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S BHA  ABBHA-BHA FLhA, =I0y
HER2+T-DM1;BRR GBI A
' 10H FSD
%‘g{lfm 05 ‘ Pivotal Ph2 (DESTINY-Breast01

8H K[E FDA Breakthrough Therapy Designation
_—— 1A b ‘ HER2+ BB MEBHA 3rd 51>
HA-EE[E
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+Azacitidine
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@ Ds-3032 + PHIFSOOHMRER v

BIEGEERBRER DS-3032 + 7HYYFIY

t FAML YOZXFBHEETIL
50 mg/kg DS-3032b + 4 mg/kg THSFT
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500 -

0 -

—@-\/ehicle control

—&—5-azacytidine 4 mg/kg

—4—DS-3032b 50 mg/kg
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........................ T
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Z0=/ | HER2+ E18149LHA vs T-DM1 Ph3 >
HER2 {E51] &B14ILHA Ph3 >
HER2+ EBMEB LA 311 S14> DESTINY-Gastric01

=hA vs ELHRIRASE Pivotal Ph2

HA/%E HER2+ BB A 270 54> vs EELR Ph3 >

KEEH A, HER2FH XD A Ph2 >

b A HER2ZBRIRHR-ZR JLEIEHA P2 D
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HER2FHEBIEINA | BH'A IOBE Phib

52



@ Ds-8201 : BISMAN AICH I ZEES (%)

HER2+T-DM1;a%&1&
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!
SEFEETETS

2018FESHE 24 LDERIE T E
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- FNEYBEI
Y91 8E R °R HER2 IHC3+
HER2 + IHC2+/FISH+
T T W=FILAR + + -
WVSFUBB(HER2-) | +/- | 8®+/- | - HER2  |IHC2+/FISH-
Low IHC1+/FISH-
IW=FIBE(HER2+) + +/- + HER2-
412 HER2E _ _ - HER2- [IHCO
TNBC NN HT1T - = -
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HER2- (EEEERE |
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J0-=/ HER2+ 814204 vs T-DM1 Ph3 >
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JU—F1: 3E1[E] x 2[0] JV—K 2: 381[8] x 12[0]
N=6 (JC—h 2(CE=R) N=7
DS-5141 5K (2:8) DS-5141b #5HARE (12:8)
! N 3 3 AR EEEEEEEE N
i\z 20ma/kg 8

N=3
4 3 4343333333331
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20174%E 2018FE e
: %E =¥/

5o EUNES 9,602 9,100 -502
5o LS4 3,460 3,300 -160
AR5EE - — AN 3,018 2,920 -98
HRRARE 2,360 2,100 -260
SEEFS 763 780 lﬂL 17
BislauFl 810 780 -30
%iggfﬂﬁﬁ) LS 2L a3

X UsD/H 110.86 110.00
Lb—b EUR/M 129.70 130.00
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20174 20184
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(RAEERE) 0 )07 NTDRE
M EDEE
5o EUNES 9,602 9,100 -502
T -
55 L IR/ 3,470 3,300 170 <O e LI D i
IRSE - — S 2,974 2,920 -54 KE SRS OER
HAGTRY R E HIR
W pIRE 2,059 2,100
DS-8201. U3-1402%
[-29.0%)] AZE RIS EEN
=EFS 1,099 780 -319
&%  USD/M 110.86 110.00
L—b EUR/M 129.70 130.00
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rFEAINF=T Ph3 : BEBIREMHENE (5K) ERZE
FNF=T Ph3 : QUANTUM-R AML 2M51> TLR

