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A& ERAVE A A - BB EEVE4I3,0008 3570 - I =
7,000 37T » 1] T 5 = BIRIRETF 2 31,0003 7T «

AT > MG AE20104E ATAYRITAG A BEAR > HER RG]0 (End-to-end) lIh=
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Fernando K. et al., Achieving end-to-end success in the clinic: Pfizer’s learnings on R&D
productivity, 23(7) DRUG Discov TODAY 697-704 (2022), https://pmc.ncbi.nlm.nih.gov/articles/
PMC8719639/.

1

EFIER | BN+ 7\H | 2026 7H

Taiwan Patent Attorneys Journal



20 \%ggﬁﬁ

ER2% » FEERERERE (5%) BV—F2 - BT HEmHESS > M ET - THEH
20054 22 2009 4 [if] 22 T 8 SR BE Y 44 {1 55 — H W PR 5125 1 [BUWI 1 70 A - BFF 2 [ 2 3
B FEE RN E T (B A 2% E M TH AL S SR A - S ABENE &
FEA3NHYETE AL R - WS E B 2 A Erax SRS 2 & & E AR P 1EE
5y MRS -

B T AR, RIEERNEAORE - BEREWREEERHRES RN
HARR > AR AECRBEYAGHRERNE Cio FERRES EHREER
SR > BERBZER (Target) AFBIERHMED - & &G EHEAMHEE
Mo MERRFEH T EIEAY = KK ,  (Three Pillars of Survival) » {EA&sHEH O T8
B BAEL TE F  TB I EY AR A -

— » RSO E F BRI HI

TEEE— (il B S B AR Y AE TH AR N 5 (S g5 (E > WHESBHDU T = EARE
2=

(—) X F— : /FRERIBYERE (Exposure at the site of action )

EARRE : EY 0 AEHBEFERS A ZS E M E bBIRE (Free drug
concentration ) - [ 4EFF L SEAYAFR o

FHEEPkE - BRI EHSNAE R M %8 8 A TR B A -

FRE L EE MR EE RS RIEE BN R EN RS2 AR
IV R 55 B B R 0 Ao PR 1> S IR R o W SR A7 A M RS o P B4 R P HE G - R R 5 e
V2R3 B R AE

F i +6 1% ¢ 6 B o o A 1L 5 A A SR B S 2 SE £, ( Pharmacokinetic/
Pharmacodynamic, PKPD ) # A1 » i 28 A E N A B AV &8 &) /72 ( physiologically

2

1d.
Morgan P. et al., Can the flow of medicines be improved? Fundamental pharmacokinetic and
pharmacological principles toward improving Phase II survival, 17(9-10) DRUG Discov TODAY
419-24 (2012), https://doi.org/10.1016/j.drudis.2011.12.020.
4
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based PK, PBPK ) FAHIE 1L — (5 LY A BERAED 77 o
(O - EREIBIMREAYYES (Binding to the pharmacological target )

EARAI 0K 553 (Target Occupancy ) JEEEH(E IR ZEATHITEGRIT -

BRI | &R A DR ERAKERAAIET B (PET) SO R
FoRSEErTHYRR N S AR HAE -

BR(SD | HRE T BBV EE BRI ~ %07 (Potency ) DARISYIEAES -
WHERR I RBETRE » N EEHEEESO -

BNREEE WAL SE IS (Target-binding kinetics ) DU HAEHRE
A~ HG N B TR Y B AR 4 -

(=) XM= - #EIBEMAYFRZE (Expression of pharmacological activity )

AARFR - SEBEAYThRE M % (Functional modulation ) 2 AT (F FH A I HY Ail
T

¥O0T R ARG 0B R PKPDIR S iy 4 ¥)fEEC ( Biomarkers ) ° > &
BEREEC MR RE S I F AT A PR EE -

REBERAN - SEIUE M RIE VAT S ANV R R R R AS S AT -

T BRI TR R SRR R A D AR
B =K RE R o MRS AT TERPROEYERRS ) (Signs of Clinical

Activity ) &3 > B SR B EANBEEE D B E(C HEENAKEM - ©F
WETIE R EE R T E M HI5R5S 0 (Proof of Mechanism ) B " ELHEERGER % |

5 Biomarkers Definitions Working Group, Biomarkers and surrogate endpoints: preferred

definitions and conceptual framework, 69(3) CLIN PHARMACOL THER 89-95 (2001),
https://doi.org/10.1067/mcp.2001.113989.

WIEE B B R4 4 %% (National Institutes of Health, NIH) £ R T Aty EX T L > 4
AT EAE [ AR E AR A AR R IR A4 EAE R BAE 0 RIS
AN R R AEAR ) -

A WAR AT IR A 2 VS T AR LA SRR AYRAE - e L BRAR R 0 RSN R By
DIRER B N R > AR TR RS P A RES T AR, (proof of concept)
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(Early Signal of Efficacy ) {E &l ELMERH R E BB HE— P AW -

b PR PR I G2 SRS 9 (18] 27 Y R AT B AR AH R - B 1F F- B PR ER RS

(TERKFIEREE « BN ES T2 G lBl s " = K32 ) e EE
MRS - SRR ZEisRH G 20BN —TE AR A A RS
FH SRS 0

- [EINF B =8 A (BRI 528 ~ BERGAE & ~ BERUEMRE) -

s BB A=

s BB B =

() RHARR AN AR - 75 B 50 b FHER PRAE R RV 4S BEFR IR > E B0
7;& o

BEPRIEMER R & AU LK E T s e i tE o R TG, - BT
AR DA T AR P M BB (E A5 A

TSR EEEE  EREHBMIRT - QAR " BAIE [ EEYIB &
(Model Informed Drug Development) FYREE » SEILECE AL = VA YIERCBURRL
ERLAEEE > IR EZEE -

WABERAREE © B VRS TR HIREAE - A REJE A 2 22 R AU EE AR
Ep 1% EhA S TG L -

iEfdE AR E B FEITHEL , WV > ARUNR T EHEE SR AERE
LT M E A RIRE -

MERGRE TSRS EFE R EEYITEE R A R L R R B R R A S AT
HYEEEDEME - TEiE—PEE - VIR R E S BN L T H - HRE 4
Ve & B D T THAARE RGN 2 AR DhRE Mo 2

Wu S. S. et al., Reviving an R&D pipeline: a step change in the Phase II success rate, 26(2) DRUG
Discov TODAY 308-14 (2021), https://doi.org/10.1016/j.drudis.2020.10.019.

Biomarkers Definitions Working Group, supra note 5.

