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Safety, pharmacokinetics (PK) and efficacy results from an open-label,
multicenter, Phase 1/2 study of avapritinib in Chinese patients with
unresectable or metastatic gastrointestinal stromal tumors (GIST)
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AR, BEGISTRES T ravapritinibOREHNIZ S, 75K

ypr— » A (PK) . BRI RN, 202051 B0, 2EE
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e SRAR) s e EETe
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B, EmXMiD FRIEFAHIEAIGIST »
—EHEREMRNESER,

« A3 (CS3007-101/BLU-285-1105) ANAVIGATORIASRHIFE
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#ERRIE: KIT = v-Kit Hardy-Zuckerman 48R NERHRSEUEERERY, PDGFRA =[M/MRITEERKEFZRa
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*AANR RSB RHIE M HEMTKIAT RRmERE, ENIRESTANRE, BERENESTT, 5EPDGFRARREFFED84258%,
#EREIE: GIST = BizEEEYE; PDGFRA =M/AMRATEERKEFZFo; QD=8H—IX; RP2D = 28R, TKI = BEERAEDHIF
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- BIEZF202083831H, HARIENASFIEE, 6flERavapritinib 200 mg QD j&fr, 4445fERavapritinib 300 mg QD ;&77.
- Hrp, M{IBEEEEZET, EBERIEET (1HEARSEN, bEEFHERE, SHIA%ET*) .
Avapritinib #2572

200 mg 300 mg 200/300 mg
N=6 N=44 N=50

F, P (&IME, &RKXE) 60.0 (45, 68) 59.0 (43, 70) 59.0 (43, 70)
MR, B, n (%) 6 (100) 30 (68.2) 36 (72.0)
ECOGIE%, 14, n (%) 5 (83.3) 34 (77.3) 39 (78.0)
TEEATAYEREETNM 2 HE, IVER, n (%) 6 (100) 44 (100) 50 (100)
M2 AR, n (%) 6 (100) 44 (100) 50 (100)
BENRIZHWETE () **, PAEY (BIVE, BXE) 5.77 (2.0, 10.4) 5.39 (0.1, 16.0) 5.62 (0.1, 16.0)
BEEf AR BT
BEAETKIB T8, P (B/JME, &KE) 3 (2, 4) 3 (0, 4) 3 (0, 4)
BRARBHETKEAF &8, n (%)
0 0 3 (6.8) 3 (6.0)
1 0 9 (20.5) 9 (18.0)
2 1 (16.7) 9 (20.5) 10 (20.0)
3 4 (66.7) 18 (40.9) 22 (44.0)
4+ 1 (16.7) 5 (11.4) 6 (12.0)
BEAERVEEIRXFEAR/BRIESR, 2, n (%) 6 (100) 43 (97.7) 49 (98)
* SEIFET 1 SHT TR,

HERIZH A B (B —RARESYIRZ BE-E gt AR +1)/365.25,
HEMIE: ECOG = EERMIMMEIMEE; QD=8HA—X, TKI = BREERAEMNH
HEE 5202053 H31H
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Kk, Erh200 mgFIEH64,

300 mg;iillEH441. FRE106)
BEIRADLTIF G ERMEE
DLTS:{4,

IRIE I R NZ2 S PKEE, HE
F avapritinib 2Bk 53 NAVIGATORAY
G REE R S ixFMRIE, BIEE
300 mg QDOMRGESIENREIAFTIETE
#E, BIRP2D,

FIBRES T EEEIEAR P EESR 1 BEPEE T > 75% R AYar B5enkss 1 EER5E28 XM, BEDLT (RIERGEIMESY) KILarrIBE.,

#EMIE: DLT = RIEMRGIMESM, PK = 5AE00%, RP2D = 2HAfEEHIE
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afTHIRIARSM (TEAE) 245

Avapritinib #aIE

BEVORE—XLTEHS 200/300 mg

N=50, n(%)
TEAE 49 (98.0%)
SHRZYIERAITEAE 48 (96.0%)
> 34RETEAE 28 (56.0%)
SHHRZYITERRT > 3R TEAE 23 (46.0%)
FEEETEAE 14 (28.0%)
SHRZHITERRIFETEAE 4 (8.0%)
SHFUTHITEAE 7 (14.0%)
SHUKASFZRITEAE 1 (2.0%)
SHFRRZHIFIER/RITEAE 1(2.0%)
SRR RRTAITEAE 26 (52.0%)
INFISAIIAESI 1 (2.0%)
PP IAESI 0

AT HEAREM(TEAE)EX M EER(ERRRAY G B INENR R4,
AESI| = FRIXFRAREH.
INFISZNAESIEIRICIZZAR. IAKIFELS., BRRAERPIASF IR,

FRPYH IMAESISFEARNHEIN, FERE T MAhF0ARA I,
NCI-CTCAE kg4 5.0,

#HEsFE=202093H31H

- Avapritinibf9 LA IFEERTEA13.9F GeEl: 0, 32[E) .
- 495 (98.0%) EBHEIRETTEAE, SRENMTEAERZI (374,

74.0%) FMABLIEHAS (3445, 68.0%) .

