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Pharmaceutlcal
Co-Crystals 2009

Transforming Co-Crystal Research into Commercial Success
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Featuring Innovative
Insights from:

Dr Jeffrey A. Lindeman, Member, 0’Brien Jones PLLC
Dr Anita Coetzee, Director Product Development
Systems, Avantium Technologies

Senior Representative, European Patent Office

Dr Ir. J.H. Ter Horst, Intensified Reaction and Separation
Systems, Delft University of Technology

Dr Annette Bak, Director, Pre-Formulation and Basic
Research Support, Merck

Dr Michael-Robin Witt, Chief Technology Officer,
Axcentua

Darren Andrews, Business Development Director,
Cobalt Light Systems

Dr Vishweshwar Peddy, Senior Scientist, Head of Solid
State Group, Dr Reddys

Associate Professor Nair Rodriguez-Horendo,
Department of Pharmaceutical Sciences,
University of Michigan

Dr Ahmad Sheikh, Group Leader, Solid State Chemistry,
Abbott Laboratories

Professor Mike Zawortoko, Professor and
Chairperson, Department of Chemistry,
University of South Florida

Dr Irene Van Doormalen, Development Scientist,
Schering Plough

Dr Jerome Menegotto, Discovery Analytics,
Head of Solid State Laboratory, sanofi-aventis

Dr Rob Geertman, Group Head Solid State
Chemistry, Organon

Dr Christopher Frampton, Chief Scientific
Officer, Pharmorphix

Dr Peter Kaprinski, Principal Fellow and Leader

Engineering networks, Novartis
Pharmaceuticals

@ +44 (0)20 7368 9300 / 0800 652 2363 @ +44 (0)20 7368 9301 @ enquire@iqpc.co.uk
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Workshops .23rd-September 2009

@ Extend your patent lifecycle by adopting co-
crystal development techniques, special insight
from the European Patent Office

@ Improve compound properties by incorporating
co-crystals to accelerate your development, key
insights from QOrganon

@ Benchmark against industry leaders to gain best
practice tips to incorporate into your co-crystal
projects, examples given by Dr Reddy’s

@ Analyse the industry trends, to see what other
developments need to occur before your
company can achieve market integration

@ Improve compliance and avoid unnecessary
litigation by gaining insight into the latest case
law updates, exclusive presentation from Jeffrey
Lindeman, 0’Brien Jones PLLC
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Day One: 21st September 2009

08.15 Registration and Coffee

08.45 Chair’s Opening Address

The Legal Landscape

08.55 US Case Law Update - Judicial Decisions Impacting Co-Crystal

Patent Strategy

© Recent decisions suggesting how US courts may view co-crystal
patents

©® Analysis of Abbott v. Sandoz (Fed. Cir. 2009): Crystalline Forms and
Product-by-Process

© Analysis of Sanofi-Synthelabo v. Apotex (Fed. Cir . 2008) and others:
Enantiomers

© Analysis of Pfizer v. Apotex (Fed. Cir. 2007) and others: Salt Forms

©® Analysis of US Board of Patent Appeal decisions

© Designing and implementing effective patent strategies for co-crystal
patents

Dr Jeffrey A. Lindeman, Member, 0°Brien Jones PLLC

Evaluating, designing and making co-crystals for improved
morphology and bulk physical properties

©® Co-crystals in pharmaceutical industry

© Current state of co-crystal screening

© From structure to morphology and surface chemistry and bulk properties
©® Co-crystallisation process design

Ahmad Shiekh, Associate Research Fellow, Group Leader, Solid State
Chemistry, Abbott Laboratories

Networking Coffee

Discovering New Co-Crystals

©® The benefits of co-crystals

©® The many ways to make a co-crystal (Cooling and evaporative
crystallisation, solvent mediated transformation, grinding)

©® How to screen for new co-crystals — making use of the co-crystal
phase diagram

