ligands

-« Chairman: Hans Brauner-Oshorne, The Danish University of Pharmaceutical Sciences, noum:rmmm:

Denmark

Key lecture:

« Mark Fidock, Pfizer, Sandwich, Kent, UK: Functional validation of newly paired orphan GPCRs
(13:30-14:15)

Oral presentation:

* Petrine Wellendorph, The Danish University of Pharmaceutical Sciences, Copenhagen, Penmark:
Deorphanization of GPRC6A — a novel human family C G-protein coupled receptor {14:15-14:45)

Session 7D ADME and drug design
Chairman: Kristina Luthman, G6teborg University, Géteborg, Sweden
Key lecture:
= Christopher A Lipinski, Pfizer Global R&D, Groton Labs (retired), Groton, CT, USA: Solubility, permeability
and drug-likeness: why chemistry is important (13:30-14:15}
Oral presentations:
« Christel A. 8. Bergstrém, Uppsala University, Sweden: A Sonm_ for the prediction of aguecus solubility
and intestinal absorption (14:15-14:30)
* Marco Pintore, BioChemics Consulting, Orleans Cedex 2, France: Predicting ADME properties by Radial
Basls Functions (RBF) :n 30-14:45) i , 19
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SOCIAL EVENTS

Welcome Reception and Registration

Sunday, August 15, at 19:30 hrs at Symposium Venue — Bella Center — the Exhibition Area.
Included in the registratioh fee for delegates and accompanying persons.

Get Together in Malmd

Wednesday, August 18, at 18:00 hrs. )

Buffet, Swedish snap songs and entertainment at Slagthuset, the venue of the lectures the day
in Sweden. Transportation by bus and train. . .
Included in the registration fee for delegates and accompanying persons.

Tickets for the trip back, by train, you will get when entering the bus for Malmoe.

Optional social event

Monday, August 16

Concert by Michala Petri, flute, and Lars Hannibal, guitar, at Holmens Kirke and Buffet at
Barsen at 19:00 hrs.

Price DKK 645. .

Registration is mandatory.

www.ismc2004.dk

EXHIBITORS

Company

ABCR
ACB BLOCKS

ACCELRYS

ACROS ORGANICS / MAYBRIDGE
ADVANCED CHEMISTRY DEVELOPMENT
ALBANY MOLECULAR RESEARCH
ARGENTA DISCOVERY

ASDI BIOSCIENCES

ASINEX

ASYNT / PHARMACORE

AXON BIOCHEMICALS

BENTHAM SCIENCE PUBLISHERS
BIACORE .
BIOFOCUS

BIOTAGE

BUCHI LABORTECHNIC
CAMBRIDGESOFT CORPORATION
CEREP

CHEMBRIBGE CORPORATION EUROPE
CHEMDIV °

CHEMICAL COMPUTING GROUP
CHEMSPEED

CRESSET BIOMOLECULAR DISCOVERY
DUPONT CHEMOSWED

EFMC

ELSEVIER SCIENCE

ENAMINE

F LAB

ISMC 2006 ISTANBUL

KEY ORGANICS

MERCACHEM

METTLER-TOLEDO
PHARMAPROJECTS

PHOENIX EUROPE

PROUS SCIENCE

RADLEYS DISCOVERY TECHNOLOGIES
SCIENTIFIC UPDATE

SOLUTIA PHARMACEUTICAL

SOLVIAS

SPECS

SYNERGIX MOLECULAR CONCEPTOR
TELEDYNE ISCO

TRIPOS

ULTRAFINE

INTERNET CAFE
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Booth #

40
41
22

53 &54

45-46-47-48
16 & 17

33

19

18

43

20

39
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15

47 & 48
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EXHIBITORS “

ABCR® offers chemical building blocks used in pharmaceutical and agrochemical research. Over 40.000 preducts
are available, many of them unique structures such as fluorinated aromatics, heterocycles etc. Quality is assured
according to DIN EN (SO 9000. Around 30 chemists and engineers serve you. The ABCR web-site has been

letely re-engineered.
mmm comp

ote) ACB Blocks produces diverse building blacks for the needs of combinatorial chemistry in multi- 4
ACB-3:sLocks [41]

gram guantities, Our compounds have easily functionalized groups - acids, aldehydes, amines,
hydrazines, isonitriles, polyfunctional anes, many of them contain heterocyclic fragments. A 1
continuously growing stock of aver 1500 items is available off the shelf.