4801 (96.0%) BERS 7 SHRZHIERAITEAE (TRAE) , &&FE
WARITRAEARMANMABLT =TS (%3261, 64.0%) .

2315 (46.0%) BEMRE T 234KTRAE, 993%, REREHIZR
TRAEARM (741, 14.0%) .

140IFE (28.0%) EFAREIENRS TTEARREM (SAE) ; 46IE

& (8.0%) RS 7 SAFEYIEARISAE, BIFALN (261, 4.0%) ,

EERZKRT, HIRFRRANRES R (161, 2.0%) .

26/ (52.0%) BEETEAESERRFZYIHHRT, 16 (2.0%) BEE
TEAERA(ZZ, 7 (14.0%) BERTEAESESET (EEHPD) .
FEIMANSHFREITTK.

151 (2.0%) BERS TINFIEIWAES], A1RICIZFZIR,
ToREEIREFIAHIMAESI,
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* Avapritiniba[#RUEIRIL, T.,,29792.00/0\8%, FAEERKAIFR]E (BE: 30.86~42.24/M\%) , ZIFQDRZEA,
- AvapritinibZ X OfR4Z5 (QD) 200 mg #1300 mgf5, IRSHEEESE (AUC,.. ) SHIEMLLHIXER, ERLHHI3.65814.12,

BIR (A) 12X (B) f8%5[5, avapritinib{TREBEFAFEIIMERE (+ SD) - BIEF LML

Qa;xzazas Qz;xzaza

1000 A aTa s
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i n=1RAEUENREL BB HEHTREMERIRR; Y AREZIE, SREHAVESLIRIINCT D154 25/ERE.
HEE 5202053 H31H
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(C:1ivy 200 mg (N=6) 300 mg (N=43) 200 mg (N=6) 300 mg (N=43)
C... n 6 42 6 36
(ng/mL) GeoMean (%CV,) 284 (35.19) 331 (70.72) 791 (25.73) 1050 (49.83)
T n 6 42 6 36
(h) Median(Min — Max) 2.00 (1.98 - 4.00) 2.05 (1.00 - 22.03) 2.01(1.98 - 2.02) 4.00 (0.00 - 24.00)
AUC, ,, n 6 22 6 36
(heng/mL) GeoMean (%CV,) 3480 (19.53) 4850 (61.93) 12700 (33.87) 19500 (53.98)
AUC,... n 4 3 - -
(heng/mL) GeoMean (%CV,) 8330 (25.79) 5680 (46.74) - g
CL/F n 6 18 6 36
(L/h) GeoMean (%CV,) 20.1 (37.02) 29.5 (57.14) 15.7 (33.87) 15.4 (53.98)
V,/F n 6 18 - -
(L) GeoMean (%CV,) 1200 (16.48) 1190 (62.98) . -
t,s n 6 18 - g
(h) Mean (SD) 42.24 (9.9065) 30.86 (15.172) - -
n - - 6 36
Rac,AUC
GeoMean (%CV,) - - 3.65 (28.23) 4.12 (61.94)

it ERENINSARENFSHT, S8 n MRERY) BEF (W8) NRRRRERSIEERTHERESNRINNFESE .
TEWRIE: wCV,=/UAIRFZ R AUC,,, = MORIZEI24 hEVZSHIRE-RHEIFME FEFR, AUC, .. = NORSEFFS AR RZSIRE-RIBRILZ TR, CLUF =RVBIRE, C., = BRE;
gjze;%éﬁeinﬁzzéy?é}]?f%mhﬂéan SHATE; n = BRADEARTREMEERNSEL SD = e, b, SIHBRFRER Tho SIBIERTE); V/F =RUDHER.
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LR (BOEHSEITFE, mRECIST v1.1)
— PDGFRA D842V 3 'E.'ia

« Avapritinib 300 mg QD #4aFIEHAI8HI (I HA3GI, TTHASHI) AJ{EPDGFRA D842V 5&35BE&H, SHIBEIAEIPR, ORRAI62.5%,

BEEHFMIKEENRELTWN (TiFLEE) *

- "y .’d-lm =
- —— FBSTRAREAZY ek (Ee
80 B rr
o - SD SELUERR  (CR) 0
50 - B~
40 -
S ¥ ;o (PR) 5 (62.5%)
) 20 4
; 10 A
B0 TestaE  (SD) 2 (25.0%)
ﬁ,‘ 20
e GRSt (PD 1 (12.5%
o] EIERRER 62.5%
50- 100% [ 58 L 4R 45/)\ (CR+PR) (95%ClI) (24.5%, 91.5%)
Rad = BEXE,
-100 7 H-_'f:t TS x&m)&bb&éu\ﬁﬂﬁﬁﬁe’ﬁu%x SARFETERIPD, PR, BERESHE ST =&
=R HEIRNRET NS %@?EE%LAE'J SiEmIARNERRE,