Bi k4 85 (Clinical endpoint) @ —FfEAF B RS E » RBBART ~ DG FHR -
X428 (Surrogate endpoint) @ —#E § AR EE RAB 0 A WAR - BRKIRIE RN
RIRAATIR G ~ BT  RIL AR RIS ARBARRE (REFT » K2 HG
REE) ©
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F 5 L T — B R &AL Y SRS SR8 BB s i Le AR WA aC - USRI S8 kT
8
18858 (Identification) : 1 PRIE MBS P8 B o i 8 AR AT
25458 (Validation) : {EMLRERESIE B EITIREMEEREE
3.# 52 (Confirmation) : fERFA#EME (Pivotal ) B PRE B b i 4% e 0 H & R (H
B - BIAFETLIABERRGURS Y B 28 b MR8 © R E AR - SR 4N
WERIER (48%) HEEEMEH (13%) o 8 R =Ry 2 gt 25
ﬁ’% o

fER G > FHEh = B —EH B AR - MG A B RS R PKPDE A
SR B o 2 P U A B PR S B W

Z2{5l——Maraviroc ( CCRS¥EME]) - fEHIVEFEE R SR Z Al - 178 A BER
B PR A ) e B\ A8 R 5 Y S 3 B PR » 717 7 —(EIPKPDAERY » DB 47 3th P fie
CCRSEEHEM: ~ PKRFE HAEGE PRI 2 R AURATE o 2 1Al = (E30 sr 4HER © i
AU - PDIEAYEAPKAEAY - Wi B A L RAVR BN AL N DAL 4R - DUE IR s A
LR CCRSFEGUIE FHAUHT i - SRS N B a kB A EARIFENE
BIAOSTRR ~ BSSMELRE N EE - AE b o 1S {EPKPDEE B v i 1 Ry R AL (L T 2 AE
= HYFIE% - £ maraviroc 5f 45 5t & AV F HA P By 5% 5 U 9 B AR (B AL R B B 58
( proof-of-principle ) *WHFTAYELET o B B X ERR BB AV IENT > BIRIRFE T > W
FAEBALRAEETE - R HEE S = R R BRI 2520 -

K. etal.,, supra note 1.
9 Wehling M., Translational medicine: can it really facilitate the transition of research “from bench
to bedside”?, 62(2) EUR J CLIN PHARMACOL 91-5 (2006), https://doi.org/10.1007/s00228-005-
0060-4.
Wehling#t 3t 7 — 4 A MAZ LI A &% 0 3R MR
* 20~30 : TAE A 1E A A BRE (PoM) %3
« 31~40 : T & R3EHH (PoP) ¥
-+ 41~50 : A EHPoP L # - >50 (R&HS55) B ARE (PoC) S
c ARTIA B F 06 1 TYEBPoCH ¥
* AEATIR B A3 50 1 AR IR B AL M BT R
10 p.etal., supra note 3.
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2 BERE

AR RGP bR B B R E - MR e TSI — (AREE) B
SHEZ (B&EE) o HAEYVIERHIREBUR S = AVEEETE M - BB iat KBS 4597
RERZ > MFEFERIERY - AHRM > EAEVIRRECEEE 7S = EERRFESURIAR
- BB AR e w4 TR B R B R - e TR B OB, o MRKRESNEN
BHEE A

2~ SOPHURS

B A I R ] DA E 25— TRAE 2 A 815 LB MR RS - e EAHRH A E
BEFAENHIE - FEAESEE BRI AL TR - fe 5 5B ELH BEREF] /5 BH Y
& A EREEZ AN T AEMCESAEE, -

B2 Sy b T T B SR (R GE o B ER R B Y PR RR (IR % B R IR A R AE 2R P
EEE o SRS BB IR SRS LR A S A S a7 2 A - WRE R
%A BT A R AL S e A R 1% > A v B AE T
A RTE B AT A o

RIIE - BIEEER SR RI0 7 BA > St A 28 am EE R BHVEIH > $mn{i24
LIRS BT Al - EEEmEAE NS HIERER I - o] DUZE A AR TSR 2

Pisz B2 EEN B -

PRI > FER AL T > AURA B2 EENY_EET ] S R KR e AT A A 4
on Y ER  BEan FEMBIAE LR i B TV B RSN BRI R
B EREUHES DA IR E R RE

ARG FIFERE TR 2B > 2B 1984429 H AAAT S5 (8558 5+ K A IR [El 1 74

Z£ ( Drug Price Competition and Patent Term Restoration Act) - —f% NI BIg5H—&
sedfr A% (Hatch-Waxman Act) - G®EVUEE ST © — ~ Al 72X EERE 55T nl iR
& > B 5 gEE % ( Abbreviated New Drug Application, ANDA) ; — -~ FihEB %k

BUS PP R SRS I T S BB Y 280 5 = - TEORA W FE5T AT Ay S e 5 1

" I
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[ 5 IO~ FER AL R EE R T S S 2

ke [ B 22 B P [N 2 B AR = 18 H 1 5 T 2 h 9 AL I > ST T B LGS
J& o w95 B 55 B 50 2007 6 H %% B AR HY 201243 H A AV H I E 5 1 E
(FTA) > BRGIATEMEERE - 20165F8H > ZEREHERLEILEE > BIE
{SEAH B 12 7A Bl e BR AR b B BT EE MG B P - Wi (e B V) RO B BRI 5E - A B IE
ZEGIATHAHEEFIE > BER20175412 529 H &A@ > 12019468 7
20 H IEFAERL

Eﬁﬂ%ﬂ%i%ﬂ@ﬁ$ﬂﬁzi%ﬂﬁﬁi¥~?ﬁ BRI R — - B H
M RIS ETEF AT EEE = - BREUGEHE - A S8k T AT Ot 5 o0 I AT B
%ﬁfilﬁﬂ%&% vy~ R EEHEE

FEHFEGERR P > g EHEF RS A ARE R T EE 8
PR e BV E B sk E AR A - ZEMEIRIE LiisT el FHEg @ - fEEF
FENEYEESK > HEH LT nlAVEE L SREUOR B 5T n] SRR 1k BRI - 2B TR
WBEEE SRR I B R IR E 2 Al RO E ERTET A -

[BE A S sk A B SR AL A > RREAI VS B ISR — SRR - — - WE
GYIEECTT ¢ = BERR"Y - ERE - 15 =Y S 5 ] R R -

i~ SR Mk 85 gk By PIBIT T SE

Ny ERE BRI It e U OERIR L S B =T R S A
TR A 55 4R AR A

12 Aaron S. Kesselheim et al., Hatch-Waxman Turns 30: Do We Need a Re-Designed Approach for
the Modern Era?, 15(2) YALE JOURNAL OF HEALTH PoLICY, LAW, AND ETHICS 297-312 (2015).
18 £E21 US.C. §355(b)(1) + &3 3 ik H 484523 - 3B 3 F ik 5504622 o
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(—)Pioglitazone

