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20254 3 AET (BE11AR)
% 20244F 4 FAEKET (5 10HR)
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ENHERTU" FOR INTRAVENOUS DRIP INFUSION

##1)HER2 : Human Epidermal Growth Factor Receptor Type 2 (& b _ERZH#E5HRK T2 2K 28, BIF : c-erbB-2)

E2) EE—EMSEOMSEIC K VEHT L&

1.8

1.1 FEIF, BIWFICTIINTESERMR(CHVT,
HAAEREUEICT DA - BRZRDEMDD &
T. AEIDRSHEY EHE S NDEFCOVNTD
HEETBDTE, Ffo, BERBICKILS. BEX
[FZ DRIEICAFIOEMER VB (FIc. BE%
FRZBOVHEIR. REPOERHIHE, FETICE-
FEREBIN'® B T EEICET 21E8R) Z 980, @
BZEITHOREITD &,

1.2 AF DR SICK BB MERMEREN G SHhN. FETIC
ESLEAINRESNTVDDT, HIRBREERICHE
BULEEISEEUVTERAT S L. ®E5DE. 4
HAAEIR (IRIREREE. XK. F#AF) OEsE. EHNG
BIRMELZREIAE (SpO2) RE. MEXIRRER UG
BCTIREDEEE. BRZ+HICITSTE, BED
ROSNBEICFIRSZRIEL. BIBRERIVE
VEIDRSEDBEYBNE=ZITI L&, [7.2. 8.1,
9.1.1. 11.1.1 8]

1.3 FEIRSEEHIIC. WBCTIRERUREZZRiE L.
EEUMARBEDGHIFEEEN BV & ZHER U
e £T. REDUSZEEICHIITDI & [9.1.1
i

2. 22 (RDBHEICIFIBS LBV &)
AFND K33 UIBHOE DB D H 5 B

3. #8m% - IR
3.1 #HAE

B & BRI \ ANl

1N A 7LD

B AM482mg. L-k
NI RYRTT FIUAFI4.76mg. L-k
7 AT N v GRIZ TR A F D v IE B IE KT
Z)E2107mg 21.6mg. RYVILR—
80 1.61mg

IUN—"Y i
#EM100mg

EDINA T LB o aRIGERTTHEZ &,
E2)AH 2 R T AP IE. F v A =—ZANL Y —IH(CHO) Mifa % v
THEE NS,

3.2 RE|DOMHIR
" o vy | BEHE
s HEAR PH | st )
IUN—YEEHAG~FAROIEY
HIEAIL00mg 13K >1~59 1.2

E3)AHINNA 7V 2 AARER T ESHRSMLISER Lz L &

4. SHREX [F3h5R
O EZFERED &5 DHER2BZ M DFMTAREN (S B FILE
O {L2EERED B DHER2UEFEIRD FMAEEN S FEFRILE
O WAEREER (CIBE UTcHER2 (ERBB2) EIn FE R 1%
DYIRRABEIREST - BFEDIF/ ATz
O B AIEEEERICIBER U IEHER2BZ DB RYIFR A REIRE
17 - BROBERE

5. ZIEENIIRICEET BF=
UEREERED 5 DHER2[Z M DFiTANGEN (S BEFELE)

51 b2V X2 7 GBEFHERZ) RUY F9 0 R ELE
BRIC K 2IRBBEO 2 WEFIIB I 3RAOENEKX S
RRMEIIHEL L TR,

5.2 RAIDOHiHET - MBBEWEREICB I 268 RTR2MEIX
ML L Tz,

ULEEERED B DHER2EFRIZDFMAEEX (S EFRILE)

53 BRHBICHAAN SN BEICB T AHRERESICO
W, 17, BERBGEIDEONE 2B L. AEIOBERMHE
MOREEE2+H5ICHEAE L LT, BINEEDORERZIT
ST &, [17.1.4 ]

5.4 KFIOMET - MBFEWERICB T 268K OREMEIZ
ML L TR,

5.5 HER2EFHBOERZICOWT. [17. BRBEIOBEONE
EBHIL. +0uREEE T 5RBEXIIRERERICS
FAHMEICK D HER2ZERBISHIE SN BEICRET
52 &, MEICHTz-> Tk AR S NIES A ESE
mXIXEBEEES T HAWS 2 &, B RIS I K52
it P R 3 i X R R AR IC BT BRI OV T, DR
DI THA DS AFARETHS :
https://www.pmda.go.jp/review-services/drug-
reviews/review-information/cd/0001.html
[17.1.4 B8]

(" AALREGER ICIBE UTcHER2 (ERBB2) I FEERME
DYIRRTBEIREST - BREOIE/ i3z

5.6 [17. BERBAEIDEONE 2 BH L. KREOF IR IR
WA+ EE L BTy KEIDISLOREDERICD
WTHHEBEICHRF L, BICEREOERZTS> 2 &,
[17.1.5 2]

5.7 KR O—RIGEICB T 26/ OREMEIIHEL L TWH
T\,

5.8 AFIDOMiET - iR ICB 260 R OCREMEI
FEIL L TR0,

59 +5 7552 H 9 2RBENIIMERERICB T 2RI
& 0. HER2(ERBB2)BIZTERNMHER SN BHEICH
5952&, BEICHI- TiE, REBSIN7E5N2HH
EEMIIEBRKEZHAWAZ &, B, Rila Nk
AL EE T F RS S R ER ICB T A B HIC D L T,
UTROT 273 A vDPHAFHRETH S :
https://www.pmda.go.jp/review-services/drug-
reviews/review-information/cd/0001.html

(D" AL EER ITIEBE U e HER2FZ M DB R YIBR R BE IR E

7 - BROBE)

5.10 I'17. ERBAEIOEOWNAEARBH L. KR OEMER R
AR L2 BTy KEIDISLOBEDERICD
WTHHEBICHRF L, BICEREOERZTS> 2 &,
[17.1.6 ]

511 v SRV A7 (BIZTHIEZ) ZET(LHBEEICL BB
RO 5 WEFITB T A2 RF OB R L2 3L
LTWwizly,

5.12 KHIO—RIGE K T ZIRIGEICE T 2 BWE R OREME
IIHESZL L T Wb,

5.13 KRN ORI B I 28 HEROE2ME T L
Tz,


https://www.pmda.go.jp/review-services/drug-reviews/review-information/cd/0001.html
https://www.pmda.go.jp/review-services/drug-reviews/review-information/cd/0001.html
https://www.pmda.go.jp/review-services/drug-reviews/review-information/cd/0001.html
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6. BiERUHE