Accelrys is the world's [eading computational science company, developing and delivering innovative 22
rﬁ.-\\..}Jmﬂﬁmu_\<we scientific software applications and services that help to solve critical R&D problems. Our Discovery
=) studic MadChem Explorer, ViewerPro and Accord for Excel applications provide medicinal chemists
industry leading methods far pharmacophore modeling, ADMET prediction, library enumeration,
property calculation, high quality 3d visualzation, SAR analysis and more. These selutions enhance scientific insight and
promote the flow of data, information, and knowledge throughout your discovery and development programs.

As a supplier of fine chemicals we continue to improve our product range and services to meet
today’s requirements of the organic, medicinal, analytical o biochemist. Acros.Organics supplies:
« over 37.000 products » available in prepacked and bulk quantities »including a selected listing of
over 1500 products from Maybridge

Acros Organics also offers: = fine chemicals consultancy « pharmaceutical standards quality control and repackaging *
individuatized product umnwm,um:m. Visit www.acros.com

, 2]

wovancea Advanced Chemistry Development, Inc., offers software solutions that integrate chemical structures
cmamistry | With analytical chemistry information, applicable to areas including spectroscopic validation of structures,
cevetopment | elucidation of unknown substances, and chromatographic separation.

>_am=<z_o_mn:_qummmmqn_._._:n.Azmmamnung:mmm_mm&:mn_._ma_.ﬂébmmmnn_?_m
discovery, develepment, and manufacturing company. AMRI's comprehensive

rechnologies include diverse lead-seeking libraries, medicinal and combinatorial

chemistry, CADD, chemical and bioprocess development, high-throughput screening, and ¢GMP manufacturing. The

company works with many leading pharmaceutical and biotechnology companies.

Albany Molecular Research, Inc. (Nasdag: AMRI) is a leading chemistry-based drug discovery, development, and

manufacturing company. AMRI's comprehensive technalogies include diverse lead-seeking libraries, medicinal and

combinatarial chemistry, CADD, chemical and bioprocess development, high-throughput screening, and ¢GMP manufacturing.

The company works with many leading pharmaceutical and biotechnology companies.

Argenta Discovery Limited 25
. Richard Lingard, Vice President, Business Development. Dr Anthony Baxter, CEQ
argertal oncology, Metaholic Disease, Bone Repair, Allergy, Diabetes, Drug Distovery Services, Therapeutic Discovery
Argenta discovery is a leading hit finding, lead optimisation and pre-clinical candidate discovery company.
Our unique integrated approach to drug discovery is based on the highest quality medicinal chemistry,
biochemistry and eADME capabilities. We place a premium on the experience and successful track record of our staff. We:
have a pipeline of pre-clinical candidates which are available for sale or licence including our Histone Deacetylase Inhibitor
(HDACI, oncolegy) programme and our Prostaglandin E2 agonist (EP-2, bone resporption) programme. In addition, we have
4 further therapeutic programmes at lead optimisation stage. We also offer contract research services in medicinal chemistry

.- and biochemistry for both major pharma and biotech customers,

ASDI Biosciences Ltd, PO Box 1300, Huddersfield HD 4WT, UK. T : +44 148 431 7214

ASDI Biosciences Ltd. is the UK affiliate of ASDI Inc., a US-based provider of products and services
for high throughput chemistry and screening in drug discovery.