©® Co-crystals in practice — changing properties and processes

Dr Ir. J.H. Ter Horst, Intensified Reaction and Separation Systems, Delft

University of Technology

Strategic Overview

11.40 A Strategy for Integrating Pharmaceutical Co-Crystals into Drug
Development
© Effectively conducting a current state and gap analysis
© Deriving the strategy: a step-by-step guide
©® Defining the measures of success with current case studies examples
I?’Ir Anl?ette Bak, Director, Pre-formulation and Basic Research Support,

erc

Industrial Insight
12.25 Characterisation of Crystalline and Non-Crystalline Materials by
Transmission Raman Spectroscopy (TRS)
© Novel rapid measurement capability
® Bulk measurement that also works on powders, (coated) tablets and
intact capsules
©® Sub-second quantitative analysis of crystalline state (phonon modes)

Session sponsors
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of molecules and mixtures
@ Crystalline and chemical content for formulation analysis and
polymorph screening in a single measurement
Darren Andrews, Business Development Director, Cobalt Light Systems
Networking Lunch
Co-Crystal Screening of Natural Products: A Case study of
Accelerated Drug Development
© Drug discovery and development process
® The role of natural products in drug discovery
© Multi-targeted and combination therapies in oncology
® Case study: AxP 107-11

Dr Michael-Robin Witt, Chief Technology Officer, Axcentua

Elucidation and Characterisation of Co-crystals

©® Screening salts, polymorphism and also co-crystals?

©® What analysing techniques are needed for elucidation and
characterisation of co-crystals

©® Measurements and criteria for further development

Dr Irene Van Doormalen, Development Scientist, Schering Plough

Networking Coffee

Effective Development of an API: Co-Crystal from Design to

Characterisation

© Design phases of co-crystal development, issues and conclusions
pertinent to the industry now

©® Synthesis phases of co-crystal development, conclusions with
regards to co-former selection

© Characterisation - pitfalls and lessons learnt throughout the
development process

Dr Vishweshwar Peddy, Senior Scientist, Head of Solid State Group,

Dr Reddys

Elucidation and Characterisation of Co Crystals

Understanding how co-crystal solubility is influenced by co-crystal

components and solution chemistry is essential to engineer co-crystals

with customised solubility and streamline co-crystal discovery and

selection. This talk will present approaches that are valuable to

determine co-crystal/solution phase behaviour and guide co-crystal

selection without the time and material consuming requirements of

traditional methods. Participants will learn about the following:

© Is there a relationship between co-crystal solubility and component
properties?

©® How is co-crystal solubility influenced by solution chemistry?

® How do component pKa and solution pH affect co-crystal solubility
and stability?

©® How to assess co-crystal solubility when equilibrium is not realised?

© What are key indicators of co-crystal solubility and stability?

Associate Professor Nair Rodriguez-Horendo, Department of

Pharmaceutical Sciences, University of Michigan

Chairperson’s Closing Remarks
Close of Conference Day One

Featured exhibitor
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Services: 1. Optimal polymorphs, salts and co-
crystals identification 2. Amorphous API
stabilisation via solid dispersions

3. Comprehensive form space identification to
safeguard IP rights 4. Solubility screening
programs

5. Crystallisation process development

6. Enantiomer separation via chiral resolution

Systems: Crystalline - New! The 5-ml
crystalliser with overhead stirring, refluxing
capabilities and visualization of the crystallisation
process.

Crystal16 - The established 1-ml crystalliser for
medium-throughput studies in solid-state
research and process development.

Avantium Crystallisation Workflow: Your own
high-throughput Solid State Research laboratory
based on proven Avantium Technologies.

Pharmorphix®

Pharmorphix Ltd.

Pharmorphix was founded in July 2003 as a
spin out from Millennium Pharmaceuticals and
quickly established itself as a world leading
provider of solid form services to the
pharmaceutical and biotechnology research
sectors. The focus of the company is to
provide clients with the knowledge necessary
to successfully progress their molecules
through to the clinic. Pharmorphix was
acquired by SAFC Pharma in August 2006 and
is now a member of the Sigma Aldrich group.

