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Dear Fellow Shareholders:

Nine years ago when Guilford was founded, we had a vision: to become a
fully integrated pharmaceutical company capable of discovering, developing,
marketing and selling our own products. At the time, this seemed an ambitious
undertaking. But today, we're realizing this goal, and turning what was once

only a vision into tangible value for stockholders.




Craig R. Smith M.D.
Chairman and Chief Executive Officer

Realizing Value from Vision in 2001

The past year was instrumental in seeing us fulfill this vision, for several
reasons. During the year, we completed our evolution into a fully integrated
pharmaceutical company, and achieved impoftant milestones in clinical
development, which have increased the probability of commercial success
for many of our product candidates. We enhanced our financial position

‘o support our growth and re-launched GLIADEL® Wafer, achieving a

12 percent increase in unit sales.



In 2001, Guilford made significant progress scientifically, financially and

organizationa]])/ that will allow us to realize the fu]l value of our vision.

* First, we created a multi-faceted U.S.
commercial operation, which includes capa-
bilities in sales, marketing, medical affairs
and reimbursement. These capabilities give
us the power to commercialize new medical
treatments for neurological, surgical and
critical care markets. Moreover, the profes-
sional staff we’ve attracted, and the plan
they've created to raise Guilford’s profile
in our targeted healthcare markets, provide
us with a distinct competitive adva.ntage
we intend to use in the years ahead. We also
undertook initiatives to expand our presence
globally. For example, we formed Guilford
Pharmaceuticals Canada as a wholly-owned
subsidiary targeting sales of GLIADEL®
Wafer to America’s largest trading partner;
and we identified international distributors
in Europe and Asia, with the intent of enter-
ing into agreements for the distribution of
GLIADEL® Wafer in 2002.

* With our North American commercial
infrastructure in place, we re-launched
GLIADEL® Wafer — following reacquisition
of the technology in late 2000 — and were
rewarded with a sizeable increase in sales.
At year-end, we achieved $20.4 million
in revenues for GLIADEL® Wafer, represent-
ing a 42 percent increase in unit sales over
the previous year. We're very proud of this
accomplishment since it provides tangible
evidence that Guilford’s commercial organi-
zation is fully capable of expertly marketing

our products.

* As expected, in April 2001, we submitted
a supplemental New Drug Application to
expand the labeled indication for GLIADEL®
Wafer to include patients newly diagnosed
with malignant glioma. In December, we
received a favorable recommendation on our
sNDA from the Oncologic Drugs Advisory
Committee. However, we were disappointed
to receive a non-approvable letter from the
FDA in March 2002. We are continuing to
seek licensure of GLIADEL® Wafer for initial
surgery in the United States, and will work
with the agency to address the issues raised
in their letter,

* We successfully completed Phase 1 clinical
trials for two of our most promising product
candidates, AQUAVAN™ Injection and GPI
5693, a proprietary NAALADase inhibitor,
and commenced another Phase I trial for
a third product candidate, LIDOMER™
Microspheres. These developments are im-
portant milestones in the process of bringing
anew drug to market.

¢ Underscoring how oppor tunistic our team
can be, we moved quickly following Amgen’s
decision to discontinue testing of GPI 1485
(formerly NIL-A), and are completing our
own evaluation of GPI 1485 for Parkinson’s
disease. We are also exploring its potential
usefulness in treating or preventing nerve
damage following prostate surgery.
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* Finally, we successfully raised $99 million
during a turbulent period in the capital
markets. These proceeds are helping to fund
the advancement of products in our develop-
ment pipeline, which today is replete with
short, medium and long-term commercial
opportunities.

¢ In summary, we've strengthened the
foundation for Guilford’s future success,
which is now supported by three important
pillars: a successful commercial infrastruc-
ture, advancing product development, and

a strong financial position.

Looking Ahead: Advancing into
Later-Stage Clinical Trials

Guilford has never had so many promising
product opportunities. In fact, this is the
year we will begin Phase II trials for one of
our most exciting product candidates and
advance clinical development for three
additional products.