120074/ Takeda v. AlphapharmZE1*dh » 2 F B A By E F B F]554,687,77755 -
B R ER E M ACTOS 2 Takeda/y 5] 72 19994 _F i #Ythiazolidinediones ( TZD ) ##
Yy o RS PSS 2 B E PR O B E WY M E o ACTOS HY A ik 77 /& TZDAL & )
pioglitazone - B Fl| { 3 &5 & & # 15 (I — L & % & 5-{4-[2-(5-ethyl-2-pyridyl)
ethoxy]benzyl}-2,4-thiazolidinedione - B[l pioglitazone - /A& Z& F h B Fl| & & BH AH #4
PE e

EBEHIE - fRE SRR B AR TR &S AE DLV L &b - 2RI AR Y e AR flo 5
BS - JREEE T A R 10 1{E TZDAL & 1 69 15 Ut a5 P4 0 i 25 = I H O s P (6 PR A 2
% e T ZEEEENUE T B R AR E L&Y - B(LEaYbieA
W R = EEAFEMEE 2 — « K L&Yk g5 HE " iEME e
WS BN, - BRI R RN - NIEFERIEE ARG
WEIPH R AN (FEUEEEEM A REITER - CHEHZSE " BERE
REREE B EIEN 0, AYRITERT) BYRE L&Y o S JoRiHcla iy 2 3 AY B Ry sr i il
A SERYRIEL AT BN AEOR (teach away) T{EEHb o pioglitazoneiE FH H
FeATR AT L S PIbHY A B THEARY (B EEE - (L& PIbEUR TR T B EIH 4 - AT
B~ OBEAISLMER B A M, 0 Mipioglitazonefl] "R AR | A " BURIZ A AT
EHyEEE RN - it > BEGTE ipioglitazonely ) E S A ERF A5 -

(Z)Rabeprazole

1E20084EfJEisai v. Dr. ReddyZE ¥t » Z PRI B35 B B A5 5,045,5525%  EA
FREENYE ThAciphexiZ2 1991 FDA (U.S. Food and Drug Administration ) F 0] A&
B TAERIS - BIVENRAHR R AVEEY) o AciphexHUfS T R 3E LIRS » RERE
PHEEHE B 1035 T 5 rabeprazolef$/ 5 2 Aciphex Y& MR 77 o S| ra i B H %
fEH— & EEA R

4 Takeda Chem. Indus., Ltd. v. Alphapharm Pty., Ltd., 492 F.3d 1350 (Fed. Cir. 2007).
S Eisai Co. Ltd. v. Dr. Reddy’s Laboratories, Ltd., 533 F.3d 1353 (Fed. Cir. 2008).
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Rllrabeprazole - AZEFEEF|ZEEAH DM -

EBEHIE o BB eIl ta EE 145 L ELE L & Wrabeprazole R E ALY 5
i fiT{E &%) lansoprazole » H7Z= FAE{E pyridineI® AYEEA B EU(LEE - lansoprazole
H A trifluoroethoxy (-OCH,CF;3)H{LE » ffiirabeprazole E. 5 methoxypropoxy
(-OCH2CH,CH,OCH:3) B2 - (HEEEHE R » lansoprazole 575 2L > EFEHIAETE
LEYFEBEENE) ARS8 SgHEEARKENRIITA BFrE%
(Y © ifilansoprazolefy &AL IV AT M " EEURAGMERVR R RTE , - Rt - PAERER
HYFC il N B2 7 5 8 i B RS BRI T A P Y S (L A R A Ry T 3k A1) ~ m FEUHI A fi#
PR TJT FE A E EffilansoprazoleyER Hy [t » ELAGHE tirabeprazoley V) E B FIHL 4 F5 A

(=)Risedronate

1E20094E 0y Procter & Gamble v. TevaZE'h » 2. F E fI[Z The Procter & Gamble
Company (LU T "P&GATE] ;) HEAHYEEIFEHE5,583,1225% - HF|{RERZ
P&G /X /Y& 8 5 52 B 1) Actonel Y H R 77 » risedronate - B A1 (R i [B H #15 H
—{b &Y Fy2-(3-pyridyl)-1-hydroxyethane diphosphonic acid » E[lrisedronate -

EBEHIGE - Zrisedronate MG AT ffT2-pyr EHDPIE 7 & #2A&Y) > (HP&GAH]
HYEL 256 AMERE » fE 19854 » sz g rh BA i R 8 2 A\ A Fbisphosphonatesfy
PEE fROAMRE B AR TR (anticipated ) - MR A AT THEARY4SSR (Risedronate{f
0.75 mg P/kg/dayHy | & N AREURH ATE £ FRYFEME(EA - M2-pyr EHDPHY T fi o] 8
ZZFI/EF/K#E | #50.25 mg P/kg/day - 2-pyr EHDP/ 1.0 mg P/kg/dayf/yEL3E]
& > MMirisedronate A2 A ) KK EM S RN EESE - KL - BEfES

8 procter & Gamble Co. v. Teva Pharmaceuticals USA, Inc., 566 F.3d 989 (Fed. Cir. 2009).
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risedronate\) )& B I G 4EFF A 2K -
(F9) Olmesartan medoxomil

1£20104E /Y Daiichi Sankyo v. MatrixZE"th » Z P E | E EFHHF]5E5,616,599
%8 > FfDaiichi Sankyo Company, Ltd.f{IDaiichi Sankyo, Inc. (4if% " 5—/\5] |, ) A
WA - HA e s E B RS — b &%) By (S-methyl-2-0xo-1,3-dioxolen-4-yl)methyl 4-
(1-hydroxy-1-methylethyl)-2-propyl-1-{4-[2-(tetrazol-5-yl)phenyl]phenyl } methylimidazole-
5-carboxylate > E[Jolmesartan medoxomil » 2 —/\ 5] DL H F By pH 2% (£ %% 5. Benicar ~
Benicar HCTHIAzorf;E MY 4T © olmesartan medoxomil & —F& 145 55 112 < BA[H BT
B - VA B R

SEREHIE o R SRR T B &) Bl olmesartan 7R [5] 7 J& {4 1 i S5 41 B Ky BE A
AT EEFEE LAY RS LEYNEREAERUA RSO - BHRUA
JAAE % RS R e p R i (L & VIRV DhRE M E IR HIRY T 4% - ScRiROlr EReny D ARIE
PEEEE - SSERIMTT ~ EIRPUEERY BRI E R - #O2A BAAEZ HIE T AR
B A% R ERE SRR AR L &I BB EY - Serifiin g s
2 k& S m B Mo (b & Y0 5B 4 B Y 8 A5 T alkyls {2 &fi £ olmesartan [y 3 7K 4
hydroxyisopropylFZ: iV Eh 4% - A > H A&+ H olmesartan medoxomil Y47/ E BRI 4 415
B -