ASDI provides screening compounds for hit generation, compound management services and a
dispensing service for building blacks for hit explosion and lead optimisation. Chemists select from
a large, diversa collection of intermediates that can be browsed an-line, with real-time inventory levels and pricing on view.
Customers can purchase just the stoichiometric amounts needed for synthesis and orders are shipped by express courier. The
benefits in cost reduction, time savings, productivity gains and library pass rates are enormous.

d.. ASINEX is a full-service chemistry provider of ‘Intelligent Chemistry’ for the lead generation and optimization stage 9
.”\E,; 1 of drug discovery. Well known as a supplier of diverse, small molecule libraries for screening and building blocks
W . for combinatorial chemistry, ASINEX has developed a reputation for cost-effective and efficient lead optimization,

o custom synthesis and focused library generation. Based in Moscow, with a total of 104 organic chemists (#¢1Ph.D.), B
computational chemists (6 Ph.0.) and 17 biclogists {11 Ph.D.), ASINEX has powerful drug discovery resources.

Asynt was formed to develop and market products that make the chemist’s everyday life easier and more(1 2& 13
h“.<=~. productive. From cutting edge apparatus for Flow (Micro} Reactions from our partaers Syrris, to our own
simple oil bath replacement the DrySyn; Asynt is poised to lead the way in chemistry techrologies.

23
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Axon Biochemicals BV,

Ny services in medicinal chemistry research, leading to the development of the potentially
therabeutic drugs and candidates, It takes on missions of contract research as a CRO and
it synthesizes hioactive specialty fine chemicals and drug standards. it offers the power of outsourcing research for
pharmaceutical companies at any stage of 4 drug development process.

Bentham Science Publishers, a major STM journal publisher, answers the infermation needs of the pharmaceutical 2
and bio-medical research community. Leading-journals {print & online) include Current Medicinal Chemistry
{impact Factor 4.98) and Current Pharmaceutical Design.

WMJ.MH.M_M Access FREE online journals and information: www.bentham.org

PUBLISHERSLID. Subscribe, Consortia, discounted global licenses and trials: subscriptions@bentham.org

) Biacore AB is world leader in solutions for biomolecular interaction analysis.
.\ Biacore's complementary technologies provide solutions to critical drug discovery applications and
fffr\\u.\ bottlenecks, delivering high-content and high-value data that can increase the speed and efficiency

of the drug discovery process, The combination of Biacore’s SPR and cell-based technologies enable
w->nowm virtually all drug discovery therapeutics targets to be monitored in unprecedented detail,

Biacore's non-label SPR technology enables the interactions between small molecule drug candidates
and therapeutic targets of interest or ADME markers to be detailed in real-time. From rapid qualitative confirmatory
screening to comprehensive qurantitative fead selection and optimization, Biacore®551 can integrate the hit-to-lead process,
reduce false positives and improve the quality of compounds entering pre-clinical studies delivering high quality data earlier
in the selection process. ’

' Eomon:imm_mmn_.:mcx.manmmqmﬁman_EmmwS:mQao_.:umsw..omm::mmno.._._n_mﬂmEomaagm*aanmﬂmﬂ m_.
. to preclinical candidate.

"3 J Cvr core business is our SoftfocusTM screening libraries focused on kinase, GPCR and lon channels.
w . ”—u_ Licensing and Partnering cover compound, technology and (P transfer and development.
HQQﬁgwmémamomml:mmm:n_camno_.:vﬁm:o:m_mz_u_uo:.*oncmmn_EEEE:?G._“m:ar._immn_avz_.z_mmmn:

ﬁQ Biotage products provide unique solutions to improve and accelerate the drug discovery chemistry [53&54

processes. r
L] Our products represent the collective knowledge of the former Biotage and Personal Chemistry
w — O.H m companies and can be found on the benches and in the hoods of pharmaceutical, specialty chemical
and academic laboratories.
Our product portfolio offers an unparalleled suite of innovative, scalable and safe microwave
synthesis and purification tools for our many business partners. Biotage speeds up the chemistry process and helps bringing