EEEEEDH DHER2BGHEDFMABEN FEFRIE. 1t
PEERED S DHERUEFRIBROFMFREEN FBHERAE. b
(LR ESER(CIEE U HER2 (ERBB2) EInFE R DI
TEETREST - BROIE/)HEZAE)
BEE. BRAKZ N SAYRTT FULZAFH Y (GBIETFHE
¥z )& LT1l5.4mg/kg ({KE) 2905 1) T3 BEMMET
MEEET 5. &8, VEHRSORBESRIFTHNIE2[ME
B0 #% 51 1Z300 M £ THERETE %,
(D AAERESER (ICIEBE U T HER2[B D AR VIR N EE TR E
17 - BROB®)
BEE. BRAKIZ N SAY XS T FLZATFH Y (GBIETFHE
#2) & LTlE6.4mg/kg (FEH) 2904532 1F C3EHE R T
MEEET 5. &8, PEHRSOREESRIFTHIE2[ME
HE 0% 5 I1Z300 M £ TERETE %,

7. BERUHAEICEET %FR
7.1 O FUEEESA & OFHICOWT, AR OR2E

(3TN

LTz,

72 REFHREGICE D EERPRALZHEICIE, ROEER
ERLUT, R - ®E - hikga &, [1.2, 8.1-8.3,
9.1.1-9.1.3, 11.1.1-11.1.3 SH]

BE - ik A BE0REE

{b2E R D & 5 HER2
B D FRARE ST F T
g (LEBEEROH 5
HER2{EFH O P AHE
RISHEFHARE. PALZE
SRR I U /- HER2
(ERBB2) B2 ARG
HOYIBRAREE L ST -
F OIS

W AALERFRICIE L
7zHER2[GE D vk
ANREEAT - HFHOBE

HEERESE

5.4mg/kg

6.4mg/kg

—RiEE

4.4mg/kg

5.4mg/kg

ZRiE

3.2mg/kg

4.4mg/kg

Hhik

3.2mg/kg CRBMENE
shzaViga. B5%
Fikg %,

4.4mg/kg CRBEMWENZ
ShaWHE. 5%
Hikg 3,

BITEFRICN 9 B REE, BE R U LA

BIfEA

R

LB

I AR

Grade 1DB&

BE5ZRIEL., FElE UTHBL
W, 72720, TRTOREMHE
LKL, POBELOBREDER
HE2REL BB EHETS N5
H0H. THBLNLVEELTHE
5T AZEHTED, HHL
G AE. BE2FRIET 5,

Grade 2~40E4&

5 zHhikd %,

FEE BRI AR
(LVEF)
KT

A0%<[R—2 5
LVEF|A > » 5
<45%| 0 #a ot il
DET<
10%

hEZERT 2, JEBLNICHE
I Z1TW\. LVEFZHEET 5.

RN— R F
14oh5
D HE
DR =
10%5»D
<20%

REEL. 3EBLIAICERE 21T
W, LVEFOR—=RS 1 D560
HHEDE T <10%ICEE LA
W, BE5eHET 5.

LVEF<40%X
BER=2F51
5 DFEXHED
KT >20%

RE L. SBRELINICHERIE 217
V. FELVEF<40%XidR—2A
T4 275 DFEHEDET >20%
PREROLNHEE. KEZH
19 %,

EENE S -
M DAZ

5 z2HIET 5,

HITEA

R

ALiE

QTRHIREER

Grade 3Di5&

Grade 1L TICEET % £ Tk
L, BEERZ. THELNLVEE
LCEE5HEMT %,

Grade 40 H&

5 z2Hhikd %,

Infusion
reaction

Grade 1DB&E

e 538 % 50%HH T % o
DR HIR L 2 WIBEIE,
IREICAREIZTTDEE TR E S %,

Grade 205&

Grade 1M TFICEET % £ TH
Exhlid s, HETABE1
B5HEE%50%B0ET 5. RE
DI RE L7 E TR 59 %,

Grade 3XI340 %54

5 z2Hhikd %,

PR ER B D

Grade 3054

Grade 2L TRICEIET % £ Tk
L, EEE. THELNLVEE
XZE—FAETHRS5HERT 5%,

Grade 405 &

Grade 2L RICEIET 5 F TR
L, mER. THELNUVERE
L CEE5HMAT 5,

FEREST
BRIMAE

BIET 5 ETHREL., mIER. 1
FELANLVERE L TREHEMT
%)o

Alf

Grade 3Di5&

Grade 2L TICE{ET % £ Tk
L, WER. A—HETES
T %,

Grade 40354&

Grade 2L TFICEET % £ Tk
L, @ER. THELNLEE
L CE5HEMT %,

i MREE D

Grade 3D5&

Grade 1L TIiCE{ET % £ Tk
#HI 5,
7HUWICEE L -5EEE. F—
FETk5HEMT 5,
THEZBETCHOSEELZEE
. IHBLRLVEELCHER
EERR

Grade 40154

Grade 1L TICE{ET % £ Tk
EL, [BERZ. THELNLVEE
LCHE5HHRT 2.

weyLe
> ¥

Grade 2035&

Grade 1L TICEET % £ Tk
95,
7THEAICEE UG EE. F—
HETR5HEMT 5,
THZ2BETCHOSEIELZEE
. IHELRLVEEL TSR
AR

Grade 30154

Grade 1L TICE{ET % £ Tk
#HI 5,
THOAWICEE L ZGE&1E. 1H
BLANLEE L CTRESHERBT 5.
THZBEETHPOERELLES
x. &5 2hikd 5,

Grade 40%4&

B52Hky 5,

THRIIE K

e 5¢

Grade 305&

Grade 1L RICEET 5 £ TR
95,
SHUWICEE L -EE&E. F—
FETk5HEMT 5,
SHEZBE T, SREIE LGS
Z. THEURILVEBEL (HEH
GERE

Grade 4035&

5 z=Hikd 5,

LEDSAD
BI1EH

Grade 30154

Grade 1L TICE{ET % £ Tk
g5,
7HUWICREE L 5EE. F—
HET5EMT %,
THEZBETCHLEIELLZEE
2. THBLNIVEE L TRER
ERED

Grade 405 &

5 z2Hhikd %,

1) GradelZNCI-CTCAE ver.5.0l1C# U %,

—2—




8. EEREFRNER

8.1 BEMEENH -DNDHZ ENHHDT, RAKEEHA
IR OB ERIE. BERER (IR, MR ORBEDE
) 2 -HCBE Ly BRI B IR MBS EAARIE (SpO2)
B, WERXEME R OCRECTHRERITO>Z & /2. &b
IR LT, M~ —h— (KL-6%). #hiRMEESEDE
(Pa0s). fiifaRBEIRIMEESR 75 E#2E (A-aDO2) . filifkHEl
BE/1 (DLcO) EDBERITH T & BB, WEHCTHREZED
FEACOWNTIE, MIRSSEROZINICEE L EMOB S
BB E, iz, BEIIK LT, FHNERDH 5 bz
BAICIE, EPL ICEEREZZ2T 5L HEET S L,
[1.2, 7.2, 9.1.1, 11.1.1 &]