* After successful Phase I trials to test safety
last year, we plan to begin Phase II testing
of AQUAVAN™ Injection this spring in
Europe. AQUAVAN™ Injection is a prodrug
of the world’s most widely used anesthetic,
propofol. Our Phase II trials will test the
product’s effectiveness in inducing and main-
taining anesthesia in patients undergoing
cardiac surgery and for patients receiving
monitored anesthesia care. Our goal is to
commercialize AQUAVAN™ Injection as
rapidly as possible, thus providing physicians
and patients with a potentially safer, more
potent alternative for surgery and intensive
care applications — and Guilford with a
product targeting a significant market.

* Currently, we are finishing Phase 1 testing
of LIDOMER™ Microspheres, a slow release,
site-specific biopolymer formulation of lido-
caine, a widely-used pain medication. Pre-
liminary Phase I results have demonstrated
LIDOMER™ Microspheres appears to be
well-tolerated by patients.

* We are in the midst of Phase 1/1I clinical
testing of PACLIMER® Microspheres, another
of our biopolymer product candidates.
In the current study, which is expected
to be complete this year, PACLIMER®
Microspheres is being evaluated as a novel
biopolymer delivery mechanism for paclitaxel,
a widely-used chemotherapeutic agent,
to treat advanced ovarian cancer. We're also
initiating Phase 1 testing of PACLIMER®
Microspheres in patients with non-small cell
lung cancer.

* Phase I testing of GPI 5693 will be com-
plete this spring, but preliminary results give
us confidence that this novel compound ~
aimed at controlling or reducing the severe
pain associated with diabetic neuropathy —
will prove to be well tolerated. GPI 5693
is just one of several compounds we have
identified from a class of drugs Guilford
developed called NAALADase inhibitors.
In fact, we have subsequently identified com-
pounds that are 100 times more potent than
GPI1 5693, giving us additional development
options in our NAALADase program.

2002 Agenda

We have three major items on our 2002
agenda:

* Support our products as they move into
later-stage clinical trials. In 2002, we plan to
focus our resources on programs that offer
the most attractive risk/reward benefit. This
doesn’t just mean investing in the design and
completion of Phase II trials. In some cases,
it may see us add corporate partners who
can complement our development efforts on
a global basis. Progression into later stages of
development makes the addition of partners
in 2002 more likely. For example, we believe
our NAALADase program would be ideal
for a corporate partnership, and are working
to secure a worldwide corporate partnership

for this technology.
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* Expand business opportunities by continu-
ing to support the sale of GLIADEL® Wafer,
both in the United States and internationally,
and by pursuing strategic in-licensing oppor-
tunities to leverage the capabilities of our
commercial organization. While we do not
expect sales of GLIADEL® Wafer to increase
materially in 2002, we are secking authoriza-
tion to market GLIADEL® Wafer for initial
surgery in Europe, and will be establishing
distribution arrangements in key global
markets to assist this effort. We will also
continue to work with the FDA to resolve
the issues raised during the review of our
sNDA. Finally, we’re intensifying our efforts
to in-license additional products for our sales
force, which complement our focus in the
hospital market. ‘

* Preserve our financial stability by control-
ling costs and improving operational excel-
lence. Our goal is to limit our cash burn
rate in 2002 and keep a careful eye on our
expenses. To achieve this goal, we intend to
focus our resources on programs that have
the most attractive risk/return profile and
seek partnerships that will maximize our

resources and opportunities.

Turning Vision Into Value

While much has changed for Guilford in the
past year, one thing has not: Our vision.
We remain committed to using all the tools
at our disposal to develop novel technologies
for the neurological, surgical and critical
care markets, and by virtue of our success in
this process — turning our vision into value
for our stockholders. This is a vision shared,
not just by the Board of Directors, but by
all of the professionals at Guilford who have
a personal and financial stake in our success.

On behalf of the Board, 1 would like to
thank the employees of Guilford for their
dedication in 2001. I would also like to
sincerely thank Rich Casey, who is not stand-
ing for re-election to our Board this year.
Rich played a pivotal role in founding
Guilford and we are grateful for his dedica-
tion, guidance and mnumerable contribu-
tions over the years.

Finally, I wish to acknowledge you, our
stockholders, for your continued interest and

SuppOI‘t.