:mén_._m_._.:nm_ms.::muﬂn_.:mqrm._".EEE.EEmmm.ncE
= control purposes. The goal is to sustain a high level of competence in product development,
b manufacturing and application arcund these technologies.

te To optimize the drug discovery process, Cerep provides solutions to the pharmaceutical industry 4]
-..- mm —\mU allowing faster and more cost effective drug discovery by identifying at early stages the most

promising drug candidates, Cerep’s integrated platform encompasses a complete range of

technologies including chemistry, biology, and informatics. www.cerep.com

e T,
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Biichi is a leading world-wide supplier in key technologies such as evaporation and separation 4
for research laboratories as well as near infrared spectroscopy and reference methods for quality

ChemBridge Corporation is a privately held global provider of technology-based chemistry tools 42
.\m\ﬁ\ for accelerating small molecule drug discovery.
+«To date, over 400 major pharmaceutical, cropscience and biotechnology companies worldwida

have taken advantage of our portfolic of advanced chemical products and services as well as our

e T ‘stock of over 500,000 individual screening compounds.
Our major R&D and production divisions include diverse Compound Collections and proprietary Building Blocks synthasis in
addition to advanced lead generation, lead development {hit-to-lead) and targeted combinatorial libraries which are offered
by hoth ChemBridge Corperation and ChemBridge Research Laboratories.

nnaw:.&mmmom. Software solutions for pharmaceutical, chemical industrial and academic research organizations.
Seww.cambridgesoft.com Software products include desktop/enterprise versions of ChemOffice: ChemDraw, structure

drawing; Chem3D, molecular madeling; E-Notebook, electronic journaling, Newest additions to
ChemOffice include: The Merck Index, E-Notebook, CombiChem, ChemSAR, and ChemDraw for Excel. ChemOffice Webserver
provides enterprise selutions for Internet, intranet and extranet knowledge management, R&D, chemical database
applications, including: E-notebooks, Document Manager, Discovery LIMS, 21CFR11 Compliance, Chemical Registration,
Inventory Manager, and chemical databases, incduding ChernACX for Available Chemicals and the Merck Index.

Chemical Computing Group’s product MOE (Molecular Operating Environment) contains a broad

OImEHQ_L_ range of drug discovery and molecular modelling applications for workstations, desktop and laptop!
mm%%_mﬁ?n machines running UNIX, Linux, Windows and Mac OS/X, including protein structural modelling and

Sealatte Suframe Scalable Seicnce. display, pharmacophore derivation and search, small molecule modelling and database applications.

www.ismc2004.dk
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n: U H Chemical Diversity provides chemistry and bioscreening services for life science industries.
@ 0:.- —< We offer the {argest, most diverse small molecules collection in the industry of over 650,000
CHEMICAL DIVERSITY compounds, target-class and disease focused libraries, computational chemistry, early

ADMET assessment and lead optimization programs, CDL employs over 200 scientists.

Chemspeed Ltd., headquartered in Augst (Basel), Switzerland, is a global leader in the development 28
hermspeed® of innavative instruments and consurnables for scientists working in research and development
s laboratories including a line of fully automated parallel synthesizers, instruments for high throughput

solid dispensing and liquid handling, and workstations for process research and development.

Cresset BioMolecular Discovery has developed a revolutionary new way of describing molecules 11
i 0. Qur unique approach describes the electron field and surface properties of a molecule,

It provides a ‘protein's eye view' of the ligand, allowing structurally diverse compounds with

similar biolegical activity to be identified, facilitating rapid hit-finding and lead-switching.

Chemoswed is a Swedish producer of API's established in 1944, DuPont acquired the 8

company from Pharmacia & Uplohn in 1996, Chemoswed offers: All you need for API's; cGMP

and FDA approval; high potent/oncology containment capability; lab/pilot/production scale;
process and analytical development; reliability and efficiency on time; regulatory assistance.