Ph1: AML ¥HILF=TJ A sBREANA
DS-3032

Ph1 : AML Azacitidinef#H BRI

Ph3 : HER2+ ZL'A T-DM1iafE&vsEFER ERERLE

Ph3 : HER2+ #HA vs T-DM1 sERBANA

Ph3 : HER2{EHIR AHA ERERLE
DS-8201 Ph2 : HER2%3R KEH'A stERBALE

Ph2 : HER2:BRIRI - ZR FE/llRakE'A (NSCLC) SERBALG

Ph1b : HER2FH A - BB A/ RV T $1H sBRBANE

Ph1b : HER2%IR ZLbh'A - NSCLC/IOHH SUEREAA

Ph1b : HER2%3R ZLh'A - B A/IO6HH itERBAME
151402 Ph1/2 : HER3+ BLi'A AN

Ph1 : EGFREENSCLC SRERBA DA
DS-1062 Ph1 : Efi¢h*A (NSCLC) SRERBAbA
DS-1205 Ph1 : EGFREENSCLC A XLF=T =) stEspass
KTE-C19 Ph2 : jaBERIEITER OB > ) (iE sBRBAb
EROELTA> Ph3: AER CEs4#) (B) KR
=OANU> Ph3 : DPNP/PHN (H) EA5E AEBFTE
IvFtL/)> Ph3 : XEESMmMERE (B) EREE ABTFIE
1FEN Ph3 : 1270IVY (XRT54H4-) (B) -
DS-5141 Ph1/2 : F1YIY3BEHIAMIT4—E (B) TLR
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|
| Jr-x1 | J1-X2 | J1-Z3 |  AK®RWHE |
B DS-3032 (GkH) W U3-1402(B%) B )(NIYIT (BR) B FJ)ZAYT (B)
(MDM2PEZEHAI) (#tHER3 ADC) (U31287ESEEFhN AIHERSTUA) (AMG 162/A.h¥A#EBERE/
B PLX7486 (%) M DS-1001 (H) M DS-1647 (H) ‘ “ ARANKLINHA)
(FMS/TRKREZR]) (ZS2RIDH1PEER1) (FESHIE / G47AD1ILA) B FH)IF=T (KEREE)
B PLX8394 () M DS-1205 (k) W #¥)L¥=7 (A) (AC22°/%‘"*F?$§%EEQ§'2""/
(BRAFFEEH) (AXLFEZEHA) (ACZZO/%TEEE'EiETEEEIM‘,;ﬁ-Z"d/ P (*&’i‘)
B PLX9486 () M PLX2853 (k) FLT3MER] =4 AN .
(KITRRZH) (BRDAJEZER) B DS-8201 (EKER) (Ac220/ %'i?ﬁﬁig{)ﬁ'l */
B DS-3201 (H) M DS-1062 (kR) E AT EA A B RESHNF=T (HKER)
(EZH1/2BR=RI) @TrROP2 ADC) M DS-8201 (HE) o o
(BH°A/AHER2 ADC) (PLX3397/BEBIEEMAaiE/
B PLX73086 (k) = CSF-1R/KIT/FLT3MEEH
(CSF-1RFEZERI) B DS-8201 (H:kKER)
B PLX51107 (*) (KEBhAATHER2 ADC)
(BRD4FHZER) B DS-8201 (H:KER)
(NSCLC/HIHER2 ADC)
B KTE-C19 (H)
(BH#ARAU> JCRE/
$#1CD19 CAR THiAZ)
B DS-1040 (KExH) B IRFHNY (B) B I RFH/){> (ASCA)
(2 HHELEROEEE, MM E=IeAE/ (DU-176b/AF(iBSHE)/ (DU-176b/AF/#Z20O0FXabfAZ#)
TAFIafHEH) #OFXafEEA) W T REHIY (ASCA)
B DS-2330 B SRV (8) (DU-176b/VTE/#EIFXaBEEEH)
(RU>BIME) (CS-747/AMERNERE/ W =AY ()
B DS-1501 (k) B IHEELJS (H) (DS-5565/DPNP/PHN/a28Y1" Jh)
oS — (BHHFAGE/ Siglec-15%4%) > H TH:tEL)Y (E)
’\:‘Wl'?' m DS-7080 (K) _((5'315‘1%%/ MRIEHER) (CS-3150//S MEE/MRIEHE)
ATALARY (DR BB /I BT 4 D80 WS-FSEN(H) B VN-0107/MEDI3250 (H)
B DS-5141 (H) (CS-8958/RAMLH /37 515-) (BERBATA>INISFIIF)
(DMD/ENAAUIRIL AFR) B VN-0105 (H)
B DS-1211 (3K) (DPT-IPV/Hib /SIERSTJF>)
(TNAPBHEH) B EAAMIYY HADYF(B)
B VN-0102/JVC-001 (2) (VN-100 / 17014 B%EEhE)
(MMRD57>)
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L BERER J1—Z1 J1—Z2 J1—Z3
B DS-6051
(NTRK/ROS1FHEHA!)
B DS-1515 B DS-2969 B S”FsEN
(PEREMER/ PI3KOPREH) (VOANITIA-FAT4 2 VERAE/ (CS-8958/#i{uIMIA" /
B DS-1039 GyrB FEEH) Vaxart Inc&EH;EFEH)
o — (R PEARHERE/FFMOA H DS-1093
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¢ LU T omPivotal J1—X 25 E&HEITH
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(D DsS-8201 : PhiitEg HERFH1>
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N
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HER2BE 1%
WD AL S/ SREEAERN A * T-DM1aliaE AbHA
338l —EE RN S

3 pts

HER2P51%
FSRAYAY T RERE N A

6 pts 6 pts

= 5.4 /k
HRAE HER2{EFRAH A

ERELAL (THC2+/ISH -, THC 1+/ISH-)

3.2 mg/kg 3 pts
7 BINEMESE
0.8 mg/kg eI

*Subjects in part 1 are not required to have HER2-positive (IHC 3+ or IHC2+/ISH-positive) tumors.

