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1. PTK787 AHI& A THATMM AR RGBT AL,

2. RAIRR 1AL, HF 0 RAERIT A S,

3. —HAESFRANGEATERARTMEERT RS EYGHHTHA
i, s RS PTKIST iy —FL ARLE T A 4 X Bo. #
A% D3, Zf—m, amptmE. BIRKRFEH. G-CSF =
GM-CSF #1o%, L+ ESHHEATERBRSAERH XSATHA L
B XAL, ABALLRME J —FF 7T 8 F 84K,

4. —FrEHMELSY, L OATFHMHEERF SRS ETAREYN
PTK787 fe £y —#rit A X A. 4% B6. 4% D3. =f4b—#F.
srompd k. BRE AT E . G-CSF Fv GM-CSF #j{Le ¥ R £
W —F T 3 A BAK.

5 ~ T EREOLES S, LOSPIKTST R EV —HiL ALK A,
4 B6. BAF D3 ZH—F, amietRE. K&K AT HH.
G-CSF #= GM-CSF #4144, u&*i—ﬁ-ﬁ/-ﬁ%méi%* A AR
1% A 84 pLeR 3.




03822711. 8 w B H 1/870

PR T R-BRRAT AN EH &6 77
FTHELEFTROEGBHH T AL

AERBEETEATMEAERFTEOE, LERTERATE M
HEMELEREHOENERSY. LERANFT ), EFkaisstimg
MBI NG R E L 57 B3t &L BT L AR5 R A AR A 0y
BRI 4R FR-BRATA Y, L LR LK 1144,
R AR R G BT 8 T B de s &L BT R SR AR 04 57 A 48 AR ) 49 4-vkk
A FE-BRRITEBDEFREGET THEAFTHRSIENHYPHAR, &
B A 4-nbrg £ FRA-BRCERAITA Y. TR LN R 8 F A Firik b2 )V
—F B A RARGLE, ATRE. 38 EA,; FPFRO4ER
SR BB FITERECE,

#HE4T MDS FHH RN EERRKEIA LR, FALKERLSE T
41 g BT HOR Y (R ), A BHER & SR Y (PG mAR, V) K
Ao AR HOR Y (AR ). AR A e e AR T B AR K, 24T
MO ERFEE., TR EES R AER, LCEFALE
BAAA SRR . 3R Sk R ER T HARF ot JR AT R A KA R e it S K6
KE.

stF MDS ¢ BmEidtirohmiiti, rRATELoEELL
AR, THAEAEA @ @i/ R AT RAK, R B#ATE A S, #A5F
HMirF R AL Rl TAREREFTATER)N TSR, ¥
B EAM R 44T, BT R ERII AR TR F (B 38k K4 X
BAMEER), THOTHLEAH B THAL MDS £F & 2414 AML.

stFEHLARNS AML M ELARNEER, ARAHKRANLT. %
FREHN FOMT A “F” ERQGES. TEHE, ARARITHEST
LT H MDS TR A 4 30%. BIEERDRFIT, HERRE
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FRELRAMANEL. RE, BRI — A EARREZGTRRIL
AIRE T FEAFi6577 MDS 96 ARt k. Bk, EREERTIERH
MDS # BT M, LH R A E Z b pl i 4] MDS Fo/3 K & 5% 5 & Bt
8] 4L 57 7

REUAAFAER: -0 A FER-BEIT AT A T2 57 MDS.

EAALP 4 R FR-BRBMTAY . ENNHEROSEMNHEH
4 % F| £ W000/59509. EP02/04892. WO01/10859 F= £ £ & £EH %4 US
6,258,812 A Rk, FEILFLIIAMARE,

4R T R -BRRAIT A M Fede Al R X 1 49 4K F R -BURITAMY:

X
~(CHR) Y

n

N/ k@ R, @
\

EFHERAFPHTERA 2 TELGEL XL 4 R TR -BCRTAEH L
N-fitdy Fe i 3 3 4 B R BOE B4R, RBSEGTA TRALIRE0E N
B E KB F(VEGF) &R ATP-4 441 5456 T 4] VEGF 8915 533,
Frif & 4-weiR K F R -BRRAITE M E S AR F BV AR E A 565t B &)
REMIFFE G A KF$R, TRATEAEELNLEERELNGER, L
ERIBAERM(ERBE), FleIlRE. £WE. HE. LLZ ) @EHE
Fo BT 5 BRFE .