Yours sincerely,
/4? #F Q&«wﬁ | e

Craig R. Smith, M.D.
Chairman of the Board and
Chief Executive Officer







We have long believed that in the pharmaceutical industry, value creation is more

than just product discovery and development. It’s the ability to bring products

to market effectively that determines if a new

medicine reaches its full commercial potential.
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i

In 2001, we tested this belief by expanding the breadth of our
business model to encompass — for the first time — a full-scale
commercial operation. The result? We energized the market for
GLIADEL®Wafer, our flagship product for brain cancer, and increased
unit sales of GLIADEL® Wafer 42 percent, to $20.4 million.

Our success is testament to the exceptional people we've attracted
to our commercial organization, and the plan theyre following to
maximize Guilford’s market presence. Representing a broad spectrum
of disciplines, including sales, marketing, reimbursement and medical

Buﬂding a Fuﬂy Integrated Pharmaceutical Company

affairs, these professionals bring together an extensive network of
contacts, a track record of sales success, and on average, more than a
decade of relevant commercial experience.

Working together under the direction of David Wright, our Presi-
dent and Chief Business Officer — an industry veteran with a reputa-
tion for achieving superior results — we’ve made rapid and dramatic
inroads in the neurosurgical market, and executed on a plan that has
raised awareness of Guilford within our target markets.

But, this is just the beginning. By adding these new dimensions
to our business model, we have transformed Guilford into a fully inte-
grated pharmaceutical company and helped establish it among a select
group of companies in our industry capable of discovering, developing,
manufacturing and marketing their own products. This opens up
exciting new possibilities for us and we're hard at work building
on our momentum through additional expansion of our GLIADEL®
Wafer franchise and enhanced business development initiatives to fuel
additional opportunities for growth.
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Over a decade ago, scientists at The Johns Hopkins University and M.L.T. conceived

of a revolutionary new idea: using a biodegradable polymer to deliver site-specific

chemotherapy for patients

with brain cancer.

The purpose: to deliver high concentrations of chemotherapy
directly to the site of a brain tumor, while minimizing drug levels —and
side effects — elsewhere in the body. The result? In 1996, Guilford
made history by commercializing the first new treatment for recurrent
brain cancer to be approved for use in the United States in over two
decades, GLIADEL® Wafer.

This year, we're turning to an exciting new chapter in GLIADEL®
Wafer’s history and hope to continue the momentum we established
in 2001, by attempting to bring the benefits of treatment with
GLIADEL® Wafer to even broader markets.

But simply reaching our target markets is not sufficient. Our goal
is to establish GLIADEL® Wafer as a standard of care for brain cancer
therapy — along with surgery and radiation. To help us achieve this
goal, we’ve established- a comprehensive and dynamic product
marketing strategy, which has already generated results.

In 2001, we embarked on a nationwide public awareness pro-
gram, which saw our medical affairs group conduct more than 150

Expandmg the Benefits of GLIADEL® Wafer

presentations to familiarize healthcare professionals with GLIADEL®
Wafer’s benefits. This ambitious program will continue in 2002 as we
target our promotional activities at an even broader market.

We also reached out to the global patient community by participat-
ing in www.virtualtrials.com, a web site devoted to brain cancer
awareness and education, and produced helpful literature and letters
of medical necessity to fully support patients and healthcare
providers. And, we established a comprehensive reimbursement
program called CaRe (Case Management and Reimbursement
Assistance), which provides healthcare professionals and hospitals with
the necessary resources to facilitate the reimbursement process for
GLIADEL® Wafer.

Clearly, our quest to bring the benefits of this important treatment
to patients worldwide has only-just begun. After a very promising
start in 2001, we’re committed to intensifying our efforts. First, by
establishing a network of distributors to extend our presence globally
in key healthcare markets, and second, by continuing to seek autho-
rization to expand the labeled indication for GLIADEL® Wafer for use
in patients newly diagnosed with malignant brain cancer.









Since inception, our goal has been to turn vision into value by translating novel
ideas into commercially viable pharmaceutical products. GLIADEL® Wafer was

the first example of the successful execution of this strategy. Now, we're focused

on advancing the next generation of product candidates

through development and into the marketplace.
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Today, AQUAVAN™ Injection, stands at the forefront of our devel-
opment pipeline. Although not discovered at Guilford, we’ve followed
an opportunistic product strategy, which focuses on developing prod-
ucts with the most attractive risk/benefit profile for our shareholders.