{$FAClo er—Pearson‘-I- 95%%{%12@0
Avapritinib 300 mg fHPDGFRA D842V PP i

*BYESITETRMLEE, EXNAEDESIRHRAYER. GNEESRM. BEHESIE RSN EEE P XELEIET HEeFEILaTHNES.
HIEELFZ 202048308




BMMELER (HAFREFE, mRECIST v1.1)
— PDGFRA D842V 383558

« Avapritinib 300 mg QD #4aFIEHAI8HI (I HA3GI, TTHASHI) AJ{EPDGFRA D842V 5&35BE&H, SHIBEIAEIPR, ORRAI62.5%,

BEEHFMIKEENRELTWN (TiFLEE) *

100 e —— PDGFRA D842V 3% (N=8)
90 1 n (%)
80 B rr
50 - SD SERUEMR (CR) 0
50 +
40
S ¥ ;o (PR) 5 (62.5%)
) 20 4
; 10 A
B FeRsta®E  (SD) 3 (37.5%)
3 20!
B 30— — — — — .
o o IR (PD) 0
-50 -
o] EAEMRE 62.5%
0] 1000 EREEEREAE\ (CR+PR) (95%Cl) (24.5%, 91.5%)
-90 7 = BEKE,
-100 1 E& RTT R x&m)&bb&é/)\ﬁﬁﬁﬁﬁeﬁﬂé‘/ SMEFIHERIPD, SR, EEEEMVERTT =&Y
=R AERREHbL S %@Eﬁ%%% SHEIARERE.,

{$FAClo er—Pearson‘-I- 95%%{%12@0
Avapritinib 300 mg fHPDGFRA D842V PP i

BRMESHETIIHERE, EXNAEDEZ—XARGYEE. EUNERLHIL. BEEEIASRNESE > —XRELENETHEEEFILaTIEE.
HEE 5202053 H31H
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B (IHEES) * 4L+ %;E.‘( %I)\l=23)

TR *

KIT9 13 (56.5%)
KIT 11 9 (39.1%)
KIT 13 1 (4.3%)
KIT 17 9 (39.1%)
KIT 18 T
gL 1 (4.3%)
R4 RSB L

N (BFE=M. [Ei7)

14 (60.9%)

=E 6 (26.1%)
887 2 (8.7%)
B 1 (4.3%)
EETE R

BT 18 (78.3%)
i 12 (52.2%)
T 6 (26.1%)
" 4 (17.4%)

*IiHhBEENNEDEZIRXARBYWSEE. BEUlEE%FY. BERESE AP EE RV —RELEEHhESEELLATRIEE. Avapritinib 300 mg QD #Eia7IEHTE2341
(IH83451, 11HB20f1) AL+BE DT,

* SR ERAIEIERERE, B, WORE, MBEE, HHEY<2. E—EETTREAHEIREE. B M EBERIL

HIEELFZ 202038318
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«Avapritinib 300 mg QD #4E5IEHAN23HIF I GH4L+BEF, 6HIFZILEIPR, ORRF26.1%.

BEEHFMIKEENRELTWN (TiFLEE) *

o0 BRI B ea v 4L+EE ; N=23)
4 B rr n ( °)

SD TR (CR) 0
B
EBo &R  (PR) 6 (26.1%)
X
E*;’( EiRteE (SD) 13 (56.5%)
B
%: ] wmiHE (PD) 3 (13.0%)
407 48/\30%
o] ERE (NA) 1 (4.3%)
-70 1
201 Z2INEMEZE (CR+PR) (95%Cl) 26.1% (10.2%, 48.4%)
1007 = BEXE,
E_1:t ng‘ xﬂzmxbbkﬁmﬁﬁﬁﬁ%éuéi\%ﬂ%—ﬂﬁﬁﬂ’]PDQ §Et BEEETEeT =&+
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"B ITET GRS, EXAEMESXARAYSE. GolEE%FEME. BESUER LR EEE P —RELEIETF e 2 ELILaTiIEE.
HiEE 1 EZE202083831H
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RIERERTHEN INE R AAZIERGFMERIPD, BT, BERSRIMEST =ETHNEEAPRNRETLER. SEREEMARNSHHARERE.
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AvapritinibfEREIGISTEER 2R S ENNZERY, SLEKEMARER .

EF I BBitISRIRZLESPKENE, avapritinibffREGISTEEHRIRP2DHE/I300 mg QDOAME.

AvapritinibfEi57FPDGFRA D842VEBRHEIGISTRERREFRL EERIMIMEERTE.

Avapritinib{EZ VT 3%MEGT (4L+) REGISTEEREERL—ERNTH.

[*pE=]
AvapritinibIS LT R AERB= 4/ U AT RS GISTRN SERTARIABENIIINEMIZY (VOYAGER) ¥ISS4550S, avapritinb3ii8 T SRS e (17%) | e g
{BPFSTEATFER. i EES
GEEE: GIST ~BEFEREE; PDGFRA =M/ MRATEAEKETE; PK = Z5ta7%; QD=SH—K; RP2D = 2HEHEHE Ot
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