Hldm, PTK787(HAA ZK222584). EF r . nFm&EHaH4 0. R A
R, FREAFXIEHILTL). A.B.DFEESAHCH. GHEFX,
X A BEI.Y H 4-BFEK 2B K AT 40 4t g X 14044 %7 KDR
KRR, ®m B4 Flit-1 F= Flt-4, 55 63 c-Kit ARG HEHLK
BB AR LA ]

B, RAAFRIEFT MDS. LHEAxTFHALT A S MDS 45
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b, BA RO TR LGB RHHAER S FH LT 41T R T E-K%
A, REETHEKETHNT G 42X TR BCRTAY, KF:
rXo0%2,

n*¥0%2,

m* 0 £ 4,

R, # R,

(i) A 1REI A 3,

(i) 3% B 7% s F X I+ 69 4%

g @)

B HARBERTRITHS, X
(i) 35 B % A F K, T4

T

[
T

=T
T, 3

EFHARR T)v Tos Tsdfe T, PH—ARBAANA R, LERAR £EHHF
JLTF 3 CH, i#id T, F T, #7424

A. B. DA E #ERIWAN & CH, &H2AXEEAFRLE 244
N;

G AMABTRL. RBEARENSLERKAKALRA, -CH,-0-. -CH,-S-.
-CH-NH-. ##(-0-). AHK(-S )R B LXK (-NH-);

Q A KB K;

R # H KB IE;

X A ERE. RAERARE;

Y A ABRRGRBARGFTE. g A R ARG SBRGRRE; B

Z ARA. B AR RHEL. IF. KA BRROREA. B, BL
KB A, AE. A, BE BAKBA. mBEX, REATHE.
N-#_3 NN-S-BAARAREFRA. R, A, K. Ak, XaE,
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EEREEARE., RARXAL., Xadl. KA KEREBABER R
AXETZBE, PRAEIMALGER Z, VWEBRKE Z TAKLAR
BEE®ICF

HFERF o RALNETY REATHEE, B HE 0 K04,
TR AH ¢ N-FALdy;

REHEV—NRELAH RSP,

EXTRESHHEXL T A QAR FHFEA WO 98/35958  Ff A
e, A EERBDINARTHFEHRSE,

AN 1 8RR LaH % PTK787. Rk, PTK787 vAHL 3R & H X
ARAES .

ARIER KR, BAEA T4 MDS #hesHR £ EP1 259 487. WO
01/55114. EP1 129 075. WO 00/27820. EP1107 964. WO 00/09495. EP
1165 085. WO 00/59509. WO 02/090343. WO 01/85715. WO 01/85691.
WO 02/092603. WO 03/040101 = WO 03/040102 F — &3t R AR FF
8. BB R BRI ER R GBS, ARBELEFART
FINMEA BFE .

HEERE: EFEWGTRT, sTERRSORALAOETHAGE.,
Jo R E MRS EH Bl EJ — /RS, I BN TAE B,
wREE, LTUBREA RSN AEGBRM T CHME B . L4
B M X H (#]40 COOH)H MR AT AL BT M., FURASALTEH
B AT AA RS YT XA A LSRRG ECER,

BT RIE “HBFT7 G EA MDS HEEIL TARRRT
BB EENET, FEMRER T FERE AR EX,

gtF MDS 697457, TR LR R 5L e X857 6l et
FHBERARALTCEFTANS oA FoB At £ DIXBLEEL APLRE).
ZRA IR Fo/ B AT AT RBRAAR LR 4 4o T R -BRR AT
4.

stF R T AR B it B4, TRETH Al XG4T,
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WREF TR (@R ERFERT 25%), Uii1EEs 2 hmn,
RARE2E A 22, B, TUEE3IETARTESLEBE R
x.