We believe AQUAVAN™ Injection fits this profile. A prodrug of
the world’s most successful anesthetic — propofol, AQUAVAN™ Injec-

_tion has a unique product profile, which may capture some of

the benefits of propofol, and other sedative/hypnotic agents, while
avoiding some of the drawbacks. If we're correct, the return could
be substantial. Consider that the worldwide market for anesthetics is
estimated at over a billion dollars annually.

Regarded as the drug of choice by anesthesiologists, propofol

presently commands the largest share of the total anesthesia market,

o

Moving AQUAVAN" Injection Into Later-Stage Clinical Trials

o

with estimated U.S. sales last year of approximately $400 million.
However, despite its widespread acceptance, propofol may have
certain limitations, Because it is formulated in an oil-based emulsion,
there is an increased risk that patients receiving it may suffer side
effects that may include depressed respiration and blood pressure,
reduced heart rate and an increase in blood lipid levels.

In contrast, AQUAVAN™ Injection is formulated in a water soluble
solution, which may be easier to produce and use — and possibly
obviate some of the side effects experienced with propofol. In fact,
preliminary clinical studies suggest that it may offer enhanced safety,
stability, predictability and a smoother offset and recovery compared
to propofol.

With the goal of bringing these potential benefits to market as
quickly as possible, we've rapidly accelerated the commercial develop-
ment of AQUAVAN™ Injection. In 2002, we intend to continue this
pace. During the year, we plan to initiate and complete Phase II clini-
cal trials of AQUAVAN™ Injection to evaluate its effectiveness for
induction and maintenance of sedation in a variety of clinical settings,
including cardiac surgery and monitored anesthesia care.

We believe AQUAVAN™ Injection could represent an exciting new
franchise for Guilford in the years ahead — and another example of

how we're turning vision into value.




Research is the lifeblood of all pharmaceutical organizations. Guilford is no exception.
We have a rich scientific heritage dating back to the founding of our company in 1993.
But, there is something that sets our organization apart: we aren’t just researching for
the sake of advancing scientific knowledge. We're working to turn today’s technologies
into tomorrow’s breakthrough medical treatments for the benefit of patients and our
stockholders. Here’s a brief overview of some of the other exciting R&D . projects

underway at Guilford:

NAALADase Inhibitors represent one of the most fertile tech-
nology platforms within Guilford. By inhibiting an enzyme called
NAALADase, our scientists have shown that we can promote myelin
formation and regulate excess harmful levels of glutamate, which
have been implicated in a variety of acute and chronic neurodegen-
erative disorders. Last year, we began clinical testing with our first
NAALADase inhibitor. This year, we hope to conduct advanced stud-
ies to evaluate the use of NAALADase inhibitors as a potential new
treatment for diabetic peripheral neuropathy.

Neuroimmunophilin Ligands (N1Ls) belong to another class
of neuroprotective drugs, which we're evaluating for the potential
treatment of central and peripheral nerve disorders. Last year, we

Researchmg and D@V@ﬂ@pjng the Products of Tomorrow

completed early preclinical studies, which suggested that NILs might
be useful in preventing erectile dysfunction, which can result from
nerve damage following radical prostate surgery. This year, we’ll be
extending these studies to determine the feasibility of developing
NILs as a new treatment to minimize or prevent this damage.

PACLIMER® Microspheres is an innovative biopolymer
product we're developing to deliver paclitaxel — one of the most
widely-used chemotherapeutic agents — in a controlled, continuous
way directly to the site of a tumor. In preclinical animal studies,
PACLIMER® Microspheres dramatically increased survival rates
compared to treatment with standard paclitaxel. Now in a Phase ]
clinical trial in women with advanced ovarian cancer, in 2002, we'll
be commencing additional Phase I studies in patients with non-small
cell lung cancer.

LIDOMER® Microspheres is a novel biopolymer formulation
of lidocaine that Guilford is developing to provide controlled local
post-surgical pain relief following lumbar disc or orthopedic surgery.
Last year, we commenced studies of LIDOMER™ Microspheres
designed to evaluate the safety of prolonged lidocaine delivery.

