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Mgy (DXd) Al FEEE-IR)LDiE. (S0 (253 &H] )

AW AREAS b, AR BB AR 2 R RO AR L A AR RS . PRI
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AW, FEEE AR R EERIE T
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R EAE )L AN 18 LA 75 D SR i) e A Rtk . 1978 T s
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OCT2. OATP1Bl1. OATP1B3. MATEl. MATE2-K. P-gp. BCRP u{ BSEP %%
zEH (0 LIGKAHE] D .

FNhZG i X A Z51C 50 77 1T 52

RSN EW], DXd #& P-gp. OATP1B1. OATP1B3. MATE2-K. MRP1
1 BCRP HIJEY) .

WA 5 CYP3A #i#|7, MATE2-K. MRP1. P-gp. OATP1B1.
OATP1B3 & BCRP iz & Al FIR A AR IR B LM BEAER (S0
LIRPRZGH] D
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AR, IF T LUE 210 SR TT
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AR (Vo) AL T1HE 7353 2.68 LFI127.0 L.

AMIEFER ], NI EE 0 S DXAR) 45 & 8- HE LI 897 %,
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AR B RBE RO I R R A A N 2%, B TDXd.

T AL HER2 1gG 1 5 it et 5 e LgG R R 77 2028 2 A it
R LEREN /N T IR IR -

DR AORE A A A MR ST 77 26 BT DX d 3 B i E AR R M CYP3 A4

FFRAK B J1 240, B4 A8 MEHER2 0 BRHER 21 263k FL R H o i
KA G G, A I R Z AT HEDN0.41 LR, DXARBUANERRZEN19.6
LI/NEF o AEEITEBR TR () NS5.TR, FIREIDXAMREM 2L N5.6 K. 1
&4, DXd&ZP-gp. OATPIB1. OATPIB3. MATE2-K. MRP1FIBCRP &Y .

1£5.4 mg/kgf6.4 mg/kgif| & N WL R AL EREENER (5 1FAML, 56
AL 35%-39%EF) .

KRAFHKNE TDXd)E, T EHEM IR 8 AH VR 15 4 28 .
DXd2 R ZERAEVT T IR Z A ME 7y o TERIRA TR IKN G T AN (6.4
mg/kg) J&, B R ZYIDXdE JRIAZE(E b S Em K AYA 5. RIE
MR 5L DX
25 HAE
IR

CYP3A #i#|7X] DXd #7sZmy: St e (—Fpasi CYP3A ##l57)) A1
ZHEARMBEE 25, 22k AP DXd 22 AUCoa7 240 A3 I 11%F0
18%. IXEEAFAL IS mAS B I PR Y o

OATP #7751 DXd #752m7: S5RFEHF (—F OATPIB/CYP3A X I
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7
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DXd X/ CYP Agj75%4y: DXd A4 CYPLA2. CYP2B6. CYP2C8.
CYP2C9. CYP2C19. CYP2D6 F1 CYP3A, W4T CYP1A2. CYP2B6 Ik
CYP3A.

DXd X #is (kF9207: EIRRAHIGKREE T (F24S Cmax 294 0.2 pmol/L)
DXd #i#] OAT1 (ICso {5~ 12.7 umol/L) . OAT3. OCT1. OCT2. OATP1B1
(ICso fHA 14.4 umol/L) . OATP1B3. MATE1l. MATE2-K. P-gp. BCRP &
BSEP f iz A& 1) Al e PRI

HhZiyxs DXd #9#%m7: DXd & OATP1B1. OATP1B3. MATE2-K. P-
gp~ MRP1 Al BCRP f{JE)

St/ e

FHIKZR 250, 7E3.2 mg/kg - 8.0 mg/kg il RyuH N (LHEFE A EM0.6-1.56%)
A AR IDX AR 2 R e SR 2R, AR E TP AR A AR
e NBE