PREMPERTELAEFTHAHLRAR, RPFLEHBBT L, N
BA LR LEEZTE(BRAE B6), HldoHE X 2 K 100mg.

ECBRRFBRYARISHOBETHAS, b mbl b
BRBAFTKHHEALT, TUARZARRKEAFTGEY, Flio TRRELRE
(DESFERAL™).

SHTEAEY —MERNE B TRRNES, EFERLERATH
o, BPHEATAREER1E7TRE TR mEEE# ¥ E F(G-CSF, ¥
A B 452 NEUPOGEN L#F &% ) /R ELmie S48 AT
(GM-CSF, #|3= A% 474 LEUCOMAX L #% X).

B, KREP\LPGR—FFEE, L4 42 X FE-BRBHTAEY . £
B LR XN I ATy —FiL O BEE A L E B6. 4T
D3. ZfAL=FF, omlt RE. B AT HH W o TR E 405,
G-CSF #= GM-CSF #{bb-4, ¥ EHERFLTEERSAFE AR
ATHAEHXEE, ABLRRE Y —FTHALK, ATFRE. 27
BANAER, LERATET MDS T, EALANH—NERFE
¥, EAFREASPREAKKEY 4 WA FTRA-KERE ) —FgA: EH
RAEKE FIirmie st & F KX GM-CSF,

—HUA A SRR TR BRETAEYFE ) —Fik g BEE A%
A% B6. #AE D3. R, mitd RE. BIREAATHEY.
G-CSF #= GM-CSF #9{t8-4, R EHHHLT EERSAREH XK
AT R EHXAE, ABRERE Y —FTH AR, LETLPHAR
A ARG RS,

ARE PR LEAT AR AR F R HEAY.

BAL AT A B RE “AEHRM” LEEXT “AEHE(Kit of parts)”,
A X R A EFTE S E MRS AR 3 3 3 KB TR AR E E AR

7
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SR B AL, FRNIARRME LS, L, HEF
8 B4R 57T VA B JoAg B B S e B 8 A 446 A, BRERE #0F ) &5 B
VAR B B R 6 B 8] B FR 56 ) B 35 & e 4448 4. R R MLiE, @B
B IE] 8] R AR AF AR ) B4R 3T T8 7 MR R MR R K TR A E MRS
FHE—FATRAGHR, B4R THEAGETRAS 1 HEEAS 2
6 % F 09 B 4] T A B E ) Je AR 4576 57 49 % & 3% (sub-population)
HEEREGTIEHNEE. B3 ATLRBFRNENBH N IR TE,
Rk, BEEV—HAERAMR, Bl —FfE —FHEHRI;HRRAR
EHE, FANRHBEER, HlieBidiamER. FOrGAERER. £
EMER, EAHMNFHNAFELRS L —RAFARMN TN E —FFFE =
FrEMRTCEEETRR, PALRE —FRE —FHEFLRS G RIE
A, B

sesh, REBARET 657 MDS 89750k, 45 % €33 MDS k4874
FHARKENEEL B OFWER R AKHESL,

XA BARAR LERBLAFAAX KLY RIER EXFTIR
Bt 4-m R T - BORAT A ) R K H9484-5F MDS $9F B4R . 4-vik
A FE-KRETADRRKLROEASNBEFERTUG W ESEN G
RAFF PR, SIS RAR RO EEAEE MDS ) & F#HAT
#9/NFF #7iZ(open-label). EMALEFR. AT RAFRAFAER T A ARK A HME
AR B KW EI4ER . *T MDS #94 H4E A TAB AT R AR 4 R K
W RABBEAAR TRt R RBT P ERRABAE. Flo, £—
RESFR T, —FESESTUABZMNFRAER, FELE-FEba
SR FRA Y E £ A RRTLAHFMID). &, THRATZANT
B, NEAHLAERA TR AG AL ANES AL,