In total, our research and development program is giving Guilford
the potential to build an even broader vision for our future — one that
we intend to turn into value in the years to come.
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PART I

‘From time to time in this annual report we may make Statements that reﬂect our current expectatzons

- regarding our Sfuture results of operations, economic performance, and financial condition, as well as other

matters that may affect our business. In general we try to zdentzfy these forward-looking: statements by using
words such as “anticipate,” “‘believe, ‘estimate,” and similar expresszons

FEaNY]

‘expect,’
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The forward-looking statemems contained in this annual report may cover but are not necessarzly limited _
to, the following topics: (1) our efforts to market, sell and distribute GLIADEL® Wafer in the United States
and internationally; (2) our efforts to.expand the labeled uses for. GLIADEL® Wafer in the United States and
internationally, (3) .our efforts to a'evelop polymer a'rug delivery product line extensions and new polymer drug
delivery products; '(4) our research programs related to our FKBPneurolmmunophtlln ligand technology,
NAALADase inhibition, PARP inhibition, polymer drug delivery and other technologies; (5) our clinical
development activities, including the commencement and conducting of clinical trials, related to our polymer-
based drug delivery products and product candidates. (including GLIADEL® Wafer, PACLIMER® Micro-
spheres and LIDOMER™ Microspheres) and our pharmaceutical product candidateés (including GPI 1485,
AQUAVAN™ Injection and any future lead compounds in our PARP programs), (6) our efforts to scale-up
product candidates from laboratory bench quantities to commercial quantities; (7)-our efforts. to Secure
adequate supply of the active pharmabeutt’cal ingredients for clinical development and commercializalion
(9) our strateglc ‘plans; (10) antzczpatea' expenditures and the: potentzal need for additional funds; and
(11) . specific guidance we give in .the sectlon entitled “Outlook,” regardmg our current expectatlons of our
futiire operating results. : ‘ :

All -of lhese' izems involve significant risks and uncertainties. Any of the statements we- make in this
annual report that are forward-looking are made. pursuarnt to the safe harbor provisions of the Private
Securities Litigation Reform Act of 1995. We wish to caution you. that our actual results may differ
szgnzﬁcantly from the results we a’zscuss in the forward looklng statemenls

We discuss factors that could causé or contribute 10 such dzﬁ‘erences in the “Risk Factors” section of this
“annual report. In addition, any forward-looking statements we make in this'document speak only as of the
date of this document, and we do not intend to update any such forward looking statements to. reflect events or
czrcumstances that occur after that date.

I'tem 1. Business

Overview

We are a fully mtegrated pharmaceutlcal company engaged in the research development and marketrng ‘
of products that target the neurologlcal surgrcal and critical care markets

We were 1ncorporated in Delaware in December 1993. Our pnncrpal executive offices are located at
_6“611 Tributary Street, Baltimore, MD 21224. Our telephone number is (410) 631 6300

Financial information prepared in accordance with accounting principles generally aeeepted in the United
States of America, including information about revenue from external customers, measures of profit and loss
- and total assets, can be found in our consolidated financial statements included elsewhere in' this report.




Product and Development Programs

The following table summarizes the current status of our product, product candidates and research

programs:

Program/Product Candidates
Drug Delivery Business

Drug Delivery Program

GLIADEL® Wafér (3.85%
BCNU)

GLIADEL® Wafer (3 85%

BCNU)

PACLIMER® Mlcrospheres
(paclitaxel in PPE
microspheres)

PACLIMER® Microspheres
(paclitaxel in PPE
. microspheres)

LIDOMER™ Microspheres

‘Neurological Products Prograin
Neurotrophic Drugs '
GPI 1485

Other FKBP ‘neur01mmunoph1hn
ligands

‘Other neurotrophic and
cytoprotective small molecules

Neuroprotective Drugs
GP1 5693

Other NAALADase inhibitors

PARP inhibitors

Anesthetic/Sedation Agent
AQUAVAN™ Injection
Diagnostic Imaging Agent
DOPASCANZ® Injection

Disease Indications/Conditions .

