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PR VB B FORIRIZ 1) 5 1 H A HHC T
| Genevadith AL CEL SEE, KEICBI2
. eneva
2 Plizer$ifE SuntfLillyF {02 M5 L, KENZ BT
e B LEERWOWE, BB L OFBOEHRIR
1 SEATHREO IR OB ET B R R L7
2 BHT S HIE e AENE, 01061 452 )0V —FH
" K2 AEAED, REBNG UNERE, &
| KFfL LR (GenevaBifhs & UPfizer ~ JMEE), HHE— (BIZHAER =—-¥1).

FE) 2B B FHERROMEIZOWT

H K JR O B A3 1= > T 20104E%  The Second Subcommittee,

2
# - ) Biotechnology Committee (20114EEE L) [E3E -
3 HPRZEARFF ORI o H Ak & 7 5 B NAFFr 0T —FeH o] 8.
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SIEH PR, T ORERE),
SRS (BAbi), AHAHECRLY), Bk
(RHE#FEmTHE), AL (RHREE), 12X
> TIThN 7z,

2. KEICH T2 HHRB _EHHFEZIE
DBE

KENZ B 5 ZHFFEILOBEIL, [F—X
T EH A BRI X ARSI OEE 215 5
CEEBIETAZEIIHDEINTVEY,
SN A ZEFFOEIME, (1) BITIHFFDS,
FATHERF E M —HH A RET 5 2 L 2R 5
KREFFFFE 101G THRE SN D g0 ZHEE
A, BXU, (i) BRATHREFDS, BATHRRF O
MN) =g e RET LI LRI T 5
HEECEA M SN HREIZEYFF, ThD
EENTWEY, BEOWMZEREIIZ oW
T, L0 X9 WS HM ERRFICEY
THEDONPEHW T E720ICLELNA T A
P, EBOHBIOEREIZL > THEZ 5N TV A,
ORI L COIEANE, EfTRFO 7 L —
LEBATHRRFO 7 L— 2RI A2 2128 -
TITH L &NTw5b (Genevadith) s F72,
SHTOFIEE LT, &AICH 7 L— 2% gL
T, TOMESEZTEL, KIZZOIETANE
HEZTONIEEIZRRDNEN, Thbb,
FSATHF D7 L — A X o THWATH 50X
HHEZ A SN R IET D L) Fip
EVEINTWD (PlizerFff) s LT, Hf7
AP X o TRATIFF DR 2 2 DB R
(ZH 7 5 v & PE SIUUE H IR Z B o
HEIZE > TEMER D EENTVDEY,
KRG CTEEY HSunxtLillyFH bk, L&MWz
7 L— 5T BEATRHEOWMIE LKLY
BHOBESERE B SN TWHEICBWw
T, A—fbEMOHELY 7 L — AT 515174
A O B DS EATR R O B E CRHIR S 75
OHBEBOND—DTH o7z &2, HEM &

FRFOSHET S, RRATHRERF R & FIT S A7z
FhTH L

3. XTRAFEF

[#14:44]Sun Pharmaceutical Industries, LTD.
v. Eli Lilly and Company (CAFC 2010-1105)

[HIZLH] 201048 7 H28H

[k RAERF] US 4808614 (SefThEar, LUF
'614%F7F), US 5464826 (12174 aF, LLT,
B26/57F)

(7 ##] Eli Lilly and Company

[ = E ]

BHFRTFDO 7 L — L4 2, 6 BLUT I, 614%F
R A HBI ERERFIC L DV R TH 5,

TATRRF ML 7 L—24 L, TOHES
BIME ISR L TV B IiGa, YELamoH
® (JATRFF O BMF IO &) 12T 5
BATRFFDO 7 L — A% [FF2 2T 5N AR
IZ5%7: % (patentably distinct) & 13wz 72wy
72O HHBM ERRFICLVESTH L L)k
%1 (GenevaZif}:, PfizerFiff) DOHIWrHARFA:
WCHBHEI NG 2 EERMERR L BT, 1) BT
FRFOWME IS [HEBOHEDPFHR STV
72yial & TH—OHBELPFRL TWEDo
epa ] LTI ZE DL S, HEAE—
£ OHIMNZ, FATRRFOPMF ICHR S
72 Wi 722 5, Z L Ca&ToOM#® (any and all
such uses) ] B RTHB &, 2) BT
SEATHRRF O WMIE & X, [ IR ] o BRI
Tld 7 { [EEHFF] oBMETH L2 L% H)
L7z,