BT R RBN 1500, A (20-965)  AFh e, A4k E %)
AR i BORE TR A DX A ) 2 B S I AN AE AT I R T SO REI o

JLEE B
R AE ) LB B /D4 AR BEAT A & (1 29430 1 22T 9T
ZEN

PR BY 1M BoR R (20-96% ) XA S 25 Bh 115 TC 820,

B ThRE 2

AT LTI S DR ER . HTEERE (WIFEBRE[CLer] > 60 H
<90 mL/min) B{HEF (CLer>30H<60 mL/min)  (fK#E Cockeroft-Gaultf5 &) B
DR E BE BRI B) S22 00, 51EF ' §EE (Cler > 90 mL/min) AHEL,
R i BB I DX AR 25 AR 5)) 7 52 A 52 31 82 B B8 b B B T Be 1 3 i 52 .

M DgetnE

ARIAT LTI ShREPEM . TR RB) 1% 00, EREH 5
P R P RO 2% 3 1l 2 BRI 25N 1 IR IR U E 5, T ASTAN
MR Z KPR, PR 4D ST R B0 6 DX A5 bR e . 1 S AR A, 52 1) T
FAA EA IR = S
B2

KBATIBRAL 2522 T . AR 25 AH EAE IR R 72 45 3, CYP3ARI#%ia
FANZ SHEA SR A G ADXAN 25

[ RiR%: ]
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DESTINY-Breast03

{EDESTINY-Breast03 340 5T 1 A i A R E Al 2 =k, it e 2 — I
L, IR PHYEXTRE . BEALAI3HIET 7.

AN THER2FAYE . ASn] V)RR v P R, IR B B2
isk 122 B B TR AS Bt BT XL R PR VR TT  BRAE S Bh IR T IR 59T 58
R JE 6 A B B o A7 RS IR FL R IR FE A 7 NHER2FH 1, & XN
HER2 [HC 3+EISHFH M . B FEHEBR 1A 75 2228 B B y6 97 ILD/A R G M il 28 5
Jod S 1 RR 38 BRI B B2 W R TLD/ AR LR 28 (1 . REEIT HAGER M)
e B . A IR PR SR Co IE R 3 58 KR 3 DA K BRAE 232 3 STHER2 B AR 259 1
ERMIG T B R I R . R DL LU BE N L322 32 A 5 5.4 mg/kg (N=261)
ol S8 H 22 Bk R p3.6 mg/kg (N=263) FRllkiiE, M= —R%AE%. RIEEER
ZRRES WA Z Bk B PTRR AR VA T SR N I RS e BE LA IR AT R . VRT
Frel Bpm e . BT, MR F R P e AR A A2 .

F BTG RS R ESMA O (BICR) 2T RECIST vIARHEYE
fEE LAY (PFS) o RAFE (0S) RFREIRES TS HA& L. Hih
UCEF A ARSI TR & YRS IPES . Sl B W2 (ORR) . 2%
fRFFLEETA] (DOR)  BEMELR (PRO) PLIAEBL [H] o

TBITHZ BN DG S R AR A R R SRR AR . FE N () 524 44 g,
HALERE 5S4 (Jul: 2088358 ) 5 ik (99.6%) ; W& (59.9%) « HA
(273%) « BABEAEFFEEAN (3.6%) 5 RFMMEIMEL (ECOG) HEEIRE
PEIr N0 (62.8%) Hil (36.8%) ; WERZMIRE (FHME: 51.9%) ; fFENNE
B (733%) ; FEERAFEMRER (15.6%) , 48.3%M) 8 WEAE 52 i 41 6 #%
R — S 2 BB YT o BRAE RS2 I S0 R MR W IR 9T B B B A N
9.5%.