($r) Aripiprazole

1F£20124EH Otsuka v. SandozZE '8 » ZFE |2 FEFHHF]5E5,006,5285F » B A
## A FyOtsuka Pharmaceutical Co., Ltd. (L FESfE " KI5/ E] | ) - aripiprazole/g K
5N E B B R DU (R ZE V) Abilify ) JE MRl 7y - BFIfRE R E BN —EaY R
7-{4-[4-(2,3-Dichlorophenyl)-1-piperazinyl]butoxy}-3,4-dihydrocarbostyril ’ ]|
aripiprazole °

ERHE - BB SRR R e — ([ B b E A Ry T —EeLEY 0 B
TERHS DB IR EE , - B EEOR T EHLEYIOPC-4392(F By — P HyHUE il

7" Daiichi Sankyo Co. v. Matrix Labs., Ltd., 619 F.3d 1346 (Fed. Cir. 2010).
18 Otsuka Pharm. Co., Ltd. v. Sandoz, Inc., 678 F.3d 1280 (Fed. Cir. 2012).
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P FEAYRERE o Bl - FBOR T OPC-43920 HiAg R /E IR 58 , - OPC-4392°R )8
FEIEMEREIR » DURRIGERL T IR REAVEIE , - OPC-4392th & S[iE " ey, BIfE
F o RIBERZ Sk o B I R N R OPC-43921F Ry — 5 IEfT UM i 459
WHFER e BAEEY) o Nt - EBGTS Haripiprazole V)8 BHAHIAERF AR -

(7%) Entecavir

1F 2014 4 1 Bristol-Myers Squibb v. TevaZEZ'V9rh » ZFEH | E EH HF|F
5,206,2445% » HBristol-Myers Squibb Co. (LA Ffif% "BMSAH | ) AR - A
FEGEEFEREY &Y &[1S-(1a,30,4B)]-2-amino-1,9-dihydro-9-[4-hydroxy-3-
(hydroxymethyl)-2-methylene-cyclopentyl]-6H-purin-6-one > R[Jentecavir - BMS/\ &] DA
¥ b FiBaracludefH B entecavir{F FsBRIRT 3R A B 4EY) -

EBHE - REBMS A EHREL 1R -CDGIE BB LEY) - R EAE19904F
R A G HEN - [Effentecavird W Z I - SeRTHlTBUR2 -CDGHE T #50 Ke%
4 HiEsE - HAH 5T B AR EE R B &Y - 2°-CDGHlentecavirfE &5 % IR
WAL > B RAT AR SEREEOEEEYE BEAEURIEE - 1525 L & B —(E
B4 bmethyleneZE 2 (E {2 -CDGHY ik R LIRS H AL & Pentecavir » &2 ¥ 34 GEHEL
INEYPRSTEER o [EAL - SeRiiila R o [ bRERAZ E R DY IER S methylene L A 2
A B SR SR EY) o entecavirtly B 35 E M IESE &K A FEEAAY
R B e iR i S48 K182 -CDGH BRI R A HER © AT A2’ -CDGRA RAFHIEHR
B[ » IS entecavir Y FEURE & /& A w] FHHEARY - {H#i0 &5 1 AH (#Y2°-CDG -
entecavir " B BRI K AYBEROL A TRV EMERIE | W T IER AN, o AR R
H S fi5 Hhentecavir » AIRIZ A R 7] 7H B BT RO 1 #2588 = 8T 2 B A E A

(15) Sofosbuvir

1£20234FE/) University of Minnesota v. GileadZE?°% » ZF+E | FsMinnesota K 22

9 Bristol-Myers Squibb Company v. Teva Pharmaceuticals USA, Inc., 752 F.3d 967 (Fed. Cir. 2014).
20 Regents of the University of Minnesota v. Gilead Sciences, Inc., No. 2021-2168 (Fed. Cir. Mar. 6,
2023).
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BB ZES (LU " Minnesota K5 | ) i A #Y 55 2 H 7 55 8,815,8305% »
Gilead Sciences, Inc. ( DL NEFE © Gilead/NE] | ) BY 2 MY E M A% 43 sofosbuvir
Y& A 830FFIFE K IH LAY #E[E - Minnesota K E2 ¥ 55 B SHH pe 152 ) B A1) 25 2 R SR 22
S8 (LUTEHR"Z8g . ) IRKFESERN L5 ZEGHE EBHHEAE
8,815,8305% Y aE KIH1-9 ~ 11-21/123-28 2K o] LAY » & Ky & Pt R AY S BT R il iy
THFLAY (anticipated ) o i FRACAE b 505 e 47 A -

Gilead/\ T ¥ 55K TE1-9 ~ 11-214123-28F2 HXIPR (Inter Partes Review ) FfFE ° 22
Ry 8 Bo 55 R IH fe =5 EL P EoRAVIE S RE H B - RIEE K Sofiafy 55 [ B I H1 2 B 5%
2010/0016251 ( " Sofia/NFAEEF] | ) FRTEA - ABIA201041H21H -

Z B0 ANP2-P1 ( E5R 830 ANMBESLRERTRLZE ) REEFE M e LIS H7 8305 A
BAEFRNEENR - REBEZEGWSZE  BEXHTNEE M KA
(blaze marks) SRIFEFLiG A B T 830FAMAYEE KA « I » 2B eV 5 KA R
EEGFNRECHHFEH (2014F3H28H ) AYEREH -

201443 H28 H HHEE A & Ko 8305 A E5RAE 1N il H HIZ SCHY HH 55 R V(RS - Ty
T JF(ELEEL > Sofia AFAEMHYAR HAIEFR 1 -

&1 830%F] 44 1 oA A Sofias: B & A

BREREE B #
U.S. Provisional App. 60/634,677 (“P1”) 2004F12H9H
Int. App. PCT/US2005/044442 (“NP2”) 2005F12H8H
Sofia )\ fi EF] 20101 H21H

RASRIYF AL - ZE R /PIRVIEBE NS A HRERE NS SR AR T
fif> 830 FI| 55 K I 191 /Y " Re and Ry are independently H or (C-Co)alkyl | » & P15
AIE S5 K IH4745 H "Ry is hydrogen or (Ci-Ce)alkyl | DL R FE 25 K455 H " Re is
hydrogen or (Ci- Ce)alkyl ; - {HK FP1EEKIHATHYEE I H 26 IH T @ 2H (47. The
compound of any one of claims 1-46) - EFEAYEERELIILEZ FIZEE » DLEFP1EE K
THATH SRS B 830 AV EE K IR I VB 2 L EIMEA 8 - AR (L I it 2 7 - "830
BRFE RIHIMPIRYIE BB N A Ehi =2 -
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&R2 C830%AIEF KA IPLAYE E N R LI

"830FFIFEKIA]

P1

1. A compound of formula I:

I
P X R,
Ry / o
R,
R,0 R 6
R, R
wherein:

Ri is guanine, cytosine, thymine, 3-deazaadenine, or
uracil, optionally substituted by 1, 2, or 3 U; wherein
each U is independently halo, hydroxy, (Ci-Ce)alkyl,
(C5-Co)cycloalkyl, (Ci-Ce)alkoxy, (Cs-Ces)cycloalkyloxy,
(Ci-Cs)alkanoyl, (Ci-Ce)alkanoyloxy, trifluoromethyl,
hydroxy(Ci-Ce)alkyl, -(CH2)1-4P(=O)(ORw)2, aryl,

aryl(Ci-Ce)alkyl, or NR.Ry;

PIGERIA2 (F9EE TRIHUUES) HI

R: is adenine, guanine, cytosine, thymine,
3-deazaadenine, or uracil, optionally
substituted by 1, 2, or 3 U; wherein each U
is independently halo, hydroxy, (Ci-Cs)alkyl,
(Cs-Ce)cycloalkyl, (Ci-Cs)alkoxy, (C3-Cs)
cycloalkyloxy, (Ci-Ce)alkanoyl, (Ci-Ce)
alkanoyloxy, trifluoromethyl, hydroxy
(Ci-Ce)alkyl, -(CH2)14P(=O)(ORw)2 aryl, aryl
(Ci-Ce)alkyl, orNRxRy;

R: is halo;

PIEEKIALS (#8588 T REAUE)
R is halo

Rs and R7 are independently H or (Ci-Ce)alkyl;

47. The compound of any one of claims 1—
46 wherein R7 is hydrogen or (Ci-Ce)alkyl.
(R OKIHA8 T HIR7E ] s “halo,
hydroxy, (Ci-Ce)alkyl, (C3-Cs)cycloalkyl,
(Ci-Ce)alkoxy, (Cs-Ce)cycloalkyloxy, (Ci-Ce)
alkanoyl, (Ci-Ce)alkanoyloxy, trifluoromethyl,
azido, cyano, -N(R;)C(=O)N(Raa)(Rab),
-N(R2)C(=0)ORuc, or NRaaRae")
Minnesota K E2 FIEP135 K 1647 - 454 P1
A KIHAS (385 T ReAUES)

Rs is hydrogen or (Ci- Ce)alkyl.

Rs is hydroxy;

PIGECKIA21 ($582 7 RaHUER)
Rs is hydroxy

R4 is hydrogen, (Ci-Cs)alkyl, (C3-Cs)cycloalkyl,

PIEEORIAL (F95E T RAVREAIX)
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P1

aryl, aryl(Ci-Ce)alkyl, or 2-cyanoethyl;

R4 is hydrogen, (Ci-Cs)alkyl, (C3-Cs)
cycloalkyl, aryl, aryl (Ci -Ce)alkyl, or 2-
cyanoethyl;

Rs is an amino acid;

PIEEOKIA33 (18578 T RsHUUZL)

Rs is an amino acid.

X is oxy, thio, or methylene;

X is oxy, thio, or methylene;

each Ry, is independently hydrogen or (Ci-Ce)alkyl;

R: and R, are each independently hydrogen, (Ci-Cs)
alkyl, (Cs-Ce)cycloalkyl, phenyl, benzyl, phenethyl,
or (Ci-Ce)alkanoyl; or R: and R, together with the
nitrogen to which they are attached are pyrrolidino,

piperidino or morpholino;

wherein any (Ci-Ce)alkyl of Ri, Rs-R7, Ry, Ry, and
R, is optionally substituted with one or more halo,
hydroxy, (Ci-Cs)alkoxy, (Cs3-Cs)cycloalkyloxy,
(Ci-Ce)alkanoyl, (Ci-Ce)alkanoyloxy, trifluoromethyl,
azido, cyano, oxo (=0), (Ci-Ce)alkyl, (Cs-Cs)cycloalkyl,
(Cs3-Ce)cycloalkyl(Ci-Ce)alkyl, (Ci-Ces)alkyl-S-
(Ci-Ce)alkyl-, aryl, heteroaryl, alkyl(Ci-Ce)alkyl, or
heteroaryl(Ci-Cs)alkyl, or NRRa; wherein each Ry,
and Rax is independently hydrogen, (Ci-Ce)alkyl,
(Cs-Ce)cycloalkyl, phenyl, benzyl, or phenethyl;
and wherein any aryl or heteroaryl may optionally be
substituted with one or more substituents selected
from the group consisting of halo, hydroxy, (Ci-Ce)
alkyl, (Cs-Ce)cycloalkyl, (Ci-Cs)alkoxy, (C3-Cs)
cycloalkyloxy, (Ci-Cs)alkanoyl, (Ci-Cs)alkanoyloxy,
trifluoromethyl, trifluoromethoxy, nitro, cyano, and

amino;

or a pharmaceutically acceptable salt thereof.
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EBTHIR - T E A AL R B AR 1 H R AR AL S B T 2 A S
HYERPY - ) HEIZE (genus) HYE AL A2 7R I M Z @ HYSNEL SR - 1y HLE R
T A% B B S A AR M B R B4 B B R A B SRR L AR R IR L MR
A RRANIEHERE - B HBE A e B 51{E (visualize) =GEkH] (recognize )
ZBIVEC A © PIAVEEKIRYIER T RA (B B RE AV S - Ry (i n] me Ay (1l s 5
BREAREAFRGSHEEONWITRER - FE L > fJREMEEREZN IR > MR
& UERIMAFEEZ VI EEER DGR f @5 E (subgenus) -
KIGEREC AR - RE T IRESSBEHRM TR — 8 BIERFET/NMERY— 8
fif o PURINP2 oh) A5 1R 47 s IR 50 th o ZH B Bl /N B A BE ER B AR ARG » IRIEE » PLA
NP2JgH Ky 32 B Se s KA Y s @ fe (it e SRy F i 2l 2 R » BRRC SR KIS (B
JetEte 5 2 e S R FE S ARV R - B BT L AR R AT EE R Y 4B R Y AT
Pl o BEENGEBNLEZMZE > DIERPIFERIEATHIEE (EEHE 2 IEN
JBIH > e TR 830 At R HARE R G ZHVE ) B 830 FHYEERKIA RIS~
FEMEA R - SRR E R B MCOR - NS IR A e > 830 A EA TR
PIAYE JefE - 25 ECH 5 4 (Bt 22 SE R T Sofia 2 B A T A B sl - HEE A

R o

= BEME
(—)Eculizumab

FE20254E (N In Re XENCORZE®'t » Fiy il 1 55 2 iy 55 B 5 1| FH 55 22 55 16/803,690
Bt (LU TP690H 3%, ) > BINEEHEE - R P ERAELERNRE
20082 H25H - 690 GE £ 5K » 1AM R E AR HUUEAT UG - I DUEUSER
Wi EA - WD B EFSREIGRAVEI » Bld0 > SBIEEL T S EE R
HYEEERE I B e BRR e i R EAERRREN ZIOESH - Kt > A%
HF P 8 SRS T 7 2 Y B R AL 0 - T R Bl DB R R 2 Bl Ry - o HP
fEt—EHCsHigziyFlT - BISGL.1 -