[JetThERF 7 L — 4]

1. A nucleoside of the formula (I) wherein
R is a base selected from the group consisting
of (II) wherein R' is hydrogen, methyl,
bromo, fluoro, chloro oriodo; R® is hydroxy; R®
is hydrogen, bromo, chloro or iodo.

2. A nucleoside of claim 1 wherein the
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carbohydrate moiety is in the ribose form.

8. A nucleoside of claim 2 wherein the
base is of the formula (IV) .

12. A nucleoside of claim 8 wherein R' is
hydrogen. (¥ ; A 2 ¥ OWE 7 L — L)

13. A method of treating Herpes viral infec-
tions in mammals comprising administering to
a mammal in need of such treatment an anti-
Herpes viral effective amount of a compound
of claim 1.

14. A pharmaceutical composition useful for
treating Herpes viral infections comprising
an anti-Herpes viral effective amount of a
compound of claim 1 and a pharmaceutically-
acceptable carrier, diluent or excipient
therefor.

[(174RF 7 L — 4]

1. A method of treating susceptible
neoplasms in mammals comprising
administering to a mammal in need of such
treatment a therapeutically effective amount
of a compound of the formula (I) wherein: R'
is hydrogen; R’ is a base defined by one of the
formulae (III) : X is C-R" R’ is hydrogen; R’
is hydrogen, C, -C, alkyl, bromo, fluoro, chloro
or iodo; and the pharmaceutically- acceptable
salts thereof.

2. The method of claim 1 in which the
compound is 1-(4-amino-2-oxo-1H-pyrimidin-1-
yl)-2-desoxy-2,2-difluororibose (7 ; 74 ¥ %
¥ ~ ) or a pharmaceutically acceptable salt
thereof.

6. The method of claim 1 wherein the
susceptible neoplasm is selected from the
group consisting of leukemias, sarcomas,
carcinomas, and myelomas.

7. The method of claim 6 employing 1-
(4-amino-2-oxo-1H-pyrimidin-1-yl)-2-desoxy-

2,2-difluororibose (3£ ; YA % ¥ V) or a

pharmaceutically acceptable salt thereof.

4. BHOREE
4.1 % =

Wty OLillyld, JE/HIfaflisg, g, THER
B L ORI BRSO ORE O HHRE
THoHY A TF—NV" GEWRD 7oy 5 ¥
) WL T 5, KFRICBWTRSOX)
RETZoTWDL OB L OV8264F7F1E, 7
LAYFEYOWEB L OMER T EICET 55
HCThbHIzD, 7A)HAMESEGE (FDA)
WX o TR SINTZEREDE L TH LY = 2
— IV R R T DR & L CKRREE LGRS
[f] %45 (APPROVED DRUG PRODUCTS
with Therapeutic Equivalence Evaluations),
WhWLFL YTy ZITREE N TV,

—75, EEOSunlI HRIEEEMEEFEETH
D, ¥z AW VORISR GO KGRI &
HigL CT\w7z,

4. 2 MNBRFHFONES LUHEE

(1) HREFOT L — LEHEDOIEE

T4 R 00 T B 2 A AL, 6 144F RS T A
YU EEOCIEREHB LU 1V AKGEDR
DD LY 7Yy BT 5RO
7L —LLTBY, 82657 ITEDHED 7
DT LTy 2T 5 HEO%AE 7 L
—LLTWLETH5,