Tel: + 44 01223 425 105
www.pharmorphix.com

@ +44 (0)20 7368 9300 / 0800 652 2363

O'BRIEN JONES™¢

PTELLEC TUAL TROVERTY LAW

0'BRIEN JONES, PLLC understands that
intellectual property is a valuable company
asset. With that in mind, we build
relationships with our clients to understand
their business and how intellectual property
can enhance it - developing and
implementing strategies that vigilantly protect
and defend their intellectual property. O’Brien
Jones has a strong chemical and
pharmaceutical group with experience in
small molecules, specialty chemicals,
formulations and particular expertise with
amorphous and crystalline forms of drugs,
including co-crystals.

Jeffrey A. Lindeman, Ph.D.

O'BRIEN JONES PLLC

8200 Greensboro Drive, Suite 1020A,
McLean, VA 22102 202-292-4558 (direct)
202-292-4691 (facsimile)
jeff.lindeman@abrienjones.com
www.obrienjones.com

sgcobalt

Cobalt Light Systems develops novel
analytical instruments for several markets,
including pharmaceutical assay. Cobalt's
instruments use new developments in Raman
spectroscopy to analyse large numbers of
samples rapidly and accurately without sub-
sampling or wet chemistry. By measuring in
transmission, Cobalt can assay entire tablets
and capsules in seconds.

Cobalt Light Systems Ltd.
Start Electron

Fermi Avenue

Didcot

Oxon

0X11 0QR
www.cobaltlight.com

Tel: +44 1235 433 187
Fax: +44 1235433 212

@ +44 (0)20 7368 9301
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www.ccdc.cam.ac.uk
The Cambridge Crystallographic Data
Centre provides scientific software solutions
for rational drug design and pharmaceutical
materials development. Structural analysis of
polymorphs, salts and co-crystals is now
aided by the new Materials Module of
Mercury
(http://www.ccdc.cam.ac.uk/products/csd_s
ystem/ materials_module/) which contains
advanced tools for qualitative and
quantitative investigation of motifs and
packing patterns.

Miss Anne Rutland, Marketing & Support
Scientist

Cambridge Crystallographic Data Centre
email: admin@ccdc.cam.ac.uk

phone: +44 1223 336408
www.ccdc.cam.ac.uk

( ) enquire@iqpc.co.uk




Registration and Coffee
Chair’s Opening Address
Analysing the Properties of a Co-Crystal

Preparation and Structural Analysis of Co-Crystal Phases
Pharmorphix is one of Europe’s leading providers of solid-form research
services to the international pharmaceutical and biotech industries. The
ability to prepare co-crystals in significant quantities is one of the major
challenges that still need to be overcome in order for this field to become
an economically viable method of producing new drug products.
Pharmorphix laboratories investigates how both traditional and new
methodologies can be employed to overcome these problems.

Dr Christopher Frampton, Chief Scientific Officer, Pharmorphix

Structure Property Relationships

©® Co-Crystal definitions

© Current state of co-crystal screening

® Increasing success and priority of co-crystal screening

© Literature case-studies and internal company case studies for the
progression over the last 12 months

Dr Ahmad Sheikh, Group Leader, Solid State Chemistry, Abbott Laboratories

Networking Coffee

gtrll_l:l:ture-Property Relationships in Multiple Component Crystalline
olids

The importance of structure property relationships is becoming ever
more apparent in the field of co-crystals and particularly in current
environments to understand the physical composition of a compound
and the properties that will in turn exhibit. Mike has worked extensively in
the area of Co-Crystals for a number of years but has been focusing a
large part of his research in the last year in this area. With brand new
case study examples this is set to be a really thought provoking talk.

Professor Mike Zawortoko, Professor and Chairperson, Department of
Chemistry, University of South Florida

Registration and Coffee
BT Transport to Avantium Technology

=l

Workshop One - Co-Crystallisation with the Crystalline™, A New
Bench Top Reactor for Solid State Research

The Crystalline™ is a small scale parallel crystalliser with particle
visualisation capabilities in combination with programmable temperature
control and transmission analytics. The instrument operates on a milliliter
scale (1-5 ml working volume) and incorporates through the vial
analytics, making it possible to scan many conditions for possible habit
changes, enabling rapid screening during process development. During
the workshop you have the opportunity to become familiar with the
capabilities of the Crystalline™. You will see how you can optimise your
co-crystallisation process.