21 In re: Xencor, Inc., No. 2024-1870 (Fed. Cir. Mar. 13, 2025).
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s BERE

PLCshife e — M BICSE G HY kbR - MCSE— 2B L&D
B o FPEBAAERDUIESGLIT DI A NECSE D - 76T FH BT S 4R I e 1Y 28
2 o SGLIAY—{lE FR AT Fseculizumab - L4 R EE RS » W HHPHIEA - (£
FIFHEFHE - eculizumab 4% F 76 17 F 85 MR R AT AL Z PR AE ( paroxysmal nocturnal
haemoglobinuria, PNH) - 22— pHEk [ EGS [REATI8 M MURBENS - BEEZ RAR
BEIRIR T W B EREEMREE T B aRfIgE , havEs -

TEARZE I R A WA TR KT ¢ 55 KPH8 (JepsongfKIH ) » DAKGEEKIA9 (J77%
FHOKIE) -

8.7 —1EE @ A AFcAE i R CSmBE SRaER BN 7 A » HEUERTE -

% FesE I Y A JHF 25 AR & i EL IE HUAAM428L/N434S >

H o 4R5E ik EKabatiyEU 5| -

HEF R R ERHIPICSTiag » iR R IR - BEERVE

9. —fEBIERMCSMBRRABERBN T L HEHE !

)RE B AJHCSE LS A MG S 3 LK

b)—{EFcA&i g - MBI NBHFc kL& f Al HUAM428L/N434S

H A 4R5E (K iEKabatiYEU S| -

HEAF R R EURRIPICSTias » A R as BRI - BEERAVE

Xencor, Inc. (DUNETE " Xencor/AH] | ) HEF|FHE FHZEE (LUTHEMH
"ZEE ) B LFFEE/NANRERH LT o A E R H B RS EATEE K
PRItk = F R BH A B AT HE A

EBTHIE AR TWRER TER  —iE o WoRRE ISR M AT B E A
IHCSHiRe (BIEEMHFT EIRFCEaIIHICSiRE) AR TR E - (F BRI
FHEARVEE | - EHNERAZF I ARRO SRR E MERRERER > TaBRRE ) HILE
LRE TAEATA R EHETE R o SEAF MR - BA R B
Wt 0 REFIE i B P H 5 R R E AV FeZ B HLCS TS T e A& - oA (A —
(&l ELAS Y B 5] - 558 B S0 P B P HR 55 5 A PR HY Fe B BN ST CS HLAS S F i B 2
PRSI - RHE - sRIAEEYE = HH s R A B HFcE i S EDS T 2
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BB, 0 G5 S TEAR BRI UEE - EREPICSHRE (5G1.1) » EHyiag
DIg B S a1 A B 09 - sRBHE W R &0 AP CSHi g e B B &
B o 33 BAER A E vh E A BT BB EL 514048 20020 el 1 e i & 5% R e FH g G B A -
FEAh » Xencor/y 5] & 2 H B i eculizumab A 5 B 58 #5 —— 15 £ U 11 12 S I 48
1E——Tfi %2 K J& LAEE BH eculizumab 8 #% B A VG IR AR LL 0% » B2 am P A BN < AR
IE > A HEE R A IHFFE ACZEMEHSGLKHEEY) (equivalents ) JAFHH
NWTTE - 4R BaREE/NHAYRE -

(Z)Paliperidone Palmitate

1F 2025 4 /Y Janssen v. Teva Z£22th » Janssen Pharmaceuticals, Inc. £l Janssen
Pharmaceutica NV ( DL N4HE " Janssen/\ 5] | ) F5#¢Teva Pharmaceuticals USA, Inc.
(TevaA &) RJU T Janssen iy 3= B & 7 55 9,439,906 5% ( LA N i fl " 906 &
) o BRI S B RERIOES B GURE R EEYN4EEE T » Tevaly
FIREMERE o HIRHVESE - EIRFECRIAI-21REINN 5 A% (obviousness) [ iR -
Janssen 2\ 5] HY 906 B F] E5E Wi #8 7x T " paliperidone palmitate [ 45 %% 77 2€ |
( paliperidone 'y —fE5ME T = ) » H & ffHJanssen/\ 5] HY " Invega Sustenna i i
paliperidone palmitate 4% F {0 % )R 2 on > BEEE S T AV AYIE o
it ; ° £ ABGN > paliperidone palmitate®## ([ Fypaliperidone - —fE A SLRTRITHY
PR EEY) - g DI ARSERIE S B E - 28 » CIAREEVIESRE R - il
BRIEA - MEEAETRATE " EEIUERER - JARRERE - HEEHR
FIFRERE - DU AR EMOE EaR bt 2am, -
REMEFH RN T ¢
| —FELGEE T - FIN Y EARE D R ~ 70 2415 81 P e SR 1 7 BUE
ek HL 75 S G BRI 11 2 it F paliperidone palmitate » 5% J7 2 A4
(WEEFRINE—K > HREZEAFRNEZ N =AIETILRES @ 46749150
mg-eq.HYpaliperidone - #%paliperidone [ paliperidone palmitatey . =B 5 G £% FH 45 78
FIRIE Fo g R EST & (loading dose)

22 Janssen Pharmaceuticals, Inc. v. Teva Pharmaceuticals USA, Inc., Nos. 2025-1228, -1252 (Fed.
Cir. July 8, 2025).
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CRERE

QFFEEFENFEOH 2B 100 M HHRIDEFENBZ R =AIUETHLRES -
45T 49100 mg-eq.Hpaliperidone » #%paliperidone A paliperidone palmitateHy 7 =Bl
PR P R BRI AUAE s —RARRE © DL

OEFE_ XA ERMAE WA (£7X) » HRIDEFNEZN =A%
HLAETTHL A RS » 48 74925 mg-eq. £4Y150 mg-eq.Hpaliperidone » #% paliperidonel)
Paliperidone palmitatefJF BRI BR 4% BRI B4 o 56 — AR I & -

FORIA TP HVAEEE T 28 HP e 35— REERT R 1% - R EHV 4R R R 4925
mg-eq.@lso mg-eq. * JYEEH (7K RN A 2 7 26 REAYIE (5 BE 1 =4
AILEEAL -