8.2 LEFHR(LVEF) WMERT 22 LAFH DT, KAIFKS
BASARTICERE O DMREEZER T A L. T/ KEIKRS
FRIZDMER O RBVRI - EEES IO U CGEE DA
B(DITI-%) 2TV, BEORE(LVEFOEH ZET)
HSICBE L. R, BESEBUIFRIEEHET S
Lo [7.2, 9.1.2, 9.1.3 ]

83 BHEMHIAH S5 bNB I ENHBD T, RIS AR
KOBGHRIZERNICMEREZITV., BEOREEZ+
FICBET A, [7.2. 11.1.2 ]

8.4 AFIDEHICH /2> Tl AAE—HBBHPELLTWVS
FNSAVATTROERNTAYVRATT I ED
HDEZICERT S &,

. BENERETIHEZEICAHTIEE

9.1 GHIE - FEEZEDH D EE

9.1.1 HEMMEEDHDEENIFZDEREFEDHZEE
FIEMEMEE SR IEE L, SETICE S REMED
H5, [1.2, 1.3, 7.2, 8.1, 11.1.1 BHE]

9.1.2 E=EERHZE (LVEF) WMETLTW R ES
LVEFE TR Z2EB(LEEBBENFDH 5, (7.2, 8.2 %
F )

9.1.3 RDKSRIMEBREDIR T I 2B ZNDH2EE
DARZEODEBESNHSDLNEBENSH S, [7.2.
8.2 2]
cTUNIHA T URBRIOBREREDH AHEE
« FEAOEHHEER O BE XL ZFDIREREDODH 5 BE
DS MEDARLE L IZIBEZET 2EELANEIRD
HHBEEXIZFTORERO D % EE
- BERER (DHEE, JOES) 0 BE ITZ 0B F
B dH 5 HEE
c BIUEEOBERIZZOBEROH 5 EE

9.3 ffiksEE=EEE

9.3.1 EEDITHEEEESEE
KB ZRT B0 T 72V HEAOFTENEZE
BFEZ N LB Ch 5720, FHEEREEIZ S
TN T UFEEAOMPEEZ LRSS A ATREE S
HB. B, BEEOHHEEREREZD 2HRE LIZER
HEFIEMBL TV, [16.4, 16.5 &)

F)NCI-ODWG (National Cancer Institute-Organ Dysfunction
Working Group) £#12 & 5538

*9.4 EEREE BT &

9.4.1 IR AATREME D B B I IE . RAE SRR O R
BE£7 5 AMICB VRIS 2 BN OE Y] 72 84T
HEICOWTHIHT 52 &, [9.5. 15.2.2 B:H]

9.4.2 BHICIE, RARESHRRORKESHB4n ARBICBWNT
NYT7HEEY F=L)2HVWTEIET 2 0E EICOW
THHET B &, [15.2.2 ]

9.5 111%

IR I IER L T W A ATREME D & 2 etk icid, BB LD
Bt EREE LR 2 MM SN B5/ICOAKET
52 &, IHER2HATH B F T AV A T2 %5 LIz 1E
RICEKBOPRELEOREN DD, T2, FKBD
EFRPUIEFT. BR - HFEROBERE, REREE
WE, HTA RREIRESEEERE. BB IRORERAEE SR D
LN HEIWLES 2B HESN TV D, KFEERT
BT NTF Y VHFBEOEETHHEA) ) THYEH
WBIER (S v b 7HF)IcBWT, EHEEISH
EHENTWD, [9.4.1 BH]

9.6 BH.Mw
BALEZWCENPEE LW, & b TOATBITICET S
F—=Z 13 A, FTHER2HUATH B b T AV A< T Z2H
WBER (D=7 4 F)ICBWT, AH~ORITH
WESNTV 5B,

9.7 INRB
INREE R E UZERREBIEIER L TR,

11. BIfER
WROBUWERDBHHONB I ENHEHDT, BELZTZITITV,
BEPRDONIHBEICEBEG 2T 274 E@EY) 2 0E %
752 &,
11.1 EXIFEHER
*11.1.1 BEEMRZRSE(10.2%)
HELBEEMEERP S SONEZEHFHD. LTI
Bl MESIN TS, BEFED SNIIGEEIE.
AR OFGAZFRIE L, MRESEEBICKEE U7 R & EE
OE. BEISCTHECTHRE, ME~Y—H—F0K
BEEmTHEEHIC, BIBRERILVE VAIOBRESED
W MEZITH 2 &, [1.2, 7.2, 8.1, 9.1.1 2H&]
*11.1.2 B8ENH (56.6%)
IR EREGR A (37.0%) . &M (29.5%) H mmERE D>
(24.1%) « M/MMREGEAD (23.0%) VU > 2SERE A
(10.3%) . FEMAFPERBAEE (0.8%) « FLIMBRFAME
0.1%)BHEbLNBZENH B, [7.2. 8.3 BH]
11.1.3 Infusion reaction(1.5%)
#HE DInfusion reaction?®» 5bh-HE I TR D
BEzEBICHIEL., BEULAEEITH &I E
KPEETH2ETEREEOREZ T FIBEIT S L,
[7.2 8]