Zopw Elsevier. m::&:o_:u_mrz.mam:mmoc:n_mzmw.EEE.m_mmsmq.noB.-n:mHEE . ._
S ﬁ With online products and services such as
* ScienceDirect: the world's best resource for research journals, abstract databases and reference warks
* Scirus: the search engine for sclentists and winner of the prestigious Search Engine Watch Award 2001 and 2002
* Auther Gatewayk: the comprehensive author information and services site
we remain committed to facilitating your research.
Of course, a wide range of our publications, including the journals Bioorganic & Medicinal Chamistry, Bicorganic & Medicinal
Chemistry Letters, European Journal of Medicinal Chemistry and book fitles, such as Annual Reports in Medicinal Chemistry
and the Tetrahedron Book Series will be on display at the Elsevier Booth.

O:;ﬂmi_oo_aﬁogma»o:..mmz:m«.o:»:m«m. hh
ENAMINE Ltd.
Bmsh-.smmw Alexandra Matrosova Street. 01103 KIEV, Ukraine
Tel.: +380 44 537 32 18, Fax: +380 44 537 3253
E-mail; enamine@enamine.net Website: www.enamine.net
ENAMINE is committed to providing a full spectrum of products and services to suppart drug
discovery industry. More than 350,000 an-shelf compounds, 10,000 proprietary building blocks, targeted libraries ete. form
a unique resource with comprehensive follow-up services. We are proud to offer 6,000,000 off-shelf original compounds as
well as excellent outsourcing solutions in custom synthesis and discovery chermnistry.

B Producing and selling HTS compounds since 1995, L. LAB offers state-of-the-art and quality 3
— * assured outsourcing:
. uln

Collection of Small Organic Molecules — cver 200 000 drug-like compounds presented as more
then 800 origina!l thoroughly selected templates, including target-ariented libraries, Building

blocks — Over 3 900 novel proprietary structures, All the preducts produced by means of hand-made parallel synthesis,

Further services; Custom Libraries, Synthesis of Analogues, Optimisaticn Projects. Excellent service, reasonable prices.

For further information please contact:

Dr. Vasyl Pinchuk, Dr.rer.nat.

Director of Marketing & Sales

1.F. LAB Ltd,

5, Murmanskaya 5t., 02660 Kiev, Ukraine

Tel + 380 44 574-1446; Fax + 380 44 574-1417

E-Mail: Vasily.Pinchuk@iflab.kiev.ua WWW: http:/www.iflab.kiev.ua
Key Qrganics supplies compounds for drug discovery. Our unique and diverse compound 49
Key libraries currently comprise of 43,000 screening compounds and 2,500 b ng blocks
R suitable for combinaterial chemistry or further synthesis. 90% are available ex-stock at Tmg.
Visit Booth 49 to discuss your needs for lead optimisation and custom/contract synthesis.

Organics Ltd

© Lide of the cquitien

mo_._:n_maN:qu.Zm.ﬁmﬁ:m«:Eo,..mn_mmms:o<mm<mwo_caasm*c:m:oﬂ:._mn_mn_._ma_.nm_mm:anuzzmﬁ wN
research at varicus stages of the Discovery and Development Process. MecaChem specializes in labscale

o synithesis of focused libraries are also availahle. Projects are handled by experienced teams, ongoing

Bt communications is a vital part of the process ta meet the clients” deadlines. No rights on producis
MERCACHE Mo jnventions are retained by MercaChem. For more information, please contact: MercaChem B.V,,
Toernooiveld 100, P.O. Box 31070, 6503 BC Nijmegen, The Netherlands. Telephone; +31 24 3528832. Fax: +31 24 3653881,
E-mail: info@mercachern.com Website: www.mercachem.com
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EXHIBITORS

Maybridge produces products and services for drug discovery chemistry and research. These include:

"Hx:_w/;.\nn ,m « Synthesis and supply of innovative b ng blocks

_,..n:m."o_.:m_.unxm._.g.@ﬂmm_cqma_u::&:mw__cnrammmm:m:n_mg.:ﬂ:mmw mm:..._nm

m A)\(r .n:mSSmw.E:._.?._.d::&:mw__on_n%:;mmw.ﬂochm._mmmnm_m
! + Maybridge Screening Collection for hit generation

WA L., contract medicinal chemistry and Custom Libraries

MATYBRIDGE visit www.maybridge.com

zm._._._,mw“\\ TOLEDD
.\\\\N\M\% METTLER TOLEDO specializes in the area of precision instruments for professional use. In addition to a
i/ wide product array, we offer the most comprehénsive range of services in our industry on a global level.
e With more than 8,000 employees, we generate annual sales of over USD 4 billion.