(2) '614%F5F H L V8264FFF D HE H L U'E
EOREE
6144557 3 L V8264 FFF D B L A D
el U N N S
TINF Py 4 VAWEB X OF o dE
f& (“Difluoro Antivirals and Intermediate
Therefor”) & X N72'614455F1%, 19894F 2
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HFAC (07/058,219)

FEATHRET

H‘ US 4,808,614 | «EBRIL—LL>

] s _
02-28-1980 Bgg ~ CEERIL—LIIS>

! Div . ;
‘ ' 05-15-2010 % T AN A R
12-04-1984 BIRE R ITHE AR DR
B CIP - e ZHDMNIL—LIFLTLVEL
BFLUBELOME S HERRO - '
Y LRAR EHERE L
— £E(Z3Bm CAFCHI|Hr :
""" BITHIFOIL—L12,6,71F
HiBRA (06/473,883) SEATHIFISHT S
03-10-1983 HER — BHEHICLYED
Filing 2 > v i
A 12.04- : > LEBHFIL—12,6,7>
;izli:g“ 1984 % 1R (CIP, Div, Con x2) L BLVAELOHERR
8B (06/677,783) % 07-26-1994 BITES

FLUBELD
mEmR

v Div
HFED (os/zso,esnﬂ US 5,464,826 I

11-07-1995 &$%
11-07-2012 & T

1 Sun Pharmaceutical v. Eli Lilly (CAFC2010-1105) (Z&(+ 3 —E4555F DR

H28HIZ5AT S, 20104E 5 H15H (2 HF R
AT LTWhe 614HFRFIE, KIS H
06/473,883 (LL'F [##I>'833 ] & 37
B H19834FE 3 H10H) o—#ifk#e (CIP) H
JE (HE H 19844F12H 4 H) O EIHBETH %,
A O8I D BHMF 21X, BT 1 v AH
ELTOEFERBEOARDPELBEEIN TS, £IC
OLAMERT & 70 o 7o — TRk B LR LS 1%, B
WZPUEA & L COBFRAMEORREIEN S TW»
%o ZO6LAFERFOMEF OB S -
&, BRI, RS TW R EHDILE
Wofty « VAFIE LCORERMEICZ T, &
FEHOLEWD S B\ O I SAEHER 70 7 FFAT
SN BT HEEL L 72N S S 9 5
CEMNEEE Nz T OFHMEIZOWTERICET
FLWLEWIZ T LY TH DB, ZDIL
WL, e OREERE, Tabb, ) o8
P IMAELI210V, 1) >~ 7S E6C3HED, s
CA-755, ) ¥ /XA IMIFEP1534) B8 X OB A
el 2k B X 5563 12 35\~ R S i 4 0 2k 25
FRES Nz LRLE I N TV 5,

6l4FFFDO 7 L—24 1, 2B L U81E, &
VIV UEELRA I LE Y FOBTH LD

LT, Z7L—21237 LY % ¥y LiggRs—
HTLHMOX I VLAY FThHD, 7 L— 2413
L4, FavrEerEEL 7L - L ENTHE
BOX 7 LE Y FEANVRAYT 4V A BYeih R
D7D 5 ke ZUIHV LA ESE
HEWTH Do 72721, 6145EFFI2B T, X
7 LF Y REJEGEOIZDICHHT 5 57 L
— LAIFFAE L 2\

Lillyl%, 212614557 & 7 % — &Pk i &
A H 2, A2 70 &0 R ke B2 7 S e T
B26%F7F L AR OWMIE LT o720 22-3 7 )V
T U X7 LF Y RIZX > CTHlFLEIY O %15
#3541 ("Method of Treating Tumors in
Mammals with 2'2-Difluoronucleosides”) &
S N728264FFFIE, 19954F11H 7 HIZE#%IZ
%0, 1A O RRFIM O 7 549 2 452
RO0124E1IA7THIZW T $462 812%5 (4
—IFNTA A L= —DESIEEN TV
Vo