11.2 ZDDEIER

30%LLE | 10~30%i 10% A1
4} R =ENE K2, KEEHEBE.
(35.2%) Z 5 FERE
eSS . IFEIED F .
I AR
*JHILES T T ERS.  |HREEE. HIEAR.
(69.8%). |OWNZ. I (EIRIEM. BR. 3G
Ml P
(34.5%)
FF ek ASTHENN, (G IS ASNZ IR
ALTHEIN 1M ALPEEAN,
v-GTPHEEM. Kk
HEE. bR T
IF—tY R, R
REMERE
IR 2 IR RIS,
PRGBS, FiR
TEEREY R READ . DEX
QTEEE. DAE
*| Z DAt W5 BAEGR RERD. BHEHERE.
(48.2%) AT LIMGE, &

i, 2, FIA
T A AR,
Bk, B, e
L7 F=

14. BRHLDZER

14.1 EZFIRREFOEE

14.1.1 HARERHESHAAKSMLEZHR ZED . REZBHELT
FIRAYRTT FATATAY(GRETFHEBEZ)
20mg/mLOBE E L7z, DERZEHFETHREEY,
Eb5ICHARERS5%T Ko EESR100mLICHERT 2
Z&,

1412 BRERIZED ICNA T2 RS &, ZRIEMHT 2
Z&,

14.1.3 FABBIIELPIHEHT S & 2B, AHBPTZ
BITRET2HEE. HOREEZZTPLT VDN
L. 2~8CT4RIINE T 22 & F/oy EHTO
UK OKRE I EDOE TARBLNICTS 2 & Rl
HUICFERT S L,



14.2 ERIESEHOFR

1421 02pumDA >S54 2T 4T —(R)I—FILA)EKY,
RYZNLAYRIZEBHRFA O VE) 2B L THRET S
Z&,

14.2.2 FEDEFEZ LW &,

1423 RF & AAERFHEHEBIERE ORAEZE T, HAE
BAEEAERERCEET A > 2AVZEBRS
Thixnz &,

14.2.4 SNy 7258 TH &,

14.2.5 HEEEICKE L, BEASMEINCRN S &, BE5E87
ICBTAKHE. B, RERE. BR. BEFOHER
ERITIENHAHOTERIPMEINITTHNLZNED
IHRET A5 L,

15. ZOfthDER
15.1 BRERERICE D 1B
BARBICB VT, FANSN T A EEFRE SN
TWd,
15.2 FEERAREHER ICE D < 1B
15.2.1 KB OBYRE(Z v FROEA=Z 74 H)) TENEHN
FRRBREROKIMERUOMBOBREICHET 2 HETH
BB (Z Y P OEFHIEE. =274 PV THERE
TR PRO 5NV wB. Ty b TIREERER
BEONIEOREICHI T 2 HETHER 2 HD %
WIEHIE AN - ERLEO SN TVRDY,
1522 W77 ¥ Vi BAO A SRR 2 H Vv - 3
FEREHBRTREKAOBERE. Jy tOoFHZRAL
T/ IMGHER T/IMEE RN RO 5 7z?, [9.4.1, 9.4.2
e

16. EYENRE
16.1 MFEE
16.1.1 BEKRS
(1) HER2[G D A REE S HHRIVEREIH(BANZE
©) ICAHIS.Amg/kg 2 90 M REFE L& ED M T AY
AT FNITATF AU ROH Y T NTF ¥V FBIEDEE
HERSIX & B BIHEISS A —F IBIRDEB Y TH o729,

HERERO N T AV AT FTVIRATAYROAS T T

FEERDRERBK
(pg/mL)
1501 | o FIRYRYT FLIAFHY
[ & NV T TR
RRCE=  EATE

G rE (H)

BMEREHRO NS AYVAYT TUIATHYROA T vTFo
TR BREINT R — %

Cmax | Tmax | AUClast | ti2 CL Vss
(ug/mb)| (hr) |(pg-H/mL)| (H) |(mL/H/kg) |(mL/kg)
rFAY
2] 126 (12_'5000~ 550 | 552 | 102 | 683
FHY (37.7) 6.85) (178) (1.23)| (3.95) |(15.5)
(N=48)
Cmax | Tmax | AUClast | ti2 CL Vss
(ng/mL)| (hr) |(ng-H/mL)| (H) |(mL/H/kg)|(mL/kg)
Ho Tk
7o 822 | P08 1 351 [sse| -
ECZRN (6.21) 75' 75) (24.3) |(1.29)
(N=48) )
SERME (MR ZE) . Tmax : F i (Ml ~ oA fHE)
a)N=43
- T

(2) HER2[GMH: D VIR BE 72 AT - HFEO BRBEE 12561
(HARANZED) ICRAI6.4mg/kg % 9053 H U EME L7z &
EDONTAVRYT TIVIRTHYROCAY T TV
FHEEOENFEINT A=Y IFROEBY TH o7,

HEHREHED NS AVYRAIT FLIATFAVROAY T T
FEROTEYFHEINT A —5

Cmax | Tmax | AUClast | ti2 CL Vss
(pg/mL)| (hr) |(pg-H/mL)| (H) |(mL/H/kg) |(mL/kg)
%
;ZZZ 127 (3'0903~ 611 5.77¥ | 10.42 | 70.6¥
FHY (28.4) 7.15) (150) |(1.37)| (2.91) |(16.5)
(N=125)
Cmax | Tmax | AUClast | ti2 CL Vss
(ng/mL)| (hr) |(ng-H/mL)| (H) |(mL/H/kg)|(mL/kg)
o7 b 6.85
TV 121 (3'75~ 46.7 5.50P) _ .
ECI (4.79) 7'25) (16.3) |(1.11)
(N=125) )
P fE (FEER2E) . Tmax @ FPORfE (Ml ~ ok (E)
a)N=124
b)N=98
L

