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DAR, drug-to-antibody ratio; DXd, exatecan derivative; TROP2, trophoblast cell-surface antigen.

Source: Heist-R et al., Abstract #MA25.10, WCLC 2019
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10.0 mg/kg .
Q3w ;

A

8.0 mg/kg
Q3w
6.0 mg/kg
Q3w

4.0 mg/kg
Q3w

2.0 mg/kg
Q3w

1.0 mg/kg

Cohort 1-8

DS-1062a Dose

Expansion to include
40 patients with NSCLC

Q3w :

* Enroll additional patients for |:

0.5 mg/kg . . :
RDE confirmation

0.27 mg/kg
Q3w

TROP2 baseline levels in all
patients

* Retrospective assessment of |

v

o IRTE. DS-10620first-in-human. FA=
HiE - BEER T —X 1 38&k%x.

SOCIC CHEFAEFIZIEISOCHILD., HIFRAEE

ETHEIE/NRREAN Y A B E (unselected)(C
HULWTHRICTEEH

551%£(57.7%)

AT —>1V(88.5%)
PR DR EL (73.1%)
ECOG PS 1(80.8%)

®EF T OMRA > MEERDERE
(86.5%)

DLT, dose-limiting toxicity; ECOG PS, Eastern Cooperative Oncology Group performance status; NSCLC, non-small cell lung cancer; Pt, patient; Q3W, every 3 weeks; RDE, recommended dose for expansion; SOC, standard of care;

TROP2, trophoblast cell-surface antigen 2.

Source: Heist-R et al., Abstract # MA25.10, WCLC 2019
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TEAE, HEEZROBEICHDDOS5T (10%U L), n (%) (N=52)
29L—F JL—Fk>=3

CODTEAE 48 (92.3) 22 (42.3) S 7 (13.5) 0
255 =% 19 (36.5) 2 (3.8) AT 7 (13.5) 0
Eb 19 (36.5) 0 T 7 (13.5) 0
AR EAE 15 (28.8) 0 ALTESR 6 (11.5) 0
BACHKIE 14 (26.9) 0 HERA 6 (11.5) 0
=i} 12 (23.1) 0 7K 5 (9.6) 0
PR /A AR D RIE 12 (23.1) 2 (3.8) [ IR [ 2 5 (9.6) 1(1.9)
NEnt 12 (23.1) 0 L] 5 (9.6) 0
FEALCHEDRIG 11 (21.2) 0 V3 5 (9.6) 1 (1.9)
Eicr > 8 (15.4) 0

. 10.0mg/kg" TDLTICEL. 8.0mg/kghMTDHNDRDE. IRIEEARIHCL{E(L10.6 (&5 3.0~43.1) Data cut-off: July 3, 2015

o EEEIRTEAEN'14451(26.9%)(CFIR. FETH 3MH1(5.8%) (CRE LTz, RERE & DRRBMRERHSNT
o JREP. FMF. FIEC(CRIE UIZTEAEIX. ENZENSHI(9.6%). 5651(9.6%). 251(3.8%)
o JREBHEITUZ6.0mg/kg THESNTULZIHI1.9%)(E. EFEINRESHDEZEERTHIFRARI L — RE)(CHIRLEEN. D TIEFRWEHTE
o T—HHY ATEIC. MFILDDEIEEEDG DAEFIZHER (FIFERD) (UL — R20DAHiER1451[6.0mg/kgl. T L — R2MDEFE(LAHA141[8.0mg/kg].
2L — R20DAMlE2151[8.0mg/kgl. L — R5DIRBHEITZ 4 D BEDIFIRAZL1I[8.0mg/kgl)

a2 DLTs occurred at the 10.0mg/kg dose; 1 pt with mucosal inflammation and another pt with stomatitis. One DLT occurred at the 6.0mg/kg dose in a pt with rash maculopapular.
bThe most frequent TEAE leading to dose reduction was mucosal inflammation (2 pts [3.8%], 10.0mg/kg group).
¢TEAES leading to drug discontinuation (1 pt each) were pleural effusion (0.27 mg/kg) and pain (2.0 mg/kg).