BHFFF DK L— 2L, FAYI YR E
CEAN X7 LAY FEED ) E—2DF%)
BARGTAH I LK AMILEMFIE LT
W DGR TTEICRAHEHTH 5. BRI
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1, 8264 D 7 L — A 113, WILEWIZB W
THRIE LR T WEGORETETH- T, €D
L9 Bk LEE LTS IHILEW N E#E L
BREDOX 7 LAY FEEGETLZLa250H
FBThb, 7Lb—22F 7L —11120EEL
BRZZr Ly 2 E U F733RMICHER L) %
DIFOWEHTETH L, w7 L —L6137 L
— A LIRENLX 7 LE Y FEIZE TN L1
EWERGT HGETE RS L—Aa T3
LV FE YRGS HRENETH-T, VT
NOTET AR TH LIHFLEW AT LT
WIEESAS, AR, PRBE, RRMEEE B L
OV BIE & BARIIZHFE ST b,

4. 3 FREARE

20064F, SuniZ, Lilly2SHi7¢ L Cv5b Y = A
P VD BRI DK% KD TFDAICHE
RARHFET 5 & & IZ, 614577 & 8264 F7F 2%
T 5 P XIFFRREFEIE L2V L%
FIRL, INHZNT L CELRMILz, &
512, 2007411 H29H, Sunid 826457 3 M
TdH > THRHFERESIIE L 20w E DR FFIGH
HE %KD, Lillyz HFN o TR OMERE
FIRFRES 2 R L 720 S ALICxT L C, Lillyld,
Sun?¥8264FFF L 6144FRF v R ET H L LT
TeER 2T o720 6144FFF D R A O 883 HIFH D
HEH ORI EZ 5 2 6515 SIZB L TiE, Lily
ESund M IZF VA 7% <, SBATHRERF O 61445 7F
EY—IFINVTH AT L= —EN TRk
TR D'82645 7T & O ZHIFFF OB 35 11
o7,

4. 4 BIEO¥IM

20094 8 H17HIZ, I 4 ¥ INEERH 5 # )
FHESunO B TEBAEL, YV aHF— )"
RS 2 7% 7 L — 49 5826855k D~
L—242, 6 BLUTIZ, AT O 6145557
EOBBRAPHAM ZERETF CH L LEHNTH

% & ORGP R IR L 72, BAREIC
%, GenevaZifh b & U'PfizersfOCAFCH) -
#HIHA L, [HBAT3 261450 (HMEF D)
FIRICEDITE, YAy 2 7L —0F5%
OlANFFFD 7 L — D2 BIEED 20D LY
YOG 7 L — AT 5BTETD
BHFFTF D7 L —4 2, 6, T, HEHRTE L
THFLTZITONAIEBICE RS LTV R
W e REwRO T, 8512, Lillylc & A K
FraEoRIx LT, EIBREFREREIHIBA (b) 121
vy, 8260 F R IZ IR T H H F O R HI & IR
L7ze 2N EAIRE T LIl 3R L 726

0. HEPlEshi-EH
5. 1 GenevaZ®:ft

GenevaFfFTIE, LEEHEM A — T —
GlaxoSmithKline PLC (PN, GSK#t) 2%, 7
EXFTVY rENR—Y T I —EHEHT
b7 TTTIEA) T NEDNS DY
BHEH A — 72 v F v (Fi%) (CHET 5
FRFICR O &, RIEEHE M A — 7 —Geneva
Pharmaceuticals, Inc.3 & N Z DD &40 #
SEHFN OGN DOV TIRF L 72FHTH L. &
174%7F (Fleming Patent : US4,367,175) 1%, Z
TTITYEEN )T LR L—LLY, ZOWM
FEHIZE MBI ANR—F T 7 ¥ ~v—VYHER
AWML T/ BITHRF (US4529720)
D7 L—21"121F, b MREIIBNTN=F
779 —ExHETL-0IFALEYE v
HHEPHESN T2, %8B, GSKALDHEF
T L7203 I BRATHRE Ch 1, BATHE LB
IR T LT 7z,