16.1.2 R1E%5
(1) HARADOHER2EGHEO FHIARGE X ITHRIAERESIHICA
l6.4mg/kg™ % 338 il R © s #R i (SRR E) Lz & &
DEFIAVRTT FIVIATHYROh YT T Uik
BADAUCO BREMBEIZ1.35KV'1.09TH - 725,
(2) HER2[GH: DRI BN RE 22 1T - FFHO BB EA 12564
(AAANZ &) ICARA6.4mg/ kg % 338 R RE e T s (3
E#%5) LimEZD N TAVRAYT FILTATH YRS
YT NTF Y UFEAOAUCO BRESAEIZ1.39K%V1.00T
%'97’:4)0
16.3 9
T hF I UFER AR MSEIZ10~100ng/mLOEE T
WMLz &0 MFEEAEAEIEEELETI6.8%~
98.0% TdH > 729 (in vitro)o £7z. W7 b TV VFEED
e/ M T REE BEH130.59~ 0.62 T & - 727 (in vitro).
16.4 {#
FSRAYRXYT FAZATHYREELTHBARDOY YV
VLIl ELEZT B EHAISNS, hY TN TV U
BROBRICEIRBOFSID R WEHRI SN B A, F&L
TCYP3AIZE B Z EMRENTY (in vitro). [9.3.1 ZHE]
16.5 HEttt
WP TF v VFEEEERECTIEBELEZ NS AV AT T T
TATHYBZHZTAFIVICEEIFIRNZS Lz & & B
BEIZ67% A ERICHE SN, 19%ARFICHR s N9, »
FThicBLW bR SN E—DBZ{LREIIH > T T
VHEATH - 1210,
UMCTHEH LIz Y v Ty Sk, BEN =2 —-L %)
L7zT v MCHEEFERNERS Uz & &, BETREIZ72% A ETT
WCHRE S N, 22% A RAHIC, 3%AEHICHRtE N9, W
BTl SN EaREEREh >y T U H
BATH-7219, [9.3.1 BHE]
16.7 EYEEER
16.7.1 ZDfth
HER2GM: O EITEREBE 260 (BRAZ &) 12, KA
5.4mg/kgx DA b5 a5V —)L(CYP3AFHEAI)200mg
(IH1E) XiE@V »FEIL(CYP3AKUOATPIBIHEH])
200mg(LH2E) &EPABG LIz L ED T RAY XY T
TV AT 51> DOCmaxKk AUC 17day D 2 FEED H
(PEFH G/ B 5 0) [90%EHER ] IE. #h2h@
1.03[0.96, 1.09]1 % ©*1.11[1.07, 1.15]. @1.05[0.98,
1.131%0'1.19[1.14, 1.25]1 CH > 7=, EREIC. B> T b
T ¥ Y EFHEIEDO Cmax K FAUC17day D A FHEE O HZ
FhZFn®1.04[0.92, 1.181 % v°1.18[1.11, 1.25]. @
0.99[0.85, 1.14] % 1r1.22[1.08, 1.37]1 TH > 720
YT NF Y UFHEEFIZIMATE2-K, P-gp. BCRPR U
MRPIDEETH 5 Z ARSI NI 12 (in vitro).

VE) (LERRIE O 3 5 HER 2B O FH R HE S BRI IS B L TR S N ik
RO I5.4mg/kg (k) % SRR S TH 5.



17. BRPRRLAE
17.1 BMMERURE(CRIT B55R

(
17.1.1

(b2 ESERED H DHER2BZIEDFMAREX [FBHRIAE)
EFRHE)SE T 48585% (DESTINY-Breast01)
NSAVRATT ITLY VI VICKBIBERODH HHER2
FFHEED O BMIARE IS ERIAEREZWNRE LT, EER
JExt HE B & SEHE L7213, MR 184412 (H A N304 %
&)z, AHI5.4mg/kg % 38 M IR T miEERE Uz,
SEENRYIERRRIC K D IRARE PRE S W& 1676
(HAEAN26H %2 &) IcBWT, FEIHEEE T 275
SH BRI T ORI ICE D < BR[95%EHEX ] 1264.1
[56.3~71.3]1%TdH > 7z
BEIDEG SNz 1841 (HAAN3OBIZ &) I2B VT, Hl
YEFA%98.9% (182/184H1) ICFB® SNz FBIERIX.
HEIN76.1%(140/184%1) . BiERE46.2% (85/18441). ¥
5744.0%(81/18441) . NEMH:42.4% (78/18441) . UFHEREL
H229.9% (55/18441) . BAEGE28.3% (52/18441). &
MAEORHEZ21.7% (40/184%)) EThH > 720 F/-v HAE
ANEMIZBWT, BEMEMREEIX23.3%(7/306]) 12588 5
niz.
D THCH:S3+, ULIHCH2+Hr D ISHIERHE O B A3 AN 6 Nz,
D) &M k52 XY T K HEED 5 5 BETH - 1.

*17.1.2 EFEHRESE D48505% (DESTINY-Breast02)

NSGAVRTT ITLYVIUIZKBIBEEEDDH HHER2
B O PR S HAIBRE 2R E LT, AHl&
BB AT ASRIR LB (b I AY A T LRy Y
EURRBINRFTENRYTE L) 2 BT 2 IS RENE
#ACAER = M L7219 REIBTIIAA] 5.4mg/kgz 38
el PR C R EE L7z R E 60851 (HARANTOf %2 & T,
ARFIBE4060], EERESUAFREE20201) 1IC BT EEAE
THH T 2780 SHE R T ORI 1C B D < I EALE
MO R RIE[95%EEXM] G ARFBHT17.8[14.3~
20.81 7 A ERIEERT6.9[5.5~8.4]1n ATH Y.
REBE TR EICERBERER Lz (O — FH[95%
EHEXM] : 0.36[0.28~0.45], EHlu 7T > 71E7E : P<
0.000001. BHRERI/KE[MMI]1=0.05), F7iz. FEFHHIEE
IHEE. BB ARETIEIC X RFRESERS N -F
REHEIEE O—> Th 2 2EFHMTH . AANIIGERES
BEETASEIR LB Ly MEHRNICER G ERZRL
To (FRRE[95%E X MH] « AFIBE39.2[32.7 ~HEDR
Hel » A, EREREER26.5[21.0~#EEREE] » H.
HF— FH[95%SHEX ] : 0.66[0.50~0.86]. BRIT 'S
7 /E 1 P=0.0021, AEKE[E]=0.0040).

