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30 mg: 1 g (206.00 mg) =,

« FEAE g ggdsstE (v Egd oz 30 mg) (ET)......... 31.153 mg

« 71e} H7MA: v AAAEZQ ~(Avicel PH102), FEF3E, AEFYUINUEEH,

so|ofZabul 145, @ = gho]||x) 2k Al (85F30716)
45 mg: 1 73 (309.00 mg)
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- 7lEb FH7bAl mARAZZQ ~(Avicel PH102), fRstE, HAEIFAMUEE,
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2) o] 2 FES THota Jermz, ZdetE 9~ EuXA(galactose intolerance), %
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121(79.2%), THA(71.8%), & E %o)(65.5%), ¥ 374 2(33.3%),
2 E71~(31.8%), 29N (24.7%), AT74(24.3%), EE(23.1%), 7HH-%(22.4%),
oln=dol T A F7} (22.0%), T9(20.4%)°] T},

SO ol kg o] o Fol Ao 6.7%MA HuHATh o] °ofs Fold
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FAEHE AAE g o)W o] of Fof At 52.2%04 HilE gtk o
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g Z e} 19 13] 40 mge HE&S o] °F 45 mg
Folol mlaLate], o] k8] Cupax 2 AUCo.06n(0-964 71744 0] & T 52141 81H 4),
AUCiy (0-09] T 5= dsta4)E 22) oF 51% 3 39%, 29% # A ZAH o] °oF
Fo] Folle ZREFHX JAA Fols dsjof g}

lo

Cmax g‘l AUCinfoﬂ D];‘(]T‘:‘ %EE}:\]:_ Oé]{so}:% %j\gj\

A AGAZE o] ofe]l  FARLH HAAwEe vA= WA dE

¥ 4y 12 go
ofo

ATH71 3+ 7] 86%(90% Cl: 73; 101). =+ 2A|AHA 9} H2-=84 A3 A= Qo
wel AFEE 4 ot o] of2 H2-48A AFA Folo A7 A EE Fo]o

2 10417 Fol] FofsoR gk
2) o] °F¥} CYP2D6 7]H <] H&Fo

o] oF 45mg @3] ATFolet W82, CYP2D6 ] probe 7] €3l YArEZWEE
BH5Z(AUCikst R Crmax)> HY-EZHWEZ R thmFolA|el nlalste] Zh7; oF 855%
2 874% Z7FEILE o] o] °Fo] FE CYP2D6 o & thrlElE e of

=
wES ZAEE BAYAAY wEe oA 4 Jee Uudh. =

FeolA 9o P-
gp, A2 2 9Tl FHuoh A G M A(BCRP), ¥ f7]%0]24%5A(OCT)1 2

F4e AT 754l ek

6. A%, Tl A Fo

1) 7helo1 /3]
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1) olglole] o] WA @ ol makdet

op
N
=2
x
X

o) go} the &7 n
g ool Ed Aste] 99lo] @ 4 Jornw A

1. 27 9 B2

thaul g2 Abgh(pan-human) ] A 49 491 4148 A (EGFR/HER1, HER2,
HER4) A Al & exon 199] ZA<= H+= exon 219] L858R A &o] Qli= Wold
EGFRe| &gttt thsim Bl HERw™ XAl Heixela uwrteixom

Agtsto] AAlE AFAIH

2) °FEaY 54

gavEld  AA 45 mge wIFe] 5, oImulElde] A4 AT
|52 AWEo  HlEl 80%(H$: 65%-100%)A ™,  Chax
o] 56AIZFFe =Ech tEuElYd 1Y 13 45 mg Fo F,

oje]l megth S22 AR ugle A=

U Bl g2 ARl 5, 27 Lkge] Bt FAGH HEEA(AF 70kg FA)
[H 5 A5 (CV%): 18%]o= Aol W aiA
chEv g e e 4w H -t Geads Ajteln wAY B

A& (in vitro)2k A A 9] (ex vivo)oll A thEF 2%0] t}.