ALT, alanine aminotransferase; DLT, dose-limiting toxicity; ILD, interstitial lung disease; MTD, maximum tolerated dose; PD, progressive disease; Pt, patient; RDE, recommended dose for expansion; TEAE, treatment-emergent adverse event.

Source: Heist-R et al., Abstract # MA25.10, WCLC 2019 7
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Data cut-off: July 3, 2019.

ALK, anaplastic lymphoma kinase; EGFR, epidermal growth factor receptor, HER2; human epidermal growth factor receptor 2; PD, progressive disease; PR, partial response; Pt, patient; SD, stable disease.

Source: Heist-R et al., Abstract #MA25.10, WCLC 2019 8



DS-1062 : BxhME »

Daiichi-Sankyo

¢ RFEROME(CH URHEIASERNR

DS-1062a Dose, mg/kg
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Data cut-off: July 3, 2019.

ALK, anaplastic lymphoma kinase; EGFR, epidermal growth factor receptor, HER2; human epidermal growth factor receptor 2; PD, progressive disease; PR, partial response; Pt, patient; SD, stable disease.

Source: Heist-R et al., Abstract # MA25.10, WCLC 2019 9
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Data cut-off: July 3, 2019.

ALK, anaplastic lymphoma kinase; EGFR, epidermal growth factor receptor, HER2; human epidermal growth factor receptor 2; PD, progressive disease; PR, partial response; Pt, patient; SD, stable disease.

Source: Heist-R et al., Abstract #MA25.10, WCLC 2019
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Data cut-off: July 3, 2019.

ALKi, anaplastic lymphoma kinase inhibitor; BL, baseline; C3D1, cycle 3, day 1; cfDNA, circulating free DNA; EGFRI, epidermal growth factor receptor inhibitor; EOT, end of treatment; HER2i; human epidermal growth factor receptor 2 inhibitor; IHC,
immunohistochemistry; H-score, “histo” score; /0, immuno-oncology; NE, non-evaluable; PD, progressive disease; PR, partial response; Pt, patient; SD, stable disease; SLFN11, Schlafen family member 11, TROP2, trophoblast cell-surface antigen 2;

VAF, variant allele fraction.

Source: Heist-R et al., Abstract # MA25.10, WCLC 2019
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Source: Heist-R et al., Abstract #MA25.10, WCLC 2019 12
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EIREAE U3-1402FE#E(N = 30)
y ggii'zr%/wmziﬁﬁmmmﬁﬁmac U3-1402 IV Q3W 1EI i85 EEDRR-
o TILOF=T. #I4F=T. &= « fikiEh n = 17
37 I 7 F =T IC L BIEBEED H e (0 = 5 "
T790MBEM; Tzl ‘ = Ak, n =13
0 A AIF =TI [CLBIEE ] 5.6 mg/kg (n = 12) 0 FEEEST 9
» ZEUREEB THhONITIDIEE K o [EIEHIE]:2
* HER3DFEHRDL FOZXRI T+ TR 4.8 mg/kg (n = 9) o BRPRHIHEEST: 1
TACAEDOEERR (TKIDIEE o B==|5 1
BHhnE 3.2 mg/kg (n = 4) = '
_ EEFHMHIER : BIREHMEIAR : FEERMNIAR :
KERBEAY U3-14020ZLHMS LUBE M U3-1402DF BB IR U3-1402D¥TRER &%
HRASEDETE INAAN—H—

A phase 1 study of U3-1402 in NSCLC (NCT03260491). 2Data cutoff of May 3, 2019.
AE, adverse event; EGFR, epidermal growth factor receptor; HER3, human epidermal growth factor receptor 3; 1V, intravenously; NSCLC, non-small cell lung cancer; Q3W, every 3 weeks; RDE, recommended dose for expansion; TKI, tyrosine kinase receptor.