FeHIE RS

&3 HstATHEMALBRERNSE

" 5FAd =l Paliperidone Palmitateff)&HE 1l 77 240E B & AU B2 2 1%
W9E ) o sxbATEEE U anssen/Y S HETTHY S5 = FAER PR &5 - BA%?%ALX"MEE
SASEABRTER |3 ¢ =% EPaliperidone Palmitatefy45%E 77 25 & 5 bh 22 RUBI B B4y -
NCT00210548 | SZ {48 Fy—TEHIER 05 22— FH A A5 R 7 IR R R B 9 i FH 2270 EﬁJ”EEﬁ
paliperidone palmitate (7& /50 - 1005150 mg-eq.) - H " FH SRS
R EEE, -
fon T —iE TG R GEEERE ~ v LA B B T R i B EE YY)
HEY o ZEEEE (FREMBIN) TEEARE ) paliperidone
palmitate °
ol T T —FE B T 45 Sipaliperidone palmitatefy 7% | c WO ’384%:%

WO ’384 SCERFE - A T DU T IR R R E S as L o KIERE T AR
WO02006/114384 [0.25 ml%E1.50 mlZfH > HATFERIEME , » "THAER25£150 mg-eq.09

paliperidone | -

*544 8 F|
US6,555,544

Teva NE e FIRALEMEA " #EEBZF, (overlapping-range cases) K
oo BIE S5 KA BE SR e R R T8 R AV L B AT - JEHEE R8I 5 . » Seni
FeIiTWO 3844552 1254150 mg-eq.HYF|Z #HiE - 5485 88 )7 Z 2 F] 1710081150
mg-eq.VEELEETE -

PR » EBRIEARE A L HEE - TABER Ry AEMRIIRE—H T BRIt RE
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& R EEEW AR AR "B ER RSP  (integrated unit of
steps )+ EA{EEEIGNEN FHIARVEEHRR - AR o B0 IR AT S AR Y
BYERE N EE - EERE - eSS R EE RS MR EN TIERE G, o B
ZEEATTG BTG, (routine optimization) AYHE » TR i BR A o8 BEHY B
M S > IR LhRAVHEE -

EBEFRAE A T Tevas 5lHE AV S TSGR » s0E H B 2 IR EK A F
LREETTZEVEN |

1548EABR T2 + s R — T > ARl " =K% & | L8R
R MRS BT ABRE TANEE ) B TR, (97K -

2.Haldol{5 823 : Teva/\ & FiRia {755 —FfE%EY) (haloperidol decanoate) AYIE5|
GEALEI o (EIABEEEEL - Haldolz(f; FRE IS HIEZERRESAT " FELAEHRAY WILEHI 2
fe > WA Z LM, - EEAFHFA TIREK, TEFERMEK (Hlteach
away > RZ[EIBOR) © HRAN - IR IAESEY)(E ARG N Y EE 8 11 B2 R [E] - Beffn A
Bz @R ABEEHFEM -

3.EreshefskySZER?* © EZAIR SN " &, S > EHZWARHRECEEMSHOR
SV B > BHEAFEA S HFEENEVEYRENEETEAE < ARG
Hxie 0 e | BREEEAGEREEEEANENMS ) it ABE N ERER
&R R 2 A ERE L -

i o EBEERE R N B A T G THIARTY | ER LS HAREVEET

il

I3

2

Ebtiet - T BREBGETTE ) RN E R B SRR - B REY)
FEHG N HY A S R DR 45 TP P Y R R B - BN RS A BE © R
HAVE > ME—15FE SRR T R e pidin 548 i K T N EaERE R L 21
85 - ABRRR > EHRZEEBE BT - MR ARG A% T RKE
AEEr TR o RE Teva X T E5RA B RS S KIARY "2 el

28 HALDOL® Decanoate 50 (haloperidol) HALDOL® Decanoate 100 (haloperidol) For IM Injection
Only (last modified May 2007).

Ereshefsky L. et al., 4 loading-dose strategy for converting from oral to depot haloperidol, 44(12)
Hosp COMMUNITY PSYCHIATRY 1155-61 (1993).

24
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B o AETEBE L - Bt NBAERNE TR ) VSN HEFTEAGERIERE
BLERY -

(=)Cladribine

1£20254F- Merck Serono v. HopewellZ£?5h » &€ 5H %% /\ F]Serono/\ =] 288 #l 15
RS SHE T L Bl 4 e Ivax A HI 25 F > Serono/A El Al Ivax A E| 8824 T — 17 | s, -
Ivax NS AR T SO ) h V4G EETT £ 55 A K H Y Bodor | » Bodor S Fi[ 2
H(Serono A HEIHYSEBIHEFIEET,713,9475% (LUTFGHE T 947TEF] ) ) HEHImAEL -

Bodor B FI| 4l T —FdFF B Y45 €€ 77 Z£ > B35 8 [ cladribine-cyclodextrinf® &
VIS aR L R LE - TR T ONTTIEEE , -

FeHTE T EL 94T FE AR MRS SKIA S B a1 k4 -

£4  RATHATI04T R A 6K KM KA H R

Serono/2 &) A Ivax/A ) BodorE FI|fY
BEEAY T REERSCHE NTEE
(DAE2{E B o 89 & |72 )6 & % 48 14 0 (L | %) 22 3 i cladribine (i) 3528 © FrE 426

StelmasiakZ g£28 947 F)

cyclodextrin #§ & ¥
P10 mg cladribine »

(FH5 mg) » HifE
768 B ERE (&1{#E

HHEES KRG TOUER > BHRES WX Ok (8- HZEWQAEH > £t
fRcladribine$E R »  |#] A i (Y cladribine-|10 mg ) B NS  HIRICIAREZ B4 - I

HAE 55 8 ] 45 A

cladribine ") 48 7 & 45

BH RG> RFEQSEHESKEY|  AL7 mgkgEL3.S5
FUEAFESET)BE) mg/kg

Ko MAEF2E A H
HESETRHKE

2

25 Merck Serono S.A. v. Hopewell Pharma Ventures, Inc., Nos. 2025-1210, -1211 (Fed. Cir. Oct. 30,

2025).