CAFCiE, BRI ZERERFOMATICE L TIX
FATH R & AT O 7 L— 22 el L, 6
ITHRRFORBNEZ DL DIV RV E W) T
skF#E (Gen. Foods Corp.3HE") #5IHT 5
—77, W A2 L — 2 O3 Ry E o
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HR ) 2MET S0, WO WIMIEZ
R7zo TOREE, ByckHE Y (FEHB LS, HAM
FIZZOFHZHELZRHBT A2 LIk > T
EVOWERERF & 2T, TOLEY & - W)
L TWAIEAIL, 0%, FATHMEICE
WEIN TV 2RI HEIS S NS EHEIC
ODVWTHHEHFEDH SO THIHEL T, A%
L5 Z0HGOERRMEREZWT S L9 12%
HZ L, RETHLEFTVZR) BLY
ChristmannF4 (M3 LE o F HtE %
AT LWL TOAEFEZITAHIEHNT
&, TOAHBEOBRRIZZDO—FHIZE > TH
HOET T > T, HIOFEPHEIZNZRV) O
HRZGIHL, BITRRFIZEATRFICHR S
ERBUEDLDIZ 7 L -2 8NTELH T,
TODRFFIIIFSZ T O NS ICHE L A&
VIR L, BRATRREFIS AR ERR R L LT
R TH D EHIRL 720

5. 2 Pfizers5t

PfizerSf} T, Jo3EEIEN 2 — /1 —Pfizer,
Inc. (LLF, P#) 25, L 2% 7 (celecoxib :
i) \CBET S S0 ED X, £

07-12-1994
Restriction
Requirement

HFRA (08/160,594) :

11-30-1993 i {Div Filing

Filing v v iy

>

04-06-1994

ap
4

HHBEB (08/223,629) > 114100

{, CIP/PCT

HEEC (PCT/US/12720) %

HEED (08/457,059)

$06-01-1995

i National Entry
v

FEEFE iy A — 71 —Teva Pharmaceuticals USA,
nc., WRICHEOSAZRFL-FHTH 5,
ARHEMTIE, PHVITET 5 3UORFD )
5, F21RTEBY), A—olEA CREFF
FFIEE © 08/160,594) A HYRAE L TR L 7258
ITHERE (US5,563,165) & #217HERT (US5,760,068)
O THMHABM ZERFORBIZOVWTH Db
720 2B, HATHFEFIE, MIEA OREZKRATIC
e SNTZHEHA 25 O —FRHk G (HEB)
TRETHILL72b D THh o720 SEATHERFIZ— A
R TRENLBEHOILEWE 7 L—2 1LY, W
MEHIZIERIER, WA, 2R, Bl IZBIET %
U IER R EOGRE TN EW =
T 52 EDPBRINTWZY BITHFTI,
INHLDIbEW %, AER, BT, WA, B
WIEFEE T & & SRS EE B ORI N5 )
B L—nshcniz?,
Za—T Y =TI TIE, KREFRFEFESE
1215612860 & AT R I X R AT FF O Je AT Hulr
E 7% B\ ORATRERFE T ERERF TR &
573, PO 3 TORRF 2 HR) & HIT L 720
L& L, CAFCIZ, [ISIZ5EIHFRIZHED < F
FED B /G & L —ERkde 2 3D < RATHE

FEATHRET ;

| L LBRIL—L>
| Us 5,563,165 | <222

10-08-1996 Ei#}  BIMEHIAESLUE
Hizk, HBH REEETH
+HEOXEEERERSE
DEHIEHEINIL—LAIE

. LTUvRLY :
U
CAFCHI| B :
BITEHHTDOIL—LITETHTFOIL—LHID
B EZIToNABEICHEELLELOT
BHEAR Z EHFICKYED
T
KBEIL—L>
AL EMD RAERE, RAE
d EREER %
09061996 B AR, B %