RABEA04B1 (HA N4 2 &) BT, BHERAS
97.5%(394/404F) IcRw 67z, EHBUEMIZ. BiD
68.6% (277/4044) . H3551.7%(209/404f1) . BiEkE
35.1%(142/40461) . #FHERERA33.2% (134/40441) |
NEH:32.4% (131/4046) % Td > 7z, F7o. HARAERIC

BT, HEEMERIZ13.3%(6/456) 128D 5h iz,
FE3)HCHES+, LRTHCH2+ 7 DISHIEBIHE O BEMHIA AN 5 Nz,

A AR O Kaplan-Meier i
100+ — KA
\ ———- EELEFUSRE
804 “w\ TR ATHYI0
e \
% 60
ES
7
(%)
20
|
0 |
0 3 6 9 12 15 18 21 24 27 30 33 36 39 42 45 48
i (A)
Y ATHE
AHIBE 406359296239194161132 88 65 47 31 19 12 4 1 1 0
BRRR 0212678 4832 20 11 8 3 2 2 1 1 0 0 0 0
TR

&EFIR OKaplan-Meier i

100+ — AR
——— EfHEFUAREE
80 FEA  T5E00
60
(%) 407 e
20+
+-——+——
0 3 6 9 12 15 18 21 24 27 30 33 36 39 42 45 48
HR(A)
DV S74 =3
AF B 406 390 374 352339306277215160122 82 51 29 10 3 1 O
%gﬁﬁ 202182167151130114106 79 61 46 29 22 15 7 4 1 0

17.1.3 EFHLEEE MEEER (DESTINY-Breast03)
b AV X T RO T4 2 RPUEEREANC X 5 I0EED
» HEVHER2[GMEES) O FMIARE T HHRIBEZ 2R &
LT AFIE N TAYRAST TLAY VI VEHET AIES
MR A LR 2 5206 L 7215 . REIBECTIIAHIS.4mg/kg %
RIBEHETII NI AV AT Ly r3.6mg/kgs3
SE T RSP C R U7z BB 52401 (HAR A 6861 % &L,
AFIEE26 16, HHRSERE263M4) 2B W T, FEFIEE T
& BN FH EHERE T ORI I D < B EA TR O H
RAE[95%EFEX M T AFI B CHEANRE[18.5~HEN
HEl » A, NEEREET6.8[5.6~821 n HTH V. AFHIBETH
FHEEMICERRERE 2R LI (N — RH[95%/EHEX /] -
0.28[0.22~0.37]. ERIur<Z v 7#E : P<0.000001.
ARUKEE[H1]1=0.000204) .
AFIBE257H (HAANZ6Hl 2 &T)icB VT, BIMEAD
98.1%(252/257H) 12D 5Nz ERBIERIKX. ED
72.8%(187/2571). ¥%9544.7%(115/257%1) . NEH:
44.0% (113/25741) . T EREEA>42.8% (110/25741)
BHERE36.2% (93/25741) . EIM30.4%(78/257#). HIfL
BB A30.0%(77/257H) ETH -7z F/o. HEANE
ICBWT, RIEEMERIZ22.2%(8/36/) ICB® 5Nz,
FHROVWTNADEZEENRE L.
- PR EERLBICNT 2 N 52V X7 TROY F9 KBS
1 & BRI AT 6 NIz B
SRS RV R TROY L RIEMIEEH £ & ORISR
TH 565 AMRICHRBET AR 5h i B,
E5)IHCHE3+. XIIIHCHE2+D DISHEB O BESHAANS Nz,

s AR fF IR O Kaplan-Meier g
1004 — KA
———- EEEERE

HEERR  FTHE0

804 N
\
60 L\

40 "L,

SRR
B

:
;
|

|
[

204

0-— T T T T T
0 3 6 9 12 15 18 21 24 27 30 33

R (A)

UATHEE
AEIEE 261 244 214 183 150 105 53 29 10 3 0 O
AHESEEE 263 163 108 78 51 34 21 8 1 1 1 0

UEEERED & HHERUEFKIRDFMI RN EEX (FEHILE)
17.1.4 EFHES M858% (DESTINY-Breast04)
{bLEBIERE D & 5 EOHER2EFEINE) O FRIRRE X IIFHHIL
JEEREEMRE LT, A EMAEIR L7 IBERE (X
Y, TYTYY, FLAYIE Y, RTYZFELN
BSZ ) FRN[TIVT I VRER]) 2 RS LEE
MRV 2L 3B 2 SEHE L 72190 ARHIRE T IEAHI5.4mg/kg
% 3 AR T B AR U 7- . #BRE 5576 (H A N85 %
Eir, RFEE37IH]. EABFGAEEELIZAB) D> B, AL
T UREMGHEER 4046 (RFIFE331H]. EABFRAEE
163%) 12 B\WT . FEFHMGIEE Td 2 MR E R T
DOFHMIZ 7D < EHEEALZHAM O th Il [95% S HEX ] 1
AHIBETL10.1[9.5~11.5] » H. EEIRIEET5.4[4.4
~711 7 ATHY. KHBECHEENICEERLREEETL
=N — RH[95% X [E] : 0.51[0.40~0.64]. &5
025y 7RE  P<0.0001. AE/KE[MH]=0.05), %
7o FEFMAEE ISR E . BENZREFIEIC X D EFHE
ENER S N-BIVGHEIEE T % &4 8EH (R LVEVZA



EBEH6341 % &) COMISEEFHMTH . AANZIAH

HYEMASER LGRS L. St ENICER A EEZ

R U7 (RRE[95%E X ] « AHKIE£9.9[9.0~11.3]1 »

A, EEEIFISERS.1[4.2~6.81 7 A. N — FH[95%

EHEXE] : 0.50[0.40~0.63]. ERIT 'S > 7#E : P<

0.0001. AE/KHE[MM]1=0.05). R, RILEVZHE

AHEHER R OC2AER TO2EFEHRTYH . AFIIIRE

Y EMARIR LGB L, MEFENICER R ERE %

R U7z (RIVE VZEEBHER : N — FH[95%EFEX

M1:0.64[0.48~0.86]. BAIO 5> 7MiE :

P=0.0028. AE/KE[MM]=0.00748. &ALEH : N

HF— FH[95%EHEX ] : 0.64[0.49~0.84]. f@hla 7>

V7 1EE  P=0.0010. AE/KE[FHM#1=0.00748) .