(3) BANH W
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AU EHS AAANA, FoAb A2R Asgd SFEER A4S
AR (Clmv el 45 mgg @A TR ¥, b B w8 dAbAe
O-desmethyl th=uElHo| At o] thAAIE  in vitro A SFEREA o) A]

o v el 3 A invitro oFe]dtA 28-S dERTh diWdel A thEv|E,
O-desmethyl Th=W|Ejd, A|ZHRJIZAS oz Ed 2 o537 E'"d S mono
oxygenated TtHAFAZ} F8  EHHE AZo|ATh In vitro Al@elA =
CYP2D67} O-desmethyl TF V| E]] Ao #olsl= F CYP 5Fa49
HhE T 9] Agee] ARSFdARA E Ao CYP3A47F 3o dlitl. O-desmethyl
v el 1zt g wArEAd Ao 16%S AAsk=dl, F2 CYP2D69
olaf FAEI, © A%l CYP2C9e| o3 ¥t CYP2D6SAA|
YARA] =Fo] oF 90% AAeldlal, AV E Y =F°] oF 37% S 7FskSiTh

oFs Ao agol w3t 7|Er R

<t}znEld 2 O-desmethyl thH]E]'do] CYP & 4ol mX|&= 3>

In vitroo| A = El d ¥ 1 thAFAIQ] O-desmethyl TP E]Ho] o=
Add Fxo4 CYP1A2, CYP2B6, CYP2C8, CYP2C9, CYP2C19 4%+

CYP3A4/59] A& AT 7t Yt In vitrool A thavEd
Aoz A@RE EEo|A CYP1A2, CYP2B6 X CYP3A4E H%
4

In vitroo A Tt Bl o] FEFEAQ] P-gp(Al), F7180] FE | (OAT)1
4 OAT3, f7]Fel& FEA(0CT)2, fH7]&ole F& 3 (OATP)1B1
< 9

=
2 OATP1B3 &4 A 7hsAde WAR, AR AdE FoA
o]

i
©
_VE
[

<ttzZmElgo] UGT &4d mA& o3>

In vitro©l| A t} = v] E] g o] uridine diphosphate
glucuronosyltransferase(UGT)1A4, UGT1A6, UGT1A9, UGT2B7, UGT2B15&

AA T 5 e s

A

G e e EA7]= 54-80A1%tolth. vhA MBS 32%9]  7HSIRE
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HMEA(CV%)S  7HA™, 20.0L/Mhre]  FAaeS B [MCAHEEA"
ganEdS w3 AT 6o Ade $A @A, FoH F
WAL O] 82%(FAw) 7 B52AIHUll I FEATE tiwe]  F
293 (FAF 79%), AWM 3%7F IFEHIJow, wW
T g2 Folgke] 1%v] Rke] it

>~
>
mﬂ

o fo

B skl oshd, €hxpdd, AF(okAlokql B HjopAlol]l), A
2 ATl vavEdEe FALEH =Fd vA= dHITFS ik o

=
2Ao] E3E B9 oF 0% opAlofel F& melo]giu.

& ddo= 3 IAAFNA vEZrEld 30 mge &3 AR F
EY %=ZF(AUCh % Cma)> 43 ZHEel(Child-Pugh A, 89 )0l A]
WMyt glda, F5% 7HEol(Chid-Pugh B, 99W)ollAE  AA
715828l vls]l 2+ AUChE 15% 2 Chaes 20% 723
G E gidez g FHA AFAIHANA o] oF 30mge w3 AR F
ol $2H(Child-Pugh  C, 8%)dlA tavHY »=E& A
{75 gk2H8)ol Hlal AUCwe] ¥3t7t glleH, Chacs 31% <
T3 1) == g kA A (NCI) 7] e MRl
U2 Rl <A A (ULN)o] iz, of~ut=H o] Eobn] = e 5 4 (AST)>ULN,

e F U FHI>1.015XULN 2 EE AST, N=158] 158W S X 31sh
138179 wPT opEerRale] elstw, FF gelst thmveye)

cgetel MAE e golth A5 FEE BALE W Tus15
3XULN 9 WE AST, 59Jo4 thamlely] k58 wake] $A% givk
<1l

