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(ng/mL) (ng-h/mL)

o dr &

o™ | Cmm AUCoas
(h) (ng/mL) (ng-h/mL)

[
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(h)
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6(4.8) | 1.961.27 [30.9+20.6
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1. BERANBCEMRESZEECHH 25mg (36) &
U50mg (6#l) #REKELELED 1 HERY
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(3) REDOHE ABAT—%) ©
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RIROKFLGLEE, AZFZTOEMPEICHTEA
L4032 IR e NSY aVAS Y s

2. XaEe®

48

Invirro \IZBTF B AZF 27 R UN-JL T F JLR (100ng/mL
~4000ng/mL) Dt bEEBHESRIIENTNH 5%

RUW%TH -1,

3. M- g

(1) In vitro DRBICHB T, FANTFEIZ CYPIAGIZE -
T N-BRZFIEICRBEN, NRZFIES R
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DOREFTEIT- /2. BEMRPBENREROES, QTcF
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BEE O 2 EOBE, QIcF FHBEDR—Z T 1 2
5DERAZENIL, 154 msec (90% ZEERMID LR 22.4
msec) TH -7, BEMBELTHEHRALA-EF > 705
2 (400mg) @O QTcF FHEDN—-ZXIF1 > MEORK
KEIT 5.6 msec TH -7, Z L — K 2(CTCAE version
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BEER 50 mg (30 i) BHlifame
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NY— Kb 0415, 95%Cl: 0.320~0.539
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3 3 8y
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8
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sy
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HR s i R - T IFN-03% 5 375 201 84 37 16 0 0

M2 BUPDRYERBOFMCBOSEEELFTIEM (PFS) o

100"%
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g “*T LTIERNTEIRE, S OREONEE R LT,

b ) 10 20 -3" «’0 ;; 80 2. Iﬂl%%ﬁiﬂﬁ%’;‘)}i

In vitro 1280 T, VEGF 124 % ME R K #ILO BRI

RS EEBHM G
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i o S R M X — Ko 2R UL TR SR 28 L 72 SCID
YYUAIBNT BEBMTIIBsnEFHEEREL 2,
1 HIMRHTHEOFEICR T BEELY

(TTP) @ Kaplan-Meier ghiR



3. tkHAHF [ AF%H )

In viro ORBIZBWT, mM/MRHAREERTSERE SLHERTR, —EROEMIRET—INEHEINSET
(PDGFR-0. JxTX PDGFR-B), MEW K HEEFZEK OfRENE, REFZMRIHERRBRAELERTDIEIZEL
(VEGFR-1, VEGFR-2 T} VEGFR-3), B#filaH 724 D, ARFEABREOYRBHEICE T LB, FED

& (KIT), fms F O > F+—1t3 (FLM3), J0=— REERVCEDHEICET 27—y #2HICINEL. FF O
FIBE F-1 SEMA (CSF-IR) R 7 HERD b S AfE 5 BEFERICLEREBERH#LCL L,

ZHTZEM (RET) OZEAFOL > F+H—iEEE
BEL~. £, in vivo QREEIZHNWTH PDGFR-B,
VEGFR-2, KIT RO FLT3 D > Bt #HEL 7=, [ 8 & )
125mg A7) 14 H 7RI X4 2=k (PTP)
4. KHYOEERER

Invitro DERBRIZENT, EHRAIIHBERICIBTS

VEGFR-2, PDGFR-BRUKIT DY) > Bz 2458 ) ( E=XH ] i
RUEEREY NBRIFUK) O Ki BRI 10 Bt o AR - BEREICEIY 258
ZNEH 3~13 nmol/L & TX 2~20 nmol/L, VEGFR-2, 2)  AENER HEtORES (5 1)
PDGFR- a X3 PDGFR- B % 53 L 7= Ml O BIFHIZ 3 T 5 3 HNER R 5B IR .
IC« 817N 24 4~69 nmol/L & T 20~ 100 nmol/L T 4 HAREE E;ﬁﬁi}\tgﬁé%%iﬂ% (R E
277
5y HRER ENE /IR HeEREE
%)

[ BHsICET5E{EENMAE ) 6) HNEHR RERAICB I 2EMHE (BRED

—fiR% : AZFZT) > T#E (Sunitinib Malate) -4 -9}

{L2%& : N-[2-(Diethylamino)ethyl}-5-[(Z)-(5-fluoro-2- 7y tHREERE R#@mormst
oxo-1,2-dihydro-3H-indol-3-ylidene)methyl]- 8) HANEHR R NI BT 2 EihBE
2.4-dimethyl- 1 H-pyrrole-3-carboxamide 9) HREE Fhar S EOEMMEER

L mono{(2S5)-2-hydroxysuccinate] 10y HREE ATHSAERE £ 217 5313 2 i RhEE

AFR : CuHyFN.O; - CHAOs 1) AR REaL— 3> PR

o7 T8 532.56 12) HREH B AREITEIT S QT MIKBITK

*%1.:-_?\. . “g"é%ﬁ@

13)  #ANER EWE 1 fRR (B

14)  #HANEH S VAR HEEMERES)
15) #HHNEH NAETIHRR (HCEMEES
16) #HHEH SVE 1 ARAER (CEHEARER)

17)  #HNEH SAE 1 HRARR (BHEARE)

18) HHNER NEMHEER (B

% R RAZFZ 7)) L JEEEIEE~TFLEWAED 19y  #HEE SR A B
MEKRTHD, DAFNANEFF T RIZRORE
IR, NN-CAFILFI LT I RIZPR
BITIZLS S, KEAY /=B HIL L,

TH =)L (995) ITHEDTEIFIZL L, [ XHEERE - RAEREMOEDEE ]
0.1mol/L EEERWEIZIE T 2. 77 AY—ASt mRERE> 5
EEE (logD) : 2.7 (pH74, 1-A 2% J— )L /7K) TI51-8589 FUREBATX L% A 3-22.7
EMERY 1 VI 0120-664-467
FAX 03-3379-3053
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