TE3E T WU e 2450 F4F (& it RS E 4 173%) IPFSH H14
ik, MREGERER, SEEMZRBEGALIL, RMHTHEEPFS (BICR)
A WERG 72 S . £OS/a it (Bl BuE H I 20224207 H25H)
AR RN B gt B EROSE . ERHTAROS i, WEH T
T BICRPFSE# -

7R R T R4 E T EL2,

# 4. DESTINY-Breast03 FHTREE R

B ZER AL B hZER AN
R (5.4mg/kg) (3.6mg/kg)
N=261 N=263
BICR ¥4 PFS?
H1E (%) 87 (33.3) 158 (60.1)
s, H (95% CD NR (18.5, NE) 6.8 (5.6, 8.2)
Kz (95% CID 0.28 (0.22, 0.37)

15/ 22



p il | p<0.000001

SAEFH (0S) P

FE (%) 72 (27.6) 97 (36.9)
i, A (95% CD NR (40.5, NE) NR (34.0, NE)
Kz HE (95% CID 0.64 (0.47, 0.87)

pfE© p=0.0037

%g:f g‘)ﬁﬁiﬁz 94.1% (90.4, 96.4) 86.0% (81.1, 89.8)
24 N HEFHIAELEER (95% 77.4(71.7, 82.1) 69.9 (63.7, 75.2)
ch

BICR ¥4 PFS CEHrRE) °

FEE (%) 117 (44.8) 171 (65.0)
i, H (95% CD 28.8 (22.4, 37.9) 6.8 (5.6, 8.2)
Kb (95% CD 0.33 (0.26, 0.43)

W FL & VAL K PRSP

FHE (%) 116 (44.4) 190 (72.2)
i, A (95% CID 29.1 (23.7, NE) 7.2 (6.8,8.3)
B (95% CD 0.30 (0.24, 0.38)

£ BICR AR ENZEME (ORR) P

n (%) 205 (78.5) 92 (35.0)
95% ClI (73.1, 83.4) (29.2, 41.1)
TGN (%) 55 (21.1) 25 (9.5)
s n (%) 150 (57.5) 67 (25.5)
BICR P& Z AR FF LR 7] P

iz s, 3 (95% CD | 36.6 (22.4, NE) | 23.8 (12.6, 34.7)
CI=EfEXIH; NE=ATfhiil; NR=FKikZ|

M7~ A 6 fr/h

a HiEaEHW: 20214205 H 21 H
b SRR OS HAF T A AL H . 2022 4207 A 25 H
¢ pfHFET)E log-rank K56, & T RGA A 0.013
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1. BAEFHK Kaplan-Meier B
(BIEBIEA#: 2022407 H 25 B)

100
804
~
o
S
~ 60
W 4
204
—— Trastuzumab deruxtecan (n = 261)
o —+ Trastizumab emtansine (n = 263)
T T T T VT T 7T L vV LT T T T I T T T T T T T T T b T r T v T T T T T T o v T I T F o r L LT
0 1 23 45 6 7 8 9 1011 1213 14 15 16 17 18 19 20 21 22 23 24 25 26 27 28 20 30 31 32 33 34 35 36 37 38 39 40 41 42 43 44 45 46 47
N
Al ( )
Number at Risk: Hj‘[j Eﬁ
Trastuzumab
deruxtecan (261) 231256 256 256 254 251240 244 243 241238 236 236 236 231224 21 213 211 206 201200 195 193 167 182173156 142 124 100 91 73 64 51 44 38 30 22 18 11 0 7 & 1 1 1 0
Trastuzumab

emtansine (263) 263 257 252248 243 242 237 233 232 227 224 217 211 203 199 197 191 186 183 179 172 169167 164 164 158 140129 117106 80 70 50 45 41 38 27 2015 8 7 4 3 3 1 1 0

&l 2: £T BICR KLt RAFHK Kaplan-Meier &
(BIEBIEB: 2022407 A 25 H)

1004
a0+
~
o
>
~ 601
% 40
204
—+— Trastuzumab deruxtecan (n = 261)
o4~ Trastizumab emtansie (n = 253)
| L L . . O O, . O . . O L . 0 OO .
0O 1 2 3 4 5 6 7 8 9 10 1112 13 14 15 16 17 18 19 20 21 22 23 24 25 26 27 28 29 30 31 32 33 34 35 36 37 38 39 40 41 42 43 44 45
B
Number at Risk: E-J‘rﬂj (Eﬁ)
Trastuzumab

deruxtecan (261) 261 256 250 244 240225 216 207 205 191 176 173 167 154 148 140 134 131130125123 117113107 99 96 90 82 73 64 55 41 32 28 23 20 18 13 7 5 4 2 1 0