11.40

12.25
13.30

14.15

16.15
16.30

Day Two: 22nd September 2009 | www.iqpc.com/nl/cocrystals

Beyond Two-component Co Crystals: Ternary Co-Crystals
©® Need for ternary co-crystals

©® Feasibility of manufacture

© (Case-study example

Dr Peter Kaprinski, Principal Fellow and Leader of US Salt and
Polymorphism and Particle Engineering networks, Novartis
Pharmaceuticals

Networking Lunch

Co-Crystals and Amorphous Formulations to Significantly Increase

the Bioavailability of Insoluble Weak Bases: A Case Study in

Sanofi-Aventis Discovery

© Case study results on a very insoluble weak base to improve
bioavailability to facilitate its entry into development

® Discussion of a internally developed co-crystal screening
methodology based on a co-former in-silico selection that uses
clusterisation of co-formers

® An overview of whole methodology from the screening to the scale-
up and Phys-chem and In-vivo evaluations of the obtained co-crystal
will be exposed

© In addition, a summation of a amorphous API study on the same
compound to help improve its bioavailability

© Analysis and comparison of the failures and successes of each
approach and in-vivo results obtained from each process

Dr Jerome Menegotto, Discovery Analytics, Head of Solid State

Laboratory, sanofi-aventis

The Why and How of Co-Crystals from a Development Perspective
©® When are co-crystals interesting?

©® What requirements should they meet?

©® What are the pitfalls?

® How can co-crystal screening be tied in the normal development process
Dr Rob Geertman, Group Head Solid State Chemistry, Organon

Networking Coffee
, ™= Round table Discussion: Streamlining Your
< ¥ Development Processes
This discussion session will enable participants to discuss
issues surrounding:
@ Process and pre-formulation difficulties, identification and
potential solution implementation
@ The potential positive effects on your bottom line

Chairperson’s Closing Remarks

Close of Conference Day Two

Dr Ir. J.H. Ter Horst, Intensified Reaction and Separation Systems,
Delft University of Technolo(?y

Dr A. Coetzee, Director Product Development Systems, Avantium
Technologies

Return to hotel Prease note attendance maybe restricted. Please call for more information

Workshop Two - Characterisation of Co-Crystals

Whilst this is a topic which has been addressed in numerous papers and
reports globally it is one essential to get right, the correct understanding
and essential techniques to characterise a co-crystal are necessary for
further development. Incorrect characterisation can be detrimental to the
whole project, which is why we have organised a discussion forum
where top tips and best practices can be shared for you to ensure you
are using the most suitable techniques in the most effective way.
(Including networking coffee break)

Facilitated by: Dr Peter Kaprinski, Principal Fellow and Leader of US
Salt and Polymorphism and Particle Engineering networks, Novartis

Media partners
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Sponsorship and Exhihition Opportunities
Why Now?

Is all you're hearing “Faster, quicker, better properties, improve your ROI?” The pressure is on for everyone in the current economic climate to push compounds into the next stages of development, faster than the competition and in an efficient cost-
effective way. Pharmaceutical companies are focusing on speeding up the development process, in order to do this they need to employ the latest technology and services available from within the market. In a saturated market Amorphous materials
provides a unique platform to identify those most actively seeking assistance in these challenging times.

Networking at the Event

Gain unparalleled networking opportunities, with a large number of senior decision makers, with unrivalled discussion session, extended breaks and in-depth workshops. Spend critical face to face time with academic industry experts; utilise this time to
help find solutions to your challenges. Attend dedicated networking activities to cement the relationships you will build throughout the conference in a more relaxed environment — from informal networking to organised dinners.

What Pharmaceutical Co-Crystals Offers...

Pharmaceutical Co-Crystals will provide you with direct access to an elite audience of senior decision makers from department heads to group leaders. The event s carefully structured and designed to provide valuable opportunities for you to showcase your capabiliies
and develop valuable new business relationships. This event is unique, as Pharmaceutical Co-Crystals runs alongside our Pharmaceutical Amorphous Materials meeting there are joint networking sessions, providing you with access to double the audience!