R AR BRER

HHFRE (08/648,113) nummmm—p | s 5 760,068 | PPy

06-02-1998 & £%

K2 Pfizer v. Teva (518 F.3d 1353 (Fed. Cir. 2008)) (C# (T % —E4FFDEIR
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FRIEEH S N eI L2, 2 LT, kit
Genevafiff:, 2 THIH T % LitByckFHf12
B CHBOHEE & S AR RIEEO R % 51 H
L7299 2T, BATHRFIEITfFcor L —2 8
N7ALEY ORFF UM E P IR S R E D
HEEBIZZ V=LA LB E Y, BT
L — MBI O 7 L— 2 &, BT 5
N DHREEEITAES T, RATRAFIZ AR ZE
FFE L TETH L EHIRL,

6. HIROBIE
6. 1 EITHFOREDHET

AHPZIE, FeBIGenevaFifh B L UPfizerd:
HEOHIRTA K E e x RIT L Tz, FEFRA
TH5LillylE, RFEFIZINSOEHIOH FH
Tz b e FRT 572012, BATHERTOH
M BR SN HEDS, 7 L— A EniALs
WORE P OVEZE—OHBEZHRL TV
M IS 5 B—2 D WH R A BT A b
(single, essential utility test) Z#W/H 352 &
12X oT, BITHE#HFTr L—20 ENALEY D
Hi#% 7 L — 53 5 BRATRRFICN T 2 B R
ENFTOLG AWML I L 2B L, T4
bbb, GenevaffB & UPfizerffh<id, AT
FRroBMEIIZ 7 L — 2R LA O H—
DRABOADBIR SN, T ORBEDIATEREIC
R HHOREE T TH Y, 2D, FFEFEICL
G ThHolzl2012, TN ERAIC HIFHR
THIFFFICHNT D L s neh, RIRE, BAT
FEFCRIR SN T 5 FE DS —HE T2\l
TINLOFMALITRLY), BYEI T ERFRIC
EFB LW EFRLE, 2% 0, EITHEFO
BRI 13O H & (7 1 VARG L DG
HHE) BHRENTBY, 209 L0874
WV A &G 38 O AR DFATHRERF O RFIEIZ L HD
RGHERG CTdH o 7272012, BATFF & H—I2
IR bRnEV) FRTH S,

L2 L, CAFCix, ZoLillyoFiE%, [Lily
D PlizerF DRl 2 FAFA L TWwWb 2 k| B X
O [H—»oWH AT A N HE > T
HZE| D200 NBHBIT,

FTHIAE DWW T, CAFCIE, Genevaf 4
TIIEATHFICHE—OH® (N—F 57 ¥~ —
PHE) LRI T AP 57205 0%
P2 BIT ZHBHIRE SN ERETIERL, £
DEEIZ OV TIEPlizerffF T/REIN TS &
HIR L7z $b b, PlizerFfhTid, Jofris
FEOBMEFICIL, ALAYOMEE L TRES X
O RIEBS S OiA, FE, BEEEZS0H
5018) MSPH/R S, BRATHRRFICBWTYH, 1LE
WKL X O RAER SRR (%, Wik
E) HEEZZL—a LTz, TH—oH
ELPBRL T, 2w Lillyd ERIZIE
FETEL2WEDHIZR L7, ZOK, #“IT
B LAY O JHEB L OV JAE RS R B o 7%
7 L—AL7zZbid, T EICATERA
ZBHR S N7 H RS Tdh o 72 2 & OFER
(27 5% £ BIBRTWV 5,

& 5 IZCAFCIE, PfizerHfhCld, JeATHRRF
B P BR SN BRI TH - 720
MDD BT, TR OBRME ISR SN
{LEMOR&E L BITHRTFO 7 L — 2R 2164
Yo EOMEE X, BARE T EEFOM
RIZH 2 LTS, BITREFICBIT 2D
I % 7 L— LM ERh & Sz & DR
w72 2 LT, CAFCIE, GenevafffB
L UPlizerFE O HIWAS, JeATHERF O BMIE 12
F/R SN [ %, 2 L Ca&Tof®E] 12
FCHERE A LWL 72