Trastuzumab =
emtansine (263) 263 253201164 156134 111 00 06 81 60 67 63 58 54 51 49 40 47 47 42 41 30 37 36 22 28 27 22 19 15 14 8 7 6 4 2 2 2 1 1 1 1 1 1 0

TE TG W 10 2% Y 2H rh 25 W0 22 2 A DL T PFS 25 51, B0 366 B AL A 2 Bk e puvn
JT 5. PR SMIRES . FAEM L T2 FNAERE P9 AT AL 72959

Hh [ W AH A R 25 RS A B A 25 SR — 3

DESTINY-Breast04

7t DESTINY-Breast04 fiff 7¢ HH AN 1 A b 97 R0F1 22 4, 1 90 & — T fE
Hle Z e, JRECE 1 IBFFT, N4 T 557 BIA A YIRR e HER2 k&L
NGRS B . BT AFHE 2 AN BAFI: 494 Bl R SZARRE Y (HR+) #0163
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B Z AR (HR-) 3% . HER2 fR3RIAE N IHC 1+8( IHC 2+/ISH-, H
HO S EARYE PATHWAY/VENTANA $i-HER2/neu (4B5) N HfiE. B
OV K B A MR 5T B 32 ek AT BRCTE Sl Bl ALy B (Rl B e AR B T S5 6 N H N
R K . HR+EF W0 & /D552 1 — P N 0 W68 97 BRANE & 3252 N 40 AR T -
BELL 2:1 WHLBIBENLAESZ A (N=373) (LA 5.4 mg/kg HIF&EA = &3 T—
W ER K EE) BEAEFENILIT TR (N=184, WiAiMk 51.1%. KBz
20.1%. T PUfhiE 10.3%. HEHAS G ML 10.3%8 820 8.2%) o ML
T IREREA ) HER2 IHC IRZS (IHC 1+8( IHC 2+/I1SH-) . ¥R MEBOR BRAE LT
LR (14280 2 £8) A HROIRAS/BEAE CDKA/6 HMH 7511677 (BEAT %52 CDKA4/6 411
HIFEIT 1) HR+. BEAE A% CDK4/6 #IHIFVAIT I HR+8E HR-) #4702
BEREEZEITTEZ R R R R A RS A T2 1
B0k WFRHERR T R MR VAT \LD/AREGL: T 48 75 S B e N ILD/E
SR fit 98 95 52 DA AR I R 2 25O ISR s 1 B85, i HERR T R & 6T BUREIR M
MR B3, DL ECOG RREIRESITE>1 R .

F BT RifEbs & B BICR #R4E RECIST v1.1 PP 11 HR+7L AR 3 1Y)
PFS. JSEEYT34E Fifehr 2 i BICR R¥E RECIST vi.1 PPl SR NBE (BT
AL HR+FI HR-E#) 1 PFS. HR+&E# 1 OS LA a Ak NBE 1) OS. ORR.
DOR Fl PRO & K H 4 14

FARIT AN DGt A1 B 2R IR R AIE Y AHALL . 76 557 IBE ML 7> 2H B 3%
t, AAERY N 56.5 % (JUHE: 28.4-80.5 %) , 23.5% A 65 L ELLL I; 99.6%
RN, 0.4% A~ 47.9% NAEFIN, 40.0% A TMA, 1.8%A~EASIERHFE
BN FEER G T ECOG RREIRETE A 0 (54.8%) i 1 (45.2%) ; 57.6%
NIHC 1+, 42.4%y IHC 2+/1SH-; 69.8% NAT#4%%, 32.9% Niti#k#2, 5.7% N/
. BT, BEAeImT sl 3 GElE: 1-9) ,
Horb 57.6%EE R0t 1 B )T TR, 40.9%BEAE 20 2 Ay T & 3.9% K
B E CoiARBaT B FIHE) o £ HR+&EE T, BERZ TN mE
STHI A RO 2 (JEHEL: 0-9) , 70%EE4: %321 CDKA/6 IHIFIEIT .«

ZHFR R, £ HR+BAFIFLEAR NBE, ST ML, MV B A
ZH BB 35 1 OS M PFS B3 B Gt 22 B B A R = X o J7 s BRI B TR 5 UA
MK 3 FH 4.