AHNBEI71IH (HARAS6H 2 E&T)IcB VT, BIMERAD

96.2%(357/371F) Ic@BD 5Nnfz. EREWEHAIZ. D

73.0%(271/37161) . ¥3547.7%(177/37141) . BEEBEE

37.7%(140/37141) . MEM:34.0%(126/37141). &K

IR BRER A 33.2% (123/37161) FEThH -7, F7-. H

ANEFNCBWT, FHIEEMZERIZ26.8% (15/564) (27

H 5Nz, [5.3. 5.5 2]

E6) FHRREE LA BRI LT, 12O DESREED & 2 BE NS
&S NI (TSR ESEIRAL T 5 5.6 7 BUNICEREFFRD 51
125 HEANISEEZCERERD 1 DEA%T ), iz, RLEY
ZRAEGERE CIE EEOEEIIMA T, 1 DD EONSIMEERIER
TS 5N, RBHSERIC X 0V ER 5 NBHREOE AR S5 h
e shizBESRRE SNz,

F7)HCEL+, XIFIHCE2+ 2 DISHZEREEOBE PHAANS Nz,

A7 O Kaplan-Meier gl (248 H)

1004 — KAHIRE
———- [EHLEFIGEE
g0l | T AT5Y0
2 co
E
£ 0]
(%)
201
o ] B
0 3 6 9 12 15 18 21 24 27 30
AR (A)
YRTRE
AAIBE 373 295 238 183 118 81 42 21 8 1 0
%gﬁ*ﬁ 184 93 60 34 26 13 4 1 1 0 0

S O Kaplan-Meier i (2 {A5%£MH)
1004 —— A
———- [EAERFATEE

EER THT0

01~ T T T T T T T T T T T T
0 3 6 9 12 15 18 21 24 27 30 33 36
iR (H)

YATHEE
AHIBE 373 357 338 309 276 214 129 78 32 12 3 1 0

§Em5§¥ﬁ 184 161 146 120 105 77 42 25 7 1 0 0 0
TBHREE

(WM AALREEERICIBE U TZHER2 (ERBB2) B FEER M D
VIBRTNREIREST - IR DI/ \HHRTAHEE)

17.1.5 EEHES I #855R (DESTINY-Lung02)
HEaERMEEEER 28 CIL¥RIERO D S5HER2
(ERBB2) Bz T ERB O UIRRARE AT - FROIE/IN
R R E 2 W R E LT, BIERLHBE ERL 217,
15161 (AARANS26 % &) 1. AAIS.4mg/kg i
6.4mg/kg™s) % 338 [ bR T RO FERE U7z HREERIT O
B KAFS.Amg/ kg5 S 75261 (HAAN234] % &
) ENCB VT, EEFMAEE Th 5 5 NI RHE
HERE T DOFHIEIC B D < BANHR[95%FHEXH11353.8[39.5
~67.8]1%TH o7z
ARHF5.4mg/kg G S Nz 101F1 (HAN37H 2 &)1
BT, BUERA92.1%(93/101#) ICRD 5Nz F7x
BITERIZ. BEi59.4%(60/10141) . 47 hEREHAD33.7%
(34/10141) . Bl O EARBERE28.7%(29/10141) . 9%

F525.7%(26/10141) {E24.8%(25/10141) . HIMBREL
FA23.8%(24/10141) MEH:22.8%(23/10141) % TdH -
Too Flo. KA Amg/kgHh G SN HRAEFICE W
T BEMEMERIE2.7%(1/3760) 1B 5N iz, [5.6 &
]

118) 13 AL EFR L IR U 7o HER2 (ERBB2) {5 T2 RGO VIR A RE 7223
17 - FSEOIENMIRIE I B L TRR S N AE R ORI R 135.4mg/kg (fF
#H) 2 BMERER S TH 2.

) AHIS. Amg/kghHICHIE R ICEID M SN BEDS B, T—F v b A
7 HE A CEIT 2 54.5 7 AL, B L 72 8#.

(B AAEREERITIBE U e HER2 B4 DB BV BR R EE 13
7 - BROSE
17.1.6 EFEHRESE I 185K5& (DESTINY-Gastric01)

NI AV AT HERREBEEEER. X077 vk 2
VURHEREEAEEL2L YA VY EOBRBTHEEY
8% 5 N 7zHER2GHEIO O RE VI BRARE 2 1T - BROD
BRI REZATIEREE L NREL T, KRAlEA
BRI Y EEEAASERIR L7210 (1 ) ) T h VEREIE /KA X%
NRZUZFE)) % BT 5IEEHRMEIERLER % EH L
24 18 REIEETIIAKI6.4mg/kg % 33 IR R T s s
L7, BERE 187HI (HAN14961 % &L, AAIEEL256.
AR PURBEREO2H1) D 5 B R RHEMRRB I K D IZ
FRZE DRE S N7 9B E 17561 (HARAN14061 %2 &tr. A
HIFEL1OMI. EATEFIGERSOH]) ICB W T, EEFHIE
HTd 2 M 2h ¥ ERE O IcE D < EME[95%
FEXME]E. AFIBET51.3[41.9~60.5]1%. EEHEFE
BET14.3[6.4~26.2]1%TH Y. AFIBECTHEZNICE
RICBWENRZR L (P<0.0001. Cochran-Mantel-
Haenszell#E) . F7z. BHRIHEE. BENLMEEFIH
12 X VARFRE SRS N -BIRFHMEIEE O—>Th 52
MO R TH . RNANTIRBRIE S EMAGER U -
BREICH Uy MEMENICER R ER 2R U7z (FPRE - AF
BE12.57 H. EEIBRIRIGERS.4n A NT— RE[95%(F
FEHX ] £ 0.59[0.39~0.88]. BRI I v 7#iE :
P=0.0097. HE/K¥E[®H]=0.0202),
AFIBEL2561 (HARANIBI 2 &T)icB VT, BIMERAD
97.6%(122/12501) 12888 &7z, EBIMEAIEZ. ek
Bupi062.4% (78/125641) . BEID57.6%(72/12561). &A%
JHIE52.8% (66/12561) . &IM40.8% (51/12561) . I/
B 38.4% (48/12561) . HIMEREKA37.6%(47/125
Bl) . BRER34.4%(43/12561) . FHI24.8% (31/12561).
RERE22.4%(28/1256%1). U > I)SERE KA 21.6%
(27/12541) . TEH:20.8% (26/1256) & TH -7z F/z.
HARAERICB W T, BEEMZERIZ11.1%(11/9941) 12
BHS5NTz. [5.10 2]
EL0) IHCH3+, RIHCH2+ A O ISHEB O BENSRAANS N1,

SEFHR OKaplan-Meier i

1004 — KHIRF
———- RERREREE
80 EEA  FTHE0
e
* 604
&
(%) 407
20
,,,,,,, ]
01+ T T T T T T T
0 3 6 9 12 15 18 21 24
W (A)
D74 S<r
AHBE 125 115 88 54 33 14 7 3 0
PR A8 4R
R 62 54 37 19 10 2 2 0 0