F-HBEHICOWT, Lilylx, GenevaFifhs
X OPfizerFETIid, 7 L — 2R MD
FERFVE IS ZH D Hi— O SIS EATHRERF IR &
NTWDLHH T2, RITHRFAH R ZEAEF
23949 % LHWF Sz & £k L7225, CAFC
X, EOMBEDEEEICUNETH LD EIET
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HIEEIATRRTHLE L, B—0OWlHEHLH
AT A PDOEZTAEEZR) THL L LT,
REFIZBNTD, FREOZEZFICHED X,
FATHF R O BIE I H— D HE DO AR DSHHR S 1L
72 ARG, HEDE—0 & 9 2O
DOWTIE, AT EOBEMEICER SR [
M7z, TLTETOHBE] SR TH S L
Wra, [RBOMHTEICET A7 L — A4
&, Fl—ofHGEZ R L T 5RO
—HEINZ DO NWTORIT Y L — 4 Lid, HEFF
ERITONLRBEICRLZD LTV RV] &
oz, ZOEEIZOWT, CAFC
1%, GenevaFifh 3 L UPfizerFH-TrlH &7z
ByckZF & FAkIZ, bEWOHEHZ2 B %
M CFENCRE®R T 5 2 & TEOILAWIZOW
TORFF % 5 2 DN HHED, ZoHkEI b
LHALEW D HBIZ OV TOREFEZES L9 %
ENBHIUL, ARPAER L&Y HHFERS
LEWENHEL o TLEV, RIEZEL D R
ELBMLTHDEHIBRRTV A,

6. 2 BRBINZEMAEILOWVT

PEFR ALilly (&, Hh#kHs B AR Z FHERF O b
WZBWTHR SNIALEW OB ZMET 572
DIZ, AT O MBEROBMEF TIE% L, 5
TENTFFORMBELSHL /22 LIZFEAD T
HbHEFRL. LA L, CAFCIZEHNIZED
EZOEREBIT . DTIE, HIRABEOE
NN

CHIZRNE)

Geneva® B X UPfizerSffTid, L&
L — A &R A HERFIC BT, #HPTIE
HMEZZH L 201U 5 w2 & 2B
LTWwd, 2E8%5, FRINTALEYOHE
TEHARI ZERRFO 7 L — A#IPICREEE KT
THhEHETH 5D,

GenevaFfh 2B \WT, —#WIZIX, HHA
CHFFRF R A T 5 2B L CTOATRERE o B

BT 5 LI TERVD, BT O M
EEFS>TIWT =20 H 5 L LT 5
(Basell#H ") Z LT, GenevaFifhTid, 1k
W V- EHETH L X, FO7 LA
OF AT ELFH % HERR T 5 720 IZBHME 2 20 L
BN 0wE L TWhA,Z0HHE LT,
LA 527 L— A ZNEETIE, BT
BEZSEHOBER A WYIF/RCTE LW & 2%
FTwb, FEOHENIL, PlizerFhicBWT

BHESIN TV,

Phillips¥ f4'¥ <ix, 7 L — 2 HElX, 20
HIMIE O & oo THRERFERICIR S L TR S L%
NETHY), SIS NLPMIELIFTHER
Tl %<, BITSNFEFORMETHL L
FHSMIZ LTV 5,

Peo T, FATSNIHETFDO 7 L — A& FIRT
B720\2, WL, ) 0’883 D HMIE &
ST RNETH o772 OLillyD Kz R — b
T5b01E 7%, AT CTH 5 614457F DM
MFEO—IMOREBE RN THRT 52 L3 TE
72\,

KaplanSifh'? 125 hTwb B D,
HBHA BT OSHICB W TEET o b @
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AXDER, BH. HE. BEMEELLFET,

No.8, p.1293 (2007) ; [, Vol59, No.11, p.1451
(2009)

In re Basell Poliolefine Italia S.PA., 547 F.3d 1371,
1375 (Fed. Cir. 2008)

Perricone v. Medicis Pharm. Corp., 432 F.3d 1368,
1372 (Fed. Cir. 2005)

Geneva Pharmaceuticals, Inc. v. GlaxoSmithKline
PLC, 349 F.3d 1373 (Fed. Cir. 2003)

Pfizer, Inc. v. Teva Pharmaceuticals USA, Inc., 518
F.3d 1353 (Fed. Cir. 2008)

Eli Lilly & Co. v. Barr Labs., Inc., 251 F.3d 955,
968 (Fed. Cir. 2001)

Summary Judgment Order, 647 F. Supp. 2d at
824-25.