% 5. DESTINY-Breast04 {57 345 B

HR+FAZ1 %@)\ﬁ)\ J
(HR+F1 HR-BAF)
e T o EHEHRER e
(N=331) (N=163) (N=373) (N=184)
BAELEIA
T (%) 126 (38.1) 73 (44.8) 149 (39.9) 90 (48.9)
g, H 23.9(20.8,24.8) | 17.5(15.2,22.4) | 23.4(20.0, 24.8) | 16.8 (14.5, 20.0)
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HR+BA SENE
(HR+H1 HR-BA%1))
%
L T T e T e
(N=331) (N=163) (N=373) (N=184)
(95% CI)
N\
ﬁfﬁt(%% 0.64 (0.48, 0.86) 0.64 (0.49, 0.84)
p i 0.0028 0.001
BICR PEA& ) PFS
HE (%) 211 (63.7) 110 (67.5) 243 (65.1) 127 (69.0)
A%, H
(95% CI) 10.1(9.5,115) | 5.4 (4.4,7.1) 9.9 (9.0, 11.3) 5.1 (4.2, 6.8)
N\
ﬁ&%(g% 0.51 (0.40, 0.64) 0.50 (0.40, 0.63)
p i <0.0001 <0.0001
£ BICR A IR MR R 2>
n (%) 175 (52.6) 27 (16.3) 195 (52.3) 30 (16.3)
95% CI 47.0, 58.0 11.0, 22.8 471,574 113,225
= é»* vl
’Eoé LN 3e) 1(0.6) 13 (3.5) 2 (L1)
(%)
N g2
f%;iﬁ | 164 (49.2) 26 (15.7) 183 (49.1) 28 (15.2)
BICR TPA& IR AR Hr B2 [A] >
oA, H
(95% 1) 10.7(85,13.7) | 6.8(6.59.9) | 10.7(85 13.2) | 6.8(6.0,9.9)
CI=E (5 X [A]

* T HR+BAF s il 5 R R 2 . A2 N=333, {by74] N=166.

FE T2 B E 1450 4H P A 2 31— 350 OS Al PFS 3825, A48 HRORA . BEAE
CDKA4/6 fIHIFNATT « BRI 6B LL & IHC 1+40 IHC 2+/ISH-IRZS . #E HR-TE
A, FENLECEASA R B A, OS N 18.2 AN (95% Cl: 13.6, AA[fh
), MmBENL AR ST A B E AL OS N 8.3 M H (95% Cl: 5.6, 20.6) ,
KA 0.48 (95% Cl: 0.24, 0.95) . BENLFECEA AL EE AL PFS Ky
85 1™H (95% Cl: 4.3, 11.7) , MMBENL/EC 24y H R B AL PFS Jy 2.9 4
H (95% CI: 1.4, 5.1) , KKty 0.46 (95% CI: 0.24, 0.89) .

B3: BAEFFEHIK Kaplan-Meier B (246 AR
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100 Fogmyy, + Wik
—+— Trastuzumab deruxtecan (373)
1hy7 (184)
80
]
% 60 |
'H'] 40
B
20
0—
T T T T T T T T T T T T T T T T T T T T T T T T T T T T T T T T T T T
01 23 45 6 7 8 9 1011 12 13 14 15 16 17 18 19 20 21 22 23 24 25 26 27 28 29 30 31 32 33 34
N
BHE CHE0
RS

Trastuzumab deruxtecan (373) 373 365 363 357 351 344 338 326 315 309 206 287 276 254 223 214 183 158 129 104 90 78 59 48 32 20 14 12,10 8 3 1 1 1 0
L7 (184) 184 171 165 161 157 153 146 138 128 120 114 108 105 97 88 77 61 50 42 32 28 25 18 16 7 5 3 1 0