.Pharmaprojects is the premier source of business-critical intelligence on global R&D drugs.
Maintained by a team of scientists that tracks every sigaificant new drug under develepment
from early preclinical study to launch or discontinuation, it contains extensive research an aver
32,000 drug candidates and 2,000 companies investigated since 1980.

1]
&

\-‘" TELEDYNE I1SC0

—J PharmaCore was founded to meet the needs of the pharmaceutical, biotechnology, and
%v Q —.BQ agricultural industries for unigue, diversified, and novel compounds. The new 2004
003 PharmaCore Catalogue now includes over 1000 compounds of which over 650 are new
to our repertoire of molecular building blocks. PharmaCore offers a range of custem
synthesis services from milligram to multi-kilogram quantities. Our custom synthesis services produce materials for medicinal
chemistry work, advanced intermediates, and drug candidates for clinical trials.

12&13

Phoenix Pharmacuetical, Inc. specializes in GPCR peptides and Orphan Receptor
peptide ligand libraries. In addition to peptides related to obesity, cardiovascular,
CNS, sleep disorders, pain, depression, and anxiety, PPl also produces corresponding
antibodies and immunoassay kits. Check our comprehensive website www.phoenixpeptide.com for the most up-to-date
peptide discoveries and technical information! 3

_v:cwz_u__:;,_,EE:QE.__.,.G
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EXHIBITORS

@ o Specs is one of the world’s leading suppliers of screening compounds and research chemicals
to the Life Science industry. In addition to providing high quality and novel compeounds for
S _U e S High .._.:Scm__.__uﬁ Screening (HTS), Specs offers a wide range of services such as compound
chemistry solutions for drug discovery sourcing, library _:.m:mmm_.:ma. n:m_.:m:*o:.:m.:nm and custom research.
For more information, please contact us at: info@specs.net
SPECS, Delftechpark 30, 2628 XK Delft, The Netherlands
p+31152518111.f +31 15 251 8181 www.speds.net

m<_..mqmmx Molecular Conceptor new versicn! Expanded contents, Improved interface.
The first multimedia courseware for education in medicinal chemistry and drug design demonstrates how
maolecular geometry and computed properties are used to design lead compounds. Homology maodeling,

molecular docking, V5, end focused library concepts and laws in DD are #lustrated in 3D. Coach efficiently your

chemists!

[29]

A Teledyne Technaloghes Campany ©F Organic compounds. The Companion 4x personal flash chromatography system offers
) easy-te-use automation with netwoerked control. CombiFlash OptiX 10 separates ten
samples in parallel, while 5q16x sequentially purifies up to 16 samples with walkaway automation. RediSep columns offer
fast, reproducible separations for samples from 20mg to over 100 grams.

CombiFlash® separation systerns from Teledyne Isco provide rapid, productive purification

B

m_umg.m_ﬁ in discovery chemistry, Tripos Discovery Research (TDR} offers a proven strategy to address project

m% _ﬂ:. TDR c”mm an informatton-driven approach to compound design and synthesis that results in
- » identification of multiple lead series for projects, facilitates rapid follow-up cycles, and allows Tripos to give
|—|1__00m measurable benefits to our customers. P ¢

Ultrafine provides world-class chemistry support at every level in the drug discovery and
development process. From lead
and onto the supply of dinical trials material our aim at all stages is to reduce the drug
] development tima-line. Qur experienced team, state-of-the-art facilities and integrated
portfolio of services make Ultrafine your first choice for chemistry support.