Claim 1. Potassium clavulanate of the formula
(II) having a molar extinction coefficient
as determined in 0.1 M aqueous potassium
hydroxide using ultraviolet light of wavelength
258 nm of about 17000.

US4,529,7200 £ 512 1%, [ The results, expressed
as approximate MIC values (minimum inhibitory
concentration u#g/ml.) are recorded in Table 3
which shows that the compound (7 : clavulanic
acid#459) has a broad spectrum of antibacterial
activity. | SFOREA ML TE D,

Claim 1. A method of effecting [ -lactamase
inhibition in a human or animal in need thereof
arising from a f-lactamase producing bacteria
which comprises administering to said human
or animal a f-lactamase inhibitory amount of
clavulanic acid or a pharmaceutically acceptable
salt thereof.

Gen. Foods Corp. v. Studiengesellschaft Kohle mbH,
972 F.2d 1272, 1277 (Fed. Cir. 1992)

In re Byck, 48 F.2d 665, 666 (CCPA 1931)

In re Christmann, 128 F.2d 596 (CCPA 1942)
Claim 1. A pharmaceutical composition
comprising a therapeutically-effective amount of
a compound and a pharmaceutically-acceptable
carrier or diluent, said compound selected from
a family of compounds of Formula I wherein
R' is selected from (#%) or a pharmaceutically-
acceptable salt thereof.

Compounds of Formula I would be useful for
the treatment of inflammation in a subject, and

M M E

16)

17)

for treatment of other inflammation-associated
disorders, such as an analgesic in the treatment
of pain and headaches, or as an antipyretic

for the treatment of fever. For example,

compounds of Formula I would be useful to

treat arthritis, including but not limited to

rheumatoid arthritis, spondyloarthopathies,

gouty arthritis, systemic lupus erythematosus,
osteoarthritis and juvenile arthritis. Such
compounds of Formula I would be useful in
the treatment of asthma, bronchitis, menstrual
cramps, tendinitis, bursiris, and skin related
conditions such as psoriasis, eczema, burns and
dermatitis. Compounds of Formula I also would
be useful to treat gastrointestinal conditions
such as inflammatory bowel syndrome, Crohn’s
disease, gastritis, irritable bowel syndrome
and ulcerative colitis. Compounds of Formula
I would be useful in treating inflammation
in such diseases as vascular diseases,
migraine headaches, periarteritis nodosa,
thyroidiris, aplastic anemia, Hodgkin's disease,
sclerodoma, rheumatic fever, type I diabetes,
myasthenia gravis, sarcoidosis, nephrotic
syndrome, Behcet's syndrome, polymyositis,
hypersensitivity, conjunctivitis, gingivitis,
swelling occurring after injury, myocardial
ischemia, and the like. The compounds are
useful as anti-inflammatory agents, such as for
the treatment of arthritis, with the additional
benefit of having significantly less harmful side
effects. (FHEEHIZTET)

Claim 13. The method of claim 1 for use in treat-
ment of inflammation.

Claim 14. The method of claim 1 for use in treat-
ment of an inflammation- associated disorder.
Claim 15. The method of claim 14 wherein the
inflammation-associated disorder is arthritis.
Claim 16. The method of claim 14 wherein the
inflammation-associated disorder is pain.

Claim 17. The method of claim 14 wherein the

inflammation-associated disorder is fever.

Claim 18. The method of claim 1 for use in the
prevention of colorectal cancer. (FHEERIL5HER)
In re Basell Poliolefine Italia S.PA., 547 F.3d 1371,
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