26 T Seronos 3] | 1£45Serono S.A. & 3L 2 3] o Merck 2 ) #2006 44 B 7 Serono 2 3) o
2T Tlvaxsyd) ) &% kA A B4 B IVAX Corporation

28

multiple sclerosis, 4(1) MED SCI MONIT 4-8 (1998).
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Serono/2 &) [A)Ivax/A B BodorZE FI| Y

: =028 5
A0 TAISRICH ATRE Stelmasiak 3 if 7B
Q) B T A48 H |~ % 81 1008 A F (if) fEcladribine] = F548
GTERM AR - 218 (6 A % %910 (A
GV > 1y 61H A F A+ 1E L8R i
S TALEER - {F-facladribine ;

A AL 9 H Fe 55 12| 4EFF 3« FF @492
SRS H HETR|  HZ2L4EH > £t

&R MR R O Bk sz B4 -
H7E 4 57 3 &5 B
cladribine /Y 48 75 & 4
F51.7 mg/kg ;

(iv) ficladribineH : 7E [th
A A A b A A

cladribine -

EBEEE > BodorBAHY T NTTIEEE | ARERG AL TAEES 1 ~ 2B H 45 4% - PE{R
1T10ME B 6 BARY 75 & > S S KA AT R E BE S FE Y& o Merck /A 5] 5k
Bodor 5 | fE $2 £ EE - Wi R FOR " HIOUAE |, o HIAF PR 41 Hopewell /A H] 81 52
Miller{#1-#Y 8 > 50 R8N 20 25 MR LIE 2 18 M i H 2R IEk A > Bodor L]
LG it SE ARG & - TE2EHR BRI R TR SV JUAHE » Stelmasiak SZRA L
AU 8 L AR cladribine 1T 2 ([MRIZHY A - A6 B2 BHHER AR -

EBEHIER i N B B 45 & BodorE Stelmasiak (Y Eh# - AT ¢

LIBMERIAERE K + 2 M LE B TR A A — (B AR AR TH 18 38 2R
ERERE  ERZEEAEH -

2.5 Bodor B F| A EBEHETIT AR © VARl E —MEUiT N B & Bodor H A48 F2 1Y
VIEHI &6 22 H AR T 8L | - BodorB ARG IREH » s EH & 0 ZE # L
Ep07% (AIHRBIERGZE TN ) I THE -

3FEREMEE (Result-Effective Variables )  ffA#AVHIEZ » JAbi R4 &E
P B BN R E By T AR B, - ERERER A BT DU A AR A
AEflf] (Lymphocyte Suppression) ZAEFREAE - 7| & #E(TR(EMVE( LM - &
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SR R RN S BT PR DU R PSSR I - 38 L R BT 2 Y -

Merck 2 =] # &5 8 75 18 55 SR A A B 2K & f Se R il - B SR H G5 SR IH 2K AV 2
CREEEETRAIE (mgkg) 4 o MBodorHAETHYE " EEAE (10 mg) 4 -
EBERIE T IR - SRR RIARGINYE T ERVERE o IRt ER RN AR
A B8R o S E Bodor S A iff I Y &1 72 I & 5% 15 55 K IH A Ay me/ kg # R Y (3 FERT E i
EHHREE) o BRSO © LN > SEIBBURERZ BB - R E A B R R Ee
R ] B R I8 I LT 2 LA S R A

i #

TERHE T AUER ZRSEHE | B WIS A RIER AR - SEE BRI - AR
REEHET R BIE AV - B2 - FAUNATTER R LFR - B 7 HERAVHIEDS
Mo (R - WathavH %2 & F #£1TPKPDI ST (ZiE—) » DIRAEYIRE
SHVIATE (=) -

DL SZ #E — B B > Novartis £ 5 85 H O fiz 82 5% Ak 0% & B 2 7Y Panobinostat

(Farydak) - B2 —fHHEHELBE(ERS (Histone deacetylases, HDAC) (7 »
IR FEE )G - HDACTE4ER AL VB 451 DU A AR 2 (SRR A HI A E Y
FiE) THEAEZEEH » HIb#AE BEE e T S ELAVHEES - C1fkPanobinostat
TE E B L - Blbortezomib f dexamethasonelffi & F 18 25 14 % S M B BBl R &~ 1=
BREFRCHEZIBE/VWEFERTTH - H A fEbortezomib e — fi 9 2 5 Hi1 7l
29 o Panobinostatf{y 4 ¥ 4= § 0] F 2 {5 51 521.4%30 1 14C-panobinostat » i &4

(>87%) fECRAKHEPHEYIHEL © HEFHIE E R F44% 2 77% » FRIEF Fy
29% % 51% - JEER T 8y U MR £ 2 o A6 R A - (EH & o A6 R iR 4 B -
Panobinostat Jz F A 3 477 &5 o B Bk B B ek DA AR (LB ER BT - B & Ol B4 -

29 Garnock-Jones KP., Panobinostat: first global approval, 75(6) DRUGS 695-704 (2015), https://doi.
org/10.1007/540265-015-0388-8.

30 Savelieva M. et al., Population pharmacokinetics of intravenous and oral panobinostat in patients

with hematologic and solid tumors, 71(6) EUR J CLIN PHARMACOL 663-72 (2015), https://pmc.

ncbi.nlm.nih.gov/articles/PMC4430599/.

EFIER | 87N+ 7\H | 2026 7H

Taiwan Patent Attorneys Journal



B RS EA 41

Panobinostatf 7R #E I U - 7 F 7% 8 R R 85 BR3! © Panobinostat&HDACSE &
(Y 78§ ‘B B BL 2 hydroxamic acid » Novartis % & PKPD 5§ B {8 42 #5 7] A & R
Panobinostat# 5 #5 (Ca T > JCHZ EfeFhydroxamic acid > WA EH AL - H
T s R A - AL T AR =X B BT AL [S] £ 2 45 hydroxamic acid Y387 £ PD-
LI/HDAC6E S HIHIAHP29{L &) - BB ORARBTTAE (F=153%) 32> 2EH
BT S

PASZHE =R B - FEFF 3 MR 4846 (1diopathic Pulmonary Fibrosis, IPF) 83
o5& fifi 7% &8 ( Forced Vital Capacity, FVC ) /2 5 T & Y B i 7H O A + -
Nerandomilast ( JASCAYD ) & —fH AR =458 — 5085 ( Phosphodiesterase,
PDE) 4Bf{IfI%] - HHBoehringer Ingelheim#I&4/\T]FHE% - MG REATAEAE(L - %%
PIHA2025410 5 7 H 1 35 B B R A YA FFIPF ¢ A 32 © Boehringer Ingelheim/|\ B,
158 2 o f 22 S5 15 7] & f nerandomilast 81 FVC #1342 4 1% MH B (p <0.05) 3 -
MMP-7 %1PF i i EE AV (E A et 2 —3% - BEFMMPTRE TS - HEETEMN
s SR 50 Eh (FVC%) R THM—S AL HEAEE T H 70 EE (DLco% ) 2 &AM
436 - Boehringer Ingelheimefff5¢ T nerandomilast¥f 4 ¥ MMP-7HY 8228 o {7 (dE

81 Clive S. et al., Characterizing the disposition, metabolism, and excretion of an orally active pan-

deacetylase inhibitor, panobinostat, via trace radiolabeled 14C material in advanced cancer
patients, 70(4) CANCER CHEMOTHER PHARMACOL 513-22 (2012), https://doi.org/10.1007/s00280-
012-1940-9.

82 Hu Z, et al., Discovery of Novel and Highly Potent Dual PD-L1/Histone Deacetylase 6 Inhibitors
with Favorable Pharmacokinetics for Cancer Immunotherapy, 68(5) I MED CHEM 5426-54 (2025),
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