Insight

For sponsorship and exhibition opportunities contact Gal Cohen on +44 (0) 207 368 9300 or email sponsorship@igpc.co.uk

@ +44 (0)20 7368 9300 / 0800 652 2363 @ +44 (0)20 7368 9301 @ enquire@igpc.co.uk




Conference No: 11377.003

. Pharmaceutical
5y Co-Crystals 2009

REGISTRATIONFORM|

To speed registration, please provide the priority code located on the mailing label or in the box below.

My registration code is |PDFW

Please contact our database manager on +44(0) 207 368 9300 or at database@igpc.co.uk quoting the registration code above to inform
us of any changes or to remove your details.

T

Book and Pay by

Packages 24th July 2009*

Standard Price

[J Gold Package Save €350
€3197 + VAT
Conference + 2 Workshops €2847 + VAT
[ Silver Package [Jwks A Save €250
€2548 + VAT
Conference + 1 Workshop [_]WKS B €2298 + VAT
Save €150
[ Conference only 61 7:(9 + VAT £1899 + VAT
WKS A
[J Workshop only (each) SWKS B €649 + VAT €649 + VAT
[ Additional Roaming pass to the €199 + VAT €199 + VAT
Amorphous conference

Further details of workshops to follow, please see the website www.igpc.com/nl/cocrystals for the latest details

*To qualify for discounts, bookings must be received with payment by close of business on the discount deadline specified. Only one discount/offer applicable per
person. Registration fee includes standard CD Rom, ion, lunch and All prices are subject to Dutch VAT at = 19%. VAT**
Registration No. 807884728 B01

Multiple Delegate Discounts
Groups of 3 or more booking at the same time from the same company receive a 10% discount. 5 or more receive a 15% discount.
7 receive a 20% discount. Only one discount available per person.

We are aware Amorphous Matenals is a hot issue in our industry, so ensure your colleagues are up-to-date too by bringing your team:
Team are not with another discount.

[]Bring 3 delegates before the 26th of June to the Gold package and receive €1000 off each!

Special Discounts — Please tick if applicable

[]50% Academic discount [ ] 20% CEE*** and Asia Discounts

[]1'am taking advantage of team discounts and am booking on ...... colleagues. (Please photocopy this page for each delegate)

|:| | am taking advantage of the one day booking offer and booking for |:| day one or |:| day two of the conference at the rate €1399 + VAT **

*** CEE Countries: Albania, Bosnia & Herzegovina, Bulgaria, Croatia, Czech Republic, Hungary, Latvia, Lithuania, Moldova, Poland, Romania, Russia, Slovakia, Slovenia,
Ukraine, Yugoslavia, Serbia & Turkey, ia, Georgia, Uzbekistan

ohgmeEnans| |

Please photocopy for each additional delegate

DELEGATE 1

CImr CImrs [Imiss [1ms [1or [ Other
Family Name

Position

First Name
Department
Tel No.

Email

[ Yes I would like to receive information about products and services via email
Organisation
Nature of business
Address

Postcode Country
Telephone Fax

Dept. Head Title
Name of person completing form if different from delegate:

Signature
1 agree to IQPC’s cancellation, substitution and payment terms

Special dietary requirements: [ Vegetarian [_] Non-dairy [] Other (please specify)

Please indicate if you have already registered by Phone [ ] Fax ] Email (] Web []
Please note: if you have not received an before the , please call us to confirm your booking.

Pewmeoss]

: (Made payable to IQPC Ltd.)

By Direct Transfer: (Please quote 11377.03 with remittance advice)
IQPC Bank details: HSBC Bank - Sort Code: 40 05 15, Account no: 59090618, IBAN No: GB98 MIDL 4005 1559 0906 18,
Swift Code: MIDLGB22, Account name: International Quality & Productivity Centre Ltd

By Credit Card: Please debit my credit card: |:| |:| M |:| u

Cheque enclosed for €

Mavenpick Hotel, Amsterdam, The Netherlands
21st-22nd September 2009

Main conference:

2009 Workshops: 23rd September 2009

5 WAYS TO REGISTER
Freephone: 0800 652 2363 or +44 (0)20 7368 9300

+44 (0)20 7368 9301

your booking form to: IQPC Ltd. Anchor House,
15-19 Britten Street,London SW3 3QL
@ Online:

www.igpc.com/nl/cocrystals

enquire@iqgpc.co.uk

TEAM DISCOUNTS
Bonus team discounts!*
Teams of 3 receive 10% off | Teams of 5+ receive 15% off | Teams of 7 receive 20% off

VENUE & ACCOMMODATION

VENUE:
Mavenpick Hotel Amsterdam City Centre
Piet Heinkade 11, NL-1019 BR Amsterdam

ACCOMMODATION:

Overnight accommodation is not included in the registration fee. To book
accommodation at Movenpick Hotel Amsterdam City Centre,

Tel: + 3120 519 12 00. Always quote booking reference IQPC. Rates
from: €205.00 exclusive 5% city tax room only. All rooms are subject to
availability so it is advisable to book early. For a further selection of
nearby hotels please visit
www.cityhotelaccommodation.com/amsterdam.html

? DIGITAL CONFERENGE ON CD ROM

A digital version of the conference proceedings, including all the presentations in audio
format "An excellent service, an invaluable reference tool, easy to access and easy to
store - all in all a top product"

Recent digital conferences available - £599 plus VAT each
[ Polymorphism and Crystallisation March 2009

[] Reducing Toxicity January 2009

[ Improving Solubility June 2009

[] Pharmaceutical Amorphous Materials September 2008
[] Pharmaceutical Co-Crystals September 2008

Please send me conference materials indicated above.
| have filled out credit card details below

For further information
Please call: 0207 368 9300
oremail:  knowledgebank@igpc.co.uk.

To search IQPC’s archived conference documentation
visit: www.igpcknowledgebank.com

CANCELLATIONS AND SUBSTITUTIONS

PAYMENT TERMS Payment is due in full upon and return of the form. Due to limited
conference space we advise early registration and payment by credit card to avoid disappointment. Your
registration will not be confirmed until payment is received. Admission to the conference will be refused if
payment has not been received.

Payment of invoices by means other than credit card, or purchase order (UK Plc and Government bodies only)
will be subject to a €65 (plus VAT) processing fee.

CANCELLATION AND SUBSTITUTION POLICY Provided the fee has been paid in full, substitutions at no extra
charge can be made up to 7 business days before the start of the conference. Cancellations must be received
in writing or by fax to +44 (0)20 7368 9301, more than 7 days before the conference is to be held in order to
obtain a full credit for any future conference. Cancellations received 7 days or less (including the seventh day)
prior to the conference will not be credited. In the event that IQPC cancels an event payments received at the
cancellation date will be credited towards attendance at a future conference, or in the event of postponement by
1QPC, a rescheduled date. Credit notes remain valid for twelve months. IQPC reserves the right to postpone or
cancel an event, to change the location of an event or to alter the advertised speakers for an event. IQPC is not
responsible for any loss or damage as a result of tution, alteration, or ion of an
event due to causes beyond its control including without limitation, acts of God, natural disasters, sabotage,
accident, trade or industrial disputes, terrorism, or hostiities.

SPEAKER CHANGES Occasionally it is necessary for reasons beyond our control to alter the content and timing
of the programme or the identity of the speakers

DATA PROTECTION Personal data is gathered in accordance with the Data Protection Act 1998. Your details
may be passed to other companies who wish to communicate with you offers related to your business activities.
If you do not wish to receive these offers, please tick the box below.

[ Piease do not pass my information to any third party © IQPC Ltd. 2008

caono | I L IO C ]
Sec No E":":":] Cardholder’s name

Card billing address (if different from Co. address)

Expiry date |_||_||_]|_’

Signature

Country Postcode

PAYMENT MUST BE RECEIVED PRIOR TO THE CONFERENCE

Our website has changed! You will now find a variety of resources such as

articles, news, podcasts and presentations available online. Many of these
features are exclusive to IQPC so visit www.iqpc.com/nl/cocrystals today
and learn something new for free.

VAT Registration No. GB 799225967. UK 15%



