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Selitrectinib (LOXO-195)

i S: MB3582
R E: >98%,BR
R : S5mg
FemfEa: solid
EXRER
EEN C20H21FN60O
TR 380.42 f\N/N
CAS No. 2097002-61-2 NS A )
e
BAES& AT -20°C, SR A P TR %,Z
R N~ O
H20 : Insoluble x s | H
(25°C) DMSO: 38 mg/mL (99.89 mM) F
Ethanol: 15 mg/mL (39.43 mM)
EEHD | AREEEREFWEN, WRIEEDE, TRamiLiEm.
HoAh A RNT BRI R AR, 5 RS R — R FEERAE.

fBifr: Selitrectinib (LOXO-195)2&—FhEA D RIEME . @A RN EFE TRK EENHIF, X TRKA
G595R. TRKC G623R Fll TRKA G667C K] IC50 {8}y 2-9.8 nM. "B X /5 fr)de 38 14 2 o HoAth 98% FirAe il
K4k TRK A 1000 %A F.
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WM H20 : Insoluble; Ethanol: 15 mg/mL (39.43 mM); DMSO: 38 mg/mL (39.43
mM)

FR >98%

REFFIREE: -20°C, JBEY I3 % ) -4
Selitrectinib (LOXO-195)/2 —Fh A DUIRG . SEA R B TRK BEEHIF, XF

iR TRKA G595R. TRKC G623R il TRKA G667C (1] IC50 fHy 2-9.8 nM. “E X # i ffy ik %1 /2
x oAt 98% iR Il )4k TRK Ay 1000 f5 A L.

WTTRKA (Celll-
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TRKAG595R (
Cell-free assay) Cell-free assay) -free assay)

TRKCG623R ( WTTRKC (Cell TRKCGB96A (
Cell-free assay)

0.6 nM 2nM 23nM 2.5nM 25nM

LOXO-195 7E4K A1 B A R A A B9 1% 4L TRK B4 . ZEWEEN 1 uM i, LOXO-195 %t H
BIh e LT 08% A KA b 228 FRKEE) 75 1000 {5 UL L, fEfL 5
TRK @4 1) KM12. CUTO-3 i1 0-91 4ifit &+, LOXO-195 BEA RicHh i H4H i #4451 (1C50 <
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5nmol/L). TN E TRK Gl ¥ 84 Fhai iy R, W% 10 uM ) LOXO-195 Xt 4
MR B R

£ HATRKA BRI, LOXO-195 A & Hbid > iR 1t TRKA /KF. ZEDYFMKH T TRKA
N FIfhR R b GG 4P 654 NIH 3T3 ATRKA, ATRKA G595R, ATRKA G667C 1 TPM3-
NTRK1 flt & 1) KM12 2 ke 2 (1 B #5780, LOXO-195 A 5| e b yeg A= KA1

SRAOAE IR S HERE (2 AR QR AU I T8 B B AR)

MB3277 LOXO-101
MB3583 Larotrectinib (LOXO-101) sulfate
MB3916 GW441756

BB R MEF: R PIERIERCE, WA, n DUl PRaE e, B A SR AN (FE 45-60°C
TR o BARRE ERIE R, BB, IR eETE, 2. -20°C1-3 /15 -80°C 3-6 H .

ik DMSO R =
& 1mg 5mg 10 mg
RE = q

1 mM 2.6287 mL 13.1434 mL 26.2867 mL
5mM 0.5257 mL 2.6287 mL 5.2573 mL
10 mM 0.2629 mL 1.3143 mL 2.6287 mL
50 mM 0.0526 mL 0.2629 mL 0.5257 mL
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AR ISR DR, TR T S BA T IRACR I B, AR S S SRR . X TIT S,
KRR, 15 55 06 BB 3 B 4f, 2 Parafilm 35t 5, IF 3% ARR G A 26 HE T dn RBCE I TRl
HEIL P A RO, RS, DU s .

2 fERWR A R oY A e 2, IR R M 7 . iRl &b, 151k
&I, ARG FRKE L5 DMSO, i & % 5 51 T F 80 IR fkfE, —BA] AR E A AE
3-6 MAVAE. EAMEAIAT, PSSO AT R . Gl SR R R

3 MR LA TARIE D N E LW T SRL, MR e B A R E TR BTk
WA E PR IRIEVER, FTUMEF KR Cn PBS) #BERS, W RES AT I, ol il e s e 4 o

W, AN SEI AR . ] DMSO 1ENTE 7, 1 fR DMSO i &4 K 2 <0.3%, LL I 5o 41l 2
.
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4 RNEYISERNA: T RZACEWRIRIETER, Sl TARRBCHIRTE, IR A —LZiH]
FRHENBIER, ki, CMC-NA, Hih%, BARREZ% SO kE . Wi DMSO, i
& DMSO ({1289 B2 <5%, BRI T 25 BB iH I, RIS H TR

BN R T AR SRR B SR

Vi RE(KG)  [ARIHA(M2)  [Km Z%L
A 12 0.6 20

¢ 10 0.5 20

1% 3 0.24 12

% 1.8 0.15 12

i B 0.4 0.05 B

N 0.15 0.025 6

N 0.08 0.02 5

N 0.02 0.007 3

) A(mg/kg)=34 B(mglkg) X 314 B 1) Km RE/304 A [ Km 2%
5 ST 7 i B 5 b 20 e Bl

TRUCE =G5, 15 S A I f R e B, IR B AT A . X TR Z B S, BT
500MG f, FATH A2 REIEECRE B . b s BT R s i R B B, AT S B0
MR E R o T b, XIS AZ T 7, & IEACERRNIT, RIS o Tk
Pt ATELAE 200 $e e AR A, R ISCER B, AT JBE G K

PEERARRE R R AT IR, AR T IV A R TR IR, A R

71~ 28 i iR 22 10
1-20MG 0.1MG
50-500MG MG
>1G 3-5MG

Nt A SRR AR, RGBS S R AR /D, [ A L7 AR VR T X RE ok B A2 B
R RGEE 2, ATRE SR AR . AT LUIMAIR €V (S HEAE TN IR sl 4 =
fi 22 SE AV R -

Xt R EGHAR B 17 SRR FRE S AR, BATEWER S ENE N ERER iz am; TR
AL S, BERAET P RWBOKTY, SZIURERCIR, XA b 575 ZRCEAE TR & P IR A .
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