18. ERHEIE

18.1 {EFRKERE
FSAYVRYT FIZAFHvIE, HER2ICHT 5k Mb
E) 70 —FNFMEE VRS VAT Y I HEERAZET S
AT N TFYUFEEAE, VU2 N L THRASE N
BMEEERTH D, NTAVRAYT FLZATFHVIE, JE
B oMBaE EIcHIF T H2HER2IHES L. MEMNICELD
AENZRBICY =KD S ., BEELZH YT T
¥ VFEANDNAGEERAR VT R b — ¥ ZAFEER 2R
ZEFICKY, EEEEINFIERERT EEZ 6N TS,



18.2 JiiEBsIR

FNSAVZATT FLIZATFTHYIE, in vitrollBW T,
HER2[GH O b s AIEHRKPL-4 % O'SK-BR-3fHfatk. Af
It N BEHRNCI-NS7Mfatk It U CHEMMmGIER 2R L
7220, &7z, in vivollBWT. HER2[E M OKPL-4IRIRE.
FUEEEHRCTG-0708 @5 MM . NCI-N87Hifatk. &
JEEFHRNIBIO GOl6lEEMMA . HER2IEFRHOFIER
EHHRCTG-2308EE M. HER2(ERBB2)EIzTDLTY
V20 AL REET A MENIRaEBHRNCI-H1781
MRk, HER2(ERBB2)BIZFAR (MEREREIL VY
V20 AER)ZEA Lz b NIRAEBEENCI-H322
MRS 2 ZNENE TFBELEZX - R 2128V, [#
EEFEINSIER 2R L 722D 22,

19. BT ICET IE(EEHAR

—&R: NI AVXTT FITATH Y GEETHEER)
(Trastuzumab Deruxtecan (Genetical Recombination))

DFR:TFTNTATH Y
Cs2Hs57FNoO13
EiIRENE P
Ce460H9972N172402014S44 (%7 > 78 7 EER Ty 47R8H)
H#H C2108H3301N5850672516
L#H C1032H15090N2770335S6

PDFE TFTIVIATHY
1,035.06
E/IRENx P
$9148,000
NIAVXT FIVIATHY
$9157,000

F B FSAVYIATT FATATH UG RAEENESGE
THO. BETHIEZ T 70 —F ) UHEDOFEE8MEO
CysiREIZ, WY T TV UFBEKEY) O h—Db%k
5TV AT H > ((3RS)-1-[(105)-10-_> Y )L-1-
{[(15,95)-9-ZF JL-5-7 LA 1-9- RO F T -4-XF
V-10,13-¥4%v-2,3,9,10,13,15-~AF %k R
-1H(12H-RX> Y [del¥5 7 [3'4' 6,711 KV D)
[1,2-b]F /9 >-1-4 L1732 /}-1,6,9,12,15,18-~\F
T FV-3-FF9-58,11,14,17-RF7HF R~ Iy
V23-AN]25-VAFVETY V34 NE) BIEE
LTWwW5,
RS DI1Z. & MEE Za—F AT, <7 2
t b EERERTZA428 (HER2) € 7 u—F )Lt
ROMBWERER. e b7 L =0T =78 K UL b
[gGIOEERP SRV, Fr A Z—ANLAY —HIE
MK VEEESNS, ¥ VN EERE. 450D
T3 BERED S L HHHE (y 18H) 28K O214ED 7
IBEENPSLHLE (k) 2RATHER SN S5
NIETH %o

FIVI AT HVEBHIDEET :

o o]
. H H
“ N N 5
H Y\ﬂ Y\/\/\N st glycoprotein
o NHO o °
i oA °
~ NH o

[¢]

HaC

n=#J8
KPR O CysHEEORER T

21. HERRMF
REEM ) A7 EHEEEZRED b BYNCERT S L.

22. @
iAo %

23. EZHR
1) B REHRSEEFER (20204E3H 25 H &R,
CTD2.6.6.3)
2) ttNER EEEERER (202032504, CTD2.6.6.4)
3) #NERL  EIREFES [ HHEER (DS8201-A-J1013E%) (20204
3H25H&RE. CTD2.7.2.2)

—_7—

4) B : EREFRELS TAEFER (DS8201-A-J2025 54
DESTINY-GastricO1)

5) HAER - ENE [ HHEER (DS8201-A-J102:884%) (202043 H
25H7%%%. CTD2.7.2.2)

6) HPER : b b MR A RER (202043 H25 H &
CTD2.7.2.2)

7) #NER e N mERE TSR (202043 H 25 H A&RE.
CTD2.7.2.2)

8) HHMER : CYPHrTHEEE ik ER (2020583 H 25 H A&GR
CTD2.7.2.2)

9) HPER : PEtERER (202043 H25H &R, CTD2.6.4.6)

10) #NERL : In vivofRE 71 7 7 1 L (202043 H25 H &L,
CTD2.6.4.5)

11) #AHER 1 b5 AR—% — %N L7~ EkaEr (202043 A 25
H#&%#. CTD2.7.2.2)

12) #ER : MRPZ A U 7= 8255k (202043 A 25 H &SR
CTD2.7.2.2)

13) HNERL : EEHFESE TAEZER (DS8201-A-U201# 5k,
DESTINY-Breast01) (202053 H25H %38, CTD2.7.6.5)

*14) #NERL © EIFRILFE S MEEER (DS8201-A-U301 3 Ex,

DESTINY-Breast02)

15) #tER! © ERELLFEZE MAHEER (DS8201-A-U3025 5%
DESTINY-Breast03)

16) tAER © EFEILE S AR (DS8201-A-U3035 54
DESTINY-Breast04)

17) #tNER © ERELLFEE O AHEER (DS8201-A-U206545%
DESTINY-Lung02) (202348 H23H%&#. CTD2.7.6.1)

18) Shitara K, et al. : N Engl ] Med. 2020 ; 382(25) : 2419-
2430

19) WL bARA VYRS —F [ HEEM (20203 H25H &,
CTD2.6.2.2)

20) #ENER : HER2FG M b M@ w3 2 M Ra s i i 7
(202053 H25H#%&#R. CTD2.6.2.2)

21) &R EMREBAE~ Y 2T TV TOHEER (2020434
25H%3E. CTD2.6.2.2)

22) HHNER . BRBIHER2E (G FHBJEMIfafiEaE~ 7 2 €
TIILTOFIEENR (2023E8 H23H %R, CTD2.6.2.2)

24. YERERFERUEVEGDEE
=St HEFmtr -
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