. ULTRAFINE

A @ i aeTee e

covery and optimisation, through pre-clinical development

45-48
Prous Science will be presenting the latest release of Integrity®, the world’s first integrated drug
discovery and development portal. You are cordially invited to our stand to see how Integrity® and
FROUS $¢IENRCE ather Prous Science products can empower your research activities.
Radleys Discovery Technolagies & Radleys 16817

RADLEYS

'v m DISCCVERY Specialists in parallel chemistry... our sperific areas of expertise are focused on apparatus for

- TECHNOLOGIES  parallel synthesis, purification, work-up and evaporation; products that are the cornerstone

of any parallel chemistry program. These include the Carousel Reaction Station, Carousel

Work-Up, GreenHouse and NEW GreenHouse Plus Parallel Synthesiser & Blowdown Evaporator, Metz $yn10 Reaction Station,
Lollipop and Stacker Purification Systems, plus the Titan Resin Loader.
Also on show, from sister company Radleys will be the newly launched tara Controlled Laboratory Reactor; with three
interchangeable vessgls; 500m|, 1 litre and § litres.

=", expert witness services to the pharmaceutical, fine chemical and related industries, providing breadth and

==Y depth of experience in organic process chemistry, chemical scale-up and development, pelymorphism, new
UPD ATE technology, GMP, outsourcing, preblem solving, project management and strategic management.

SCIENTIFIC Scientific Update LLP is the waorld's leading provider of consultancy, conferences, courses and independent

3]

. We combine the world-class chemistry skil's of CarboGen and AMCIS to provide seamless

CRE drug substance develepment services from bench to market. Our Center of Excellence in

SOLUTIA Fast-Track chemistry supports discovery programs by providing rapid and reliable access
)

- to small quantities of organic compounds such as lead compounds, scaffolds, comparison

S
=, + *Sohitia Pharmaceutical Services Division  materials or metabolites.

[19]

M Solvias is a recognized leader in the delivery of state-of-the-art synthesis and catalysis

m O < _ m m \\ services to companies active in small-molecules. With years of experience as a former
g chemistry group of a major pharmaceutical company, we offer to our customers the
I tools to solve the most challenging chemistry problems in asymmetric synthesis, catalysis,

flugrination, nucleoside chemistry and beyond.
The integration of tustom synthesis of single molecules to focussed libraries, route scouting and selection, process R&D,
asymmetric catalysis, salt selection, polymorphism studies and GMP analytical method development yields total solutions
quickly and cost-effectively.

Euéir.m_wi.nwooh.__n__i_w.‘ o
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COMPREHENSIVE
© MEDICINAL CHEMISTRY |
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ELSEVE _um

Presenting the most up-to-date, authoritative and comprehensive work of reference .

an madern medicinal chemistry and drug research.

EIGHT NEW
<O_._C_Smm_

Editors-in-Chief

John B, Taylor
Former Senior Vice-President Rhane-Poulenc Rorer worldwide, UK

David J. Triggle
Schoot of Pharmacy and Pharmaceutical Sciences, The Slate University of
New York at Buffalo, USA

About this work

Completely updated and expanded to reflect the enormous developments made since the
first edition was published, Gomprehensive Medicinal Chemistry H will cover both
traditional practices and the newest technelogical m%m:wmm governing today's drug
discovery process,

This new edition of Comprehensive Medicinal Chemistry will provide a first point of
entry to the literature for sclentists concerned with drug research in both academia and
industry, including medicinal ehemists, organic chemists, biochemists, biologists, and
pharmacologists. .