A% Ao (60mL/min<CrCl<90mL/min, 590%) % F5L
A7 (30mL/min - <CrCI<60mL/min, 218)= 44 417]°5(CrCI=90mL/min,
567)3  Hluste] wEulEge]  oFEshE WIIAITA &FUn. TF
217 of gE2HCrCI<30mbL/min,  478)el  digk  °kEst AR AgHA ot
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ARE wE RgelA, tanEy w=E% faddd Wi Jund
Sqe glolth 3% o4 WAEEY Wvd, 1 9 WPEA, 24

155 ool Tl tair = Fefn e wa -9t BAZF Ao H At

(1) EGFR-8/d W 0] 7} 9l= NSCLC #7129 &2} 24](A]% ARCHER 1050)

AFEY div gavede] $44s 4s5sty] 98l EGFR &4dwielrt
9= NSCLC #haK(=r& P delru, ¢hxlve Eve WAMads & &
AL, EE HolA)E dide=z tEvEHY A3/ /AIFH(ARCHER
1050)°]  FAEATh. v, v=wA, FESEg, ek A3
AAJAI A F= 452W 9] AU tIvEY EE AFUEd 112

Fn

2 H 9] 75_33 =g do ]'_9_‘:]'3 /\]Z]]—, S8 Erlsk =4 %AQQ AR
AN HA G A FZo] wWE A AA F o]l shrt WA wyel=

T2 A el M o] st acl
of 7]wtal Mol yg, EE F39] vs, 19 Folrlolol s

A4 vs. exon 2194 9]

rlo

I
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[e]
9
(o]
%e,
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Py
g
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luj
219
xlc
D
X
(@]
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©
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AgA g dAF7PAsE WHE SHWARA AlE (Independent Radiology
Central; IRC)®] ZHE=RZ ZAA"  FAYPYE/ZHPFS)eltt. 34
oA F 7T A BH NG E(ORR), ¥H3-717HDoR), A EE(0S)e] ATt
AARFGY]  JAF2A EAL 60%7F o0l TFAE AR
TURe We24 = 10.8%7F W75A oot Hlo]zzkele]l  30%0l A
ECOG(Eastern Cooperative Oncology Group) <35 =(PS)e] 0°]%laL,
70%° 4 ECOG PS+ 10|13t} 59%+ exon 19 Z<E0]9lal, 41%+ exon
214 L858R MolS Wity Q1F2 WSl 23%, oFAokql 77%, S0°] 1%
mykolQitt. ¥ o], AFur A3, FTE ECOG PS7F 2049l #AELS
Al el A Al 2] ¥ A
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A A3 L Y 2020.02.14
SR RS MR 21: 2024.09.27
IRCHAEZAI} F29ud AYeEYd 3} ti¥] v=
EAF R Fongk FRPAAETZE Aol Y5 H

wlo]zgelo o] 54L& nigo R [RCO 9w FRAFPE7|F B4
AxHEA o] AFel dAEGTh. 53], IRCHEC wE FIPAE7]He
A= obAlolQlat HlofAlollel A 2zt 0.509(95% Cl: 0.391, 0.662)
0.889(95% Cl: 0.568, 1.391)%At}.  ofrJojdel A, o] <¢f Fogte]
FRAPAYEZNT FXHS 16.571€010a, AFE el = 9.37]€ ]t
HjopaJolRlo A, o] o Fore] RXYPAAET|ZF FAS 9.3/,
AT EIH ol A= 9.270H o] Tt

48.7%9] Abzlo] wAEE HFEA(2017d 29 17¢ 7)ol AAYES

EE fhARol A

ATHES L 191).