Source: Yu-H et al., Abstract #MA21.06, WCLC 2019 16
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AT—H X, n (%)

0

1

N =30
63 (44-80)
20 (67)

18 (60)
8 (27)
1(3)
3 (10)

12 (40)
18 (60)

P3-ctE
EBAT—(V), n (%)

BIAREEE, n (%)
EGFRTKI
A X)L FZT
{EFEBE

PIRHEREEDRIERE,
n (%)

EGFRZR, n (%)
Ex19del
L858R
1861Q

N =30
30 (100)

30 (100)
28 (93)
15 (50)

15 (50)
17 (57)

12 (40)
1(3)
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HER3DFIR
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h SE (B FH])

(#aEZ 1770~300) (56-290)
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N 2504 °
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S 1504 i
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£ 100 ) |
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= 50- o
0

A phase 1 study of U3-1402 in NSCLC (NCT03260491). @Includes patients with tumor samples that have completed retrospective analysis. "Membrane H-score is a composite of percentage of positively staining cells and intensity of individual cell staining;
for patients with multiple H-scores, the highest number was used.
ECOG, Eastern Cooperative Oncology Group; EGFR, epidermal growth factor receptor; HER3, human epidermal growth factor receptor 3; TKI, tyrosine kinase receptor.

Source: Yu-H et al., Abstract #MA21.06, WCLC 2019
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REHIRS1E(N = 30)
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O O (
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c e

e O o
camavs § 71§
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A phase 1 study of U3-1402 in NSCLC (NCT03260491). 2aSafety analysis set included all patients who received at least 1 dose of U3-1402. PFor TEAES in < 20% of patients, there were 15 grade 3 events: hypoxia and troponin increased, n = 2 each;
alanine aminotransferase increased, anemia, confusional state, dyspnea, embolism, febrile neutropenia, hypokalemia, musculoskeletal chest pain, nausea, pleural effusion, psychiatric disorders, n = 1 each.

AESI, adverse event of special interest; DLT, dose-limiting toxicity;

SAE, serious adverse event; TEAE, treatment-emergent adverse event.

Source: Yu-H et al., Abstract #MA21.06, WCLC 2019
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n=23
Median follow-up: %07 3.2mg/kg W 4.8mg/kg W 56mg/kg M 6.4mg/kg
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EGFRlEz = T790M T790M T790M T790M T790M T790M T790M T790M T790M T790M T790M T790M
€797 €7978 C797S C797S €797s C797S C797S C797S C797S
BRAFZERC V600E
PIK3CAZERe E542K]
JE—#BR= CND CEA MET

A phase 1 study of U3-1402 in NSCLC (NCT03260491). 52 patients had = 30% reduction in SoD, which were not considered confirmed PRs; 1 experienced transient tumor size reduction and 1 had not yet been confirmed at data cutoff. 2Performed centrally
using Oncomine™ Comprehensive Assay v3 from formalin-fixed, paraffin-embedded tumor tissue. Results from local testing are included for patients where tissue was unavailable for central analysis. Additional mutations detected from cfDNA in blood collected
prior to treatment with U3-1402 using GuardantOMNI assay are included. For cfDNA analysis, a minor allelic frequency of 1% was used as a threshold for detection of mutations. The copy number data from cfDNA are not shown.

cfDNA, cell-free DNA; EGFR, epidermal growth factor receptor; HER3, human epidermal growth factor receptor 3; PR, partial response; SoD, sum of diameters; TKI, tyrosine kinase receptor.

Source: Yu-H et al.,, Abstract #MA21.06, WCLC 2019 19
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A phase 1 study of U3-1402 in NSCLC (NCT03260491). CNS, central nervous system; NE, not evaluable; PD, progressive disease; PR, partial response; SD, stable disease; SoD, sum of diameters.

Source: Yu-H et al.,, Abstract #MA21.06, WCLC 2019 20
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A phase 1 study of U3-1402 in NSCLC (NCT03260491).
CNS, central nervous system; EGFR, epidermal growth factor receptor; HER3, human epidermal growth factor receptor 3; 1V, intravenously; NSCLC, non-small cell lung cancer; ORR, objective response rate; PD(L)-1, programmed death 1/ligand 1;
Q3W, every 3 weeks; RDE, recommended dose for expansion; TKI, tyrosine kinase receptor; WT, wild-type.

Source: Yu-H et al., Abstract #MA21.06, WCLC 2019 21
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