BC, breast cancer; EWOC, escalation with overdose control; FISH, fluorescent in situ hybridization; GC, gastric cancer; GEJ,
gastroesophageal junction; HER2, human epidermal growth factor receptor 2; HNSTD, highest non-severely toxic dose; IHC,
immunohistochemistry; ISH, in situ hybridization; IV, intravenous; mCRM, modified continuous reassessment method; NGS, next-
generation sequencing; Q3W, once every 3 weeks; RD, recommended dose for dose expansion; T-DM1, trastuzumab emtansine.
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J1—X1:#ER |2 TOHER2FEIZEHNA (n=165) HER2 IR (IHC)

5.4 + 6.4mg/kg
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*NE: Not Evaluated (Not Examined¢[EU)
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]
AHA : PFS Median (months)

HER2S 1%

All 61% (35/57) 95% (54/57) 10.4 (1.2+, 16.8+)
TIVESZ BB 56% (22/39) 92% (36/39) NR (1.2+, 16.8+)
TIVES 2B 75% (12/16) 100% (16/16) 10.4 (1.2+, 14.1+)
RIVY AT BilEHR 62% (31/50) 94% (47/50) 10.3 (1.2+, 16.8+)
HER2{EFIR

All 32% (6/19) 84% (16/19) NR (0.5, 12.2+)
TIVESZ BB 31% (5/16) 88% (14/16) NR (1.2+, 12.2+)
TIVESZEEIR 0% (0/2) 50% (1/2) 7.6 (0.5, 7.6)
HER2S 1%

All 45.5% (20/44) 81.8% (36/44) 5.8 (3.0+, 8.3+)
CPT-11((YUJFh>)Hia%E 43.5% (10/23) 82.6% (19/23) 4.1 (2.5+, 8.3+)

KB AL BEDA PFS Median (months)

TEREERED A 20% (2/10) 80% (8/10)
JE/)FR RERE b A 20% (1/5) 60% (3/5) -
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% change in tumor size
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70 80

DA
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% change in tumor size

-100 ~
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— HER2 Positive
HER2 Law (IHC 2+/ISH-negative)

HER2
BT -
KH3
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Gls Jan
2018)

% change in tumor size

-100 - Weeks
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aE(CBHEUIEFRBISESR (any grade) (>20%)

PiEERE 5.4 or 6.4 mg/kg (N = 185 20174108 15HFR)
n (%)
Preferred Term , . , . \ . \ .
(MedDRA v18.0.) JL—-R1 JL—k2 JL-R3 JL—-K4 Any
s
=il 14 (7.6) 22(11.9) 25(13.5) 2(1.1) 63 (34.1)
/) \ARER A 27 (14.6) 14 (7.6) 13(7.0) 6(3.2) 60 (32.4)
GFARERER 1 (0.5) 17 (9.2) 23 (12.4) 8 (4.3) 49 (26.5)
I IMEBRECR L 5(2.7) 17(9.2) 21(11.4) 3 (1.6) 46 (24.9)
SEESE
=0 99 (53.5) 25 (13.5) 7(3.8) 0(0.0) 131 (70.8)
B R 64 (34.6) 34 (18.4) 9 (4.9) 0(0.0) 107 (57.8)
ME0t 51 (27.6) 9 (4.9) 3(1.6) 0 (0.0) 63 (34.1)
T 43 (23.2) 11 (5.9) 3(1.6) 0 (0.0) 57 (30.8)
{8t 45 (24.3) 6 (3.2) 1 (0.5) 0 (0.0) 52 (28.1)
TNtk
BiE 51 (27.6) 10 (5.4) 0 (0.0) 0 (0.0) 61 (33.0)
B Rk 31(16.8) 12 (6.5) 2 (1.1) 0 (0.0) 45 (24.3)
55 26 (14.1) 11 (5.9) 1 (0.5) 0 (0.0) 38 (20.5)

flfE 2« ALAOTR— T2 L —R5), BNAOIR—RT2BI(JL—R 1. JL—R3,

11512D)
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BTD Breakthrough therapy
designation

CR Complete response

DCR Disease control rate

DLT Dose limiting toxicity

DOR Duration of response

EGFR Epidermal growth factor receptor

MTD Maximum tolerated dose

NSCLC Non-small-cell lung cancer

ORR Overall response rate
Objective response rate

OS Overall survival

PD Progress disease

PFS Progression-free survival

PR Partial response
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03-6225-1125 (KA HIZEAFREDOEIR)
Email: DaiichiSankyoIR@daiichisankyo.co.ip
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