218 0.760 (95% Cl: 0.582, 0.993)0]™, AAYESE TS 7.37M¥€ 9

Aolg RYThel o FolT 2

Z+7} 341714 (95% Cl: 29.5, 37.7) % 26.871¥

ASEY el

(95% ClI:

AR EE

TGS

23.7, 32.1)). L&},
el

AANBEE MAel A

ASHHAL Aol wel, 2A#d JHSE(ORR) Age EAX
FEow 3 4ol FEHAUY. uwEhA,
Feld e Aoz Hrld 4 gl

[ 5] o]do] Xs84¥x k& EGFR-ZAWo|7l & NSCLC 3IAE udez 3
3J4A8 ARCHER 105091419 -84 A% —ITT 23

EETEE
N=227

A= EH
N=225

AE71ZE (IRCA &3] ZAH)

—d
rN
M| o2t

*ﬁ 2217, n (%)

136 (59.9%)

179 (79.6%)

FRPPEE TAUEH: ML) (95% Cl) | 14.7 (11.1,16.6) | 9.2(9.1, 11.0)
2131 1](95% Cl)® 0.589 (0.469, 0.739)
S5 pwt® <0.0001

A#F 9k3-E (IRCO| 93] ZAA )
NAA 935 % (95% Cl) 74.9% (68.7,80.4) | 71.6% (65.2, 77.4)
F=5 pwte 0.3883

HH-S-717k (IRC 23] AAH)
IRC AEd w2 w-Sx} 4= n(%) 170 (74.9) 161 (71.6)
H-S-717F S 7] (95% Cl) 14.8 (12.0,17.4) |8.3(7.4,9.2)

*2016 1 74¥€ 29 7|+

ITT= Intent-to-treat

a. =3} Cox 3] 7] %4 (Cox Regression ). Z 55 F7 4.
5 oo

web response system)ol] w2 F2QulHA] F
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SHAI
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e
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e
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2! FT(dE

el (IWRS: interactive
ol vs. BE 9] vs




A A =4 d-9 d: 2020.02.14
A A 717432 d: 2024.09.27

[ 5] o]l XgEux] & EGFR-ZAWol7l glE NSCLC 3AS uioz
U’3AE ARCHER 10509149 a4 23 -ITT 2

thaiv By A Ed
N=227 N=225
719] FolAlolel vs. HlEoFAo}el) E EGFR WO H|(dE 19 AE vs. A& 21 0|49
L858R W o])3itl.

b. T3 Z1-=9 A (log-rank test)oll 7]WFgt IWRS o] w2 F2Fu A A 531291
AF(LERA vs. & T390 vs. 19| FopAloksl vs. HFobAok]]) B EGFR
Hol A H (=19 A< vs, 921049 L858R W o])3i Tt

c. =3} Cochran-Mantel-Haenszel 71 4| 7]%st IWRS o] w2 F-2FQujA A F31221S
AF(LEY vs. & T3 vs. 119] TopA ol vs. HlEobA ok]l) B EGFR Wo]
(=19 A< vs. 92104 2] L858R W ol)iTt.

[Z3 1] ARCHER 1050 - IRC HEd| wWE FIAPYE7|ZHPFS)Il ta FHE=-rlo]of

34 (Kaplan-Meier curve) — ITT 23

1.04
+ + + + Censored

0.9 +—= <+ Dacomitinib: (N=227, Events=136)
§ Median 14.7, 95% CI (11.1,16.6)
-
ﬁ 0.8+ 4--%--+ Gefitinib: (N=225, Events=179)
5 3 Median 9.2, 95% CI ( 9.1,11.0)
= 0.7 .
& T HR Reference Group: Gefitinib
o '
4 0.6+ = Stratified HR=0.589 (95% CI: 0.469, 0.739)
_ﬁ Stratified log-rank p-value (2-sided)<0.0001
ﬁ 0.5 i3 Stratified log-rank p-value (1l-sided)<0.0001
0 -
e +
[a] '

0.4+
~ 1
o
k4
2 0::3
19
a

0.2 b
b

0.1 ey o &

0.0 T T T T T T T T T

0 6 12 18 24 30 36 42 48

Progression-Free Survival (months)
Number of patients at risk
Dacomitinib 227 154 106 73 20 6 0 0 0
Gefitinib 225 155 69 34 7 1 0 0 0
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