Contents

Volume 1. General Principles of Medicinal Chemistry, Peter Kennewell, 8BSRC,
Swindon, UK

Volume 2. Strategy and Drug Research, Waller Moos, Mitokor, San Diego, USA

Volume 3. Technologies of Drug Discovery, Hugo Kubinyi, University of

Heidelberg, Germany

Computer-aided Drug Design, Jonathan Mason, Pfizer, Sandwich, UK
ADMET, Bernard Testa, University Hospital Centre (CHUV), Lausanne,
Switzerland; Han van de Waterbeemd, Pfizer, Sandwich, UK

Volume 6. Therapeutic Areas - |, Mike Williams, Northwestern Universily, Chicago, USA
volume 7. Therapeutic Areas - [I, Jacab Plattner, Anacor Pharmaceuticals, Palo Allo,
USA and Manoj Desaj, Gilead Sciences, Foster City, USA

Case Histories and Cumulative Index.

Volumne 4.
Volume 5.

Volume 8.

*Conlents may be subject 10 change

About CMC, First Edition...

“... a most impressive collection of up to date, excellently referenced, ‘
reviews covering virtually every aspect of biological science of retevance

. - ” ISBN: 0080445136
to the production of medicines...

& volume setl

Chermistry in Britain ’ Hardback 2006

To receive further information about Comprehensive Medicinal Chemistry |l

Or register to receive a prospectus when available
Email: c.carpenter@elsevier.com

Drugs of Natural Origin
A Textbook in Pharmacognosy, 5th revised edition
by Gunnar Samuelsson

Previous editions of Drugs of Natural Origin have been well received. The book is
recognised and appreciated as a valvable textbook in pharmacognosy for under-
graduate and graduate studies at universities in many countries throughout the
world. The 3rd English edition was translated into Italian as well as Greek. It is
now a pleasure to present the enlarged and longed for 5th edition.

About forty percent of the drugs currently used are derived from natural sources.
Most are pure substances which are isolated from various organisms and used directely or after modi-
fication. This book describes the origin of such compounds, their chemistry and biochemistry as well as
their employment in medicine. The material is arranged according to biosynthetic principles. a unique
feature which places the substances in a natural context and facilitates understanding and learning of the
often complicated chemical structure. ‘

Preface to the Sth edition

Although only 3 years has passed since the the 4th edition of this book was tzvrmroa an extensive revision
was called upon by the fast am<m_ow_.=m_: in the field. This is particularly true for polyketide antibiotics
which have been subject to intensive research activities resulting in the elucidation of biosynthetic pathways
and characterization of the large enzymes involved. Modern molecular biology techniques have played an
extensive role in this development. Based on these findings it is now possible to construct new molecules
with different pharmacological activities which can be developed into new and better drugs.

The non-mevalonate pathway for the biosynthesis of isoprenoids has turned out to be of much greater
importance than originally realized. This has necessitated rewriting of the corresponding parts of the book.
Also newly published information on the biosynthesis of artemisinin, ginkgolides and paclitaxel has been
included. .

The biosynthesis Om the important antibiotic vancomycin has now been elucidated at the genetic and enzy-
matic level and the information has been included in the book as it is a very important development in the
field of antibiotics which opens up new possibilities for construction of new compounds, greatly needed in
the never ceasing battle against antibiotic-resistant strains of bacteria.

The giant work on the biosynthesis of coenzyme B12 has continued and the new findings have been
included in chapter 12.

Finally, a long overdue revision of the text concerning the dark reactions in photasynthesis (chapter 4) has
been performed. Also the biosynthesis of sucrose has been revised and a paragraph on the biosynthesis om
starch has been added.

As for the previous editions I am indepted to the publishers — the Swedish Pharmaceutical Press — for
excellent production of the book and for a very good cooperation in the process of publishing.

Rimforsa, March 2004 Gunnar Samuelsson

620 pages, illustrated in colour, ISBN 91 9743 184 2

Price 500 SEK + VAT 30 SEK, postage is excluded

Order from www.swepharm.se -->bicker och presenter -->bécker

-->Informations in English --> Drugs of Natural Origin ed 5 or by e-mail to: books@swepharm.se
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SWETHSTS PHARMACEUTICAL SOCIETY

Swedish Pharmaceutical Society, Box 1136, S-111 &t mﬁon_a_.o_:r Sweden.
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