Recurrent glioblastoma multiforme -

Malignant glioma at time of initi‘a’lb
surgery ° T

" Owarian cancer

Lung, prostate and head & neck cancer

Post-surgical pain

Parkinson’s disease

Alzheimer’s .disease, traumatlc brain
injury,. traumatic. spinal cord injury,

multiple sclerosis, neuropathy, stroke and
other ischemic damage

- -Alzheimer’s disease, traumatic brain

injury, traumatic spinal cord injury,
multiple sclerosis, neuropathy, stroke and
other ischemic damage

Neuropathic pain and disease modification
for diabetic neuropathy

Neuropathic pain and disease modification
for diabetic neuropathy and other

" ‘neuroprotective .indications (such as ALS,

glaucoma and stroke)

Stroke, peripheral 1schem1a septic shock,
1nﬂammat10n -

Surgical anesthesia/sedation

.-Imaging agent to diagnose and monitor

Parkinson’s disease

Status(1)

Market(2)

‘Market in
"Canada

Market ‘approval
being considered
in Europe(3)
Phase I/11

Phase 1

Phase 1

Phase 11
Pre-clinical

Research

Phase 1

Research

Pre-clinical

Phase I

Phase 111(4)

GLIADEL® Wafer, DOPASCAN® Injection, and PACLIMER® Microspheres are our registered
trademarks. TAXOL® is a registered trademark of Bristol-Myers Squibb Company.

() “Research” includes initial research related to specific molecular targets, synthesis of new chemical
entities and assay development for the identification of lead compounds. “Pre-clinical” includes testing of




‘lead compounds in vitro and in animal models, pharmacology and toxicology testing, product formulation
- and process development prior to the commencement of clinical trials. “Market” means that the product
is currently being:sold.

(2) Orion: Corporation Pharma (formerly Onon Corporat1on Farmos) is our. corporate partner for
GLIADEL® Wafer in Scandinavia, : ,

(3) In March 2002, the FDA notified us that otr supplemental New Drug Appl1cat1on to expand the labélled
- indications for GLIADEL® Wafer in the United States for use' in connect1on with prrmary surgery for
'mahgnant glioma was not approvable

(4) vDanch1 Radro1sotope Laboratorres Ltd or DRL is our corporate partner for DOPASCAN® In_]ect1on in
" Japan, Korea and Taiwan. DRL has informed us that they commenced Phase I11 clmrcal investigations in
Japan with DOPASCAN® Injection during August 2001. MAP Med1cal Technologres Oy, or MAP is

our corporate partner for DOPASCAN® Injection in Europe :

Drug Delivery Business

Our drug deliyery business focuses on the targeted and controlled delivery of drugs using biodegradable
,polymers Delivering high drug concentrations. locally for a'sustained penod of time may increase the efficacy
of cancer chemotherapy in slowing tumor growth and/or reducing tumor mass and may decrease the side
effects assoc1ated with system1c administration. Our marketed product, GLIADEL®" Wafer delivers the
cancer chemotherapeutrc BCNU (carmustine) and is used to treat a type of brain cancer called gl10blastoma
multiforme as second line therapy Until the end of 2000 our former corporate partner for this product
Aventis Pharmaceut1cal Products, Inc., or. Aventis, was respons1b1e for marketrng the product in the U.S. and
most other countries. In October 2000, we reacqurred rights to GLIADEL® Wafer from Aventis. In January
2001, we began marketing the ‘product ourselves in the U.S. and through d1str1butors elsewhere.
PACLIMER® Microspheres, a second- -generation polymer product ¢andiddte delivering paclitaxel (also
known under the brand name TAXOL®) is being studied in the clinic against ovarian cancer and we initiated
a Phase 1/1I clinical trial of PACLIMER® Microspheres in patients with non-small cell lung cancer during
March 2002. We are also domg preclrnrcal work with - PACLIMER® Mrcrospheres in additional cancer
, 1ndlcat1ons Durmg the fourth quarter of 2001, we initiated a Phase I clinical trial investigating LIDOMERTM
Mrcrospheres a polymer dehvermg lrdocame a commonly used analge51c for post operanve pain.

GLIADEL® Wafer

GLIADEL® Wafer is a novel treatment. for a type of brain cancer called glioblastoma multiforme or
GBM. GBM grows rapidly, is un1versally fatal and is the most c