E4: 1RE BICR K#t B A HR Kaplan-Meier B (BN

100 4 ey + Mk
—+— Trastuzumab deruxtecan (373)
I7 (184)
80 1
x
.]sq_ 60 -
&
% 40
20
0

T T T T T T T T
001 2 3 4 5 6 7 8 9 10 11 12 13 14 15 16 17 18 19 20 21 22 23 24 25 26 27 28 29
SR
ABRAS mHE CAED
Trastuzumab deruxtecan (373) 373 g5 325 295 290 272 238 217 201 183 156 142 118 100 88 81 71 53 42 35 32 21 18 15 8 4 4 1 1 0
HIT (184) 154 165 110 93 90 73 60 51 45 34 32 20 26 22 15 18 9 5 4 3 1 1 1 1 1 1 0

o 2 A R AR 2
[ZE %]

A

{8 il 22 BR PR — AL FMTHER2 Y PUAR B IR 25%) (ADC) o Hiik#R & —
i NIRACHTHERR TgGloiih, I8l 2EM¢ (K& T S5 h 2 g 1 #1751 DXd
B i ek By S MR A LI HER2Z RS &), Sk WALEE IR 4,
it HL T R A Y VA B AR R, R CR A REE M DX, 2
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M-S EDNAT GBI T,
BHEFR
pUigE

T8 22 BRI S A A BE T H57 A 72 DX, £ Ames 36 P 45 RO
Bt A 240 s 7 e A iy A X 6 AT DK B AR P R B iR s v 45 SR 2 D B
.

AFEEME

WA AT B 2 BRI A B BT AR AR B R, K6
HEGHBFEREY, FIkS TEIMZIREY, 7£20 mg/kegf60 mg/keilE T
(RIBAUCHF, 3 W2 NI R HEFE 5.4 mg/kgHI4f5 M%) v S 2O 141
My B4 #6197 mg/kgH & N GRIEAUCTHE, 2 NIRKIEL T ES.4 mg/kgl19
%) A SEEA 2 EERK. E2RERDNE S5/ 2 TR .
W3 HEE AT R A, FkS Tl ZERBpr, £>30 mgkeHlE T
(HRHEAUCTH L, 29l RHERE 7 5.4 mg/kgHI 7ML ) 7] S8 Ak /N
BV VIE RS TS E D>, EIRRAEIA A K E AR AT A% S

e

W A IR AT 4 22 2R PR T BUE M AT
[-5ex 1
T UM

2~8°CHRENEIRAT

IIRES
SRR

BWER GRS WeRSZBIER, T E VA TRCE T UKRS TP 2~8°C T ik
HARTE, WEZE24/MN ANEERHR) .
B IB TR

BWER G LR . R SZEMER, TPEARBRRERRE T EE (k%4
NI BRUKAE F12~8°CF (B 224/ BEGARAE . TRCE IR R VA B[R] T 4G
Ho

(3]

1 /&

| ZUGEI O, H R B T AR IR ZE -
[ 30H]
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24 ™ H
[ HATHr7E]

2y VE bR #HE: 1520230003
[#HEAECS]

[E] 24 i SJ20230005
[ WA A]

4 K. Daiichi Sankyo Europe GmbH

VEMHibE: Zielstattstrasse 48, 81379 Munich, Germany
[4=4k]

4 FK: Baxter Oncology GmbH

A= HihE:  Kantstrasse 2, Halle/Westfalen 33790, Germany
(B3]

Mk & F5: Daiichi Sankyo Europe GmbH

A A Hihk:  Luitpoldstrasse 1, Pfaffenhofen 85276, Germany.
[ENE AP ]

GFR: =3 (R ED HREARA A

sk E CEED BB 55 X E B 500 5 3 1

MR 2 AS: 201203

k& 77: 400-656-3228

3 ht: http://www.daiichisankyo.com.cn
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