AERG—NE HRIBLEHHEAY, L4 MDS BREETA K
FTHRLRNEL, BiEEsHP, SEGELTRAA—NELSELHNE
B XRA RN LR EBLFFH AR L, HERXSHNAER. FLAHEH
KT A2 B R 4B4
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REAGA TR LS ES AR FTARRZLEAHBX, FOELEY
2 FUESEN N —ECEEMT XA G HHESHTRARS Cheth 5
EH S, FERMEETEHF ORI RE EHINER TFOLEAL
NeR IS (R LI B WEeY, LEAERARE—FR ST
HRABK, RERZETEHATMIERANTERABREMERANEFA
BMENE) —FHEFETHESHES.

G LM EH B304 10% £ 25 100% . K% 4 20% £ 45 60% 44
MRS, ATEHET BINER GBS T SR EF R iR Bl
MEHXGEHHF, FllelERA. AH REFRAEF, IPEH ZE
Fl. RRASNEE, ZEHFHARY Sl F k44, vlBL TR
BRe. HlE. GBR, BRISATRFHE. SHER. SME
BREGEM BT TCSHASANNEEETRE RLTHARARE,
BABLAEAN SN TEETRILEHNAKE.

A M, KR ELAGEFILALE N 095457 A K ET AR B 348
Y Fo AEATIR 36 ), B-4A 0T AR S I M AR 4 B LA, Flde,
RELAEEIT MDS B FETURHE: DRAZRATHALREXMHES
- (a) (i) A S B R THA LN X BELE 5 (b), R RAEFRAF
AT, RATAHRSEAARE, RAAMEAKE, Fliodad Fib
RAFAQENBHNE., KREAAQGESHENEEE ST AEE T HE R
) B 18] 5~ AU 56 ) BOA 5T 6 REN BT XFA4T8 . mE, RiF “#%
R” LOIFRAEASESNIE, METHARA TR TASASY.
Bt, HUEBALPCEAAMEGRTRIBETHNTE, RiF %
R & AR B SR

4 R F R -BRE AR AL AN EESTHAGASASHAK
FE T LARAE AT A 6 RARAL S S BB . 367 7 X FT6 57 49 MDS
WFP K. FTA5 6 MDS R ERURL AN ES AT, Bk, ALH
MBS FHNEFETRIESHERRATRE, ORANRZHFEFGTH
Fraee., ERRRAGAMREL, BREARLEETE HRALNT L,
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WKL FRERRATE G 4R AT R-BRRITEDRARLANGEESF
HENTERSOARE, RESRSRERE L DB AAFHYGTE
BAMREHREETEZUNTERSTREHTHEMNS HFHEBYFT L,

P RBARFHMEREA, WX 14EY. LER PTK787 95 Fiik
#5200 £ 2000 mg/ X, LY 500 £ 1800 mg/ K, AL 800 £ 1500
mg/R . Kk, X 1L HHEBF ETEALARN 2 NCFHRARREAE
X 1Lty ikt 245 mRER TR A, Flde, 1500 mg/ R EH
FTTHIHER 2 KAFBR3hHHEA 750 mg 49845 MALER .

3 RAF LY, HRKALEE T AT A5 AH BN FHHh A
TEHXEAE, CMNYGHFTfmF X TUERBENTE HH Y KR
B LR 6G13 AT VME P A SRR AT R SR BAE A

s, REAPRBT —HTERECLE, LCSEABTUASHRL
B4R AR AT H A% MDS F R B, S8 RAak 4 A e 5LA B,

AEPEREBT 42 A FE-RETENFRLANELSEHES
5T MDS 8 & F 6 A i,

52 364

12 £ A RZEF %A MDS ¢ &4 5 R MK a R#EL 500 X 750
mg PTK787. %L &K MDS ¢ &£ AN R GFE, AA8E KA
MA BIFA MR, BP — 2 K8 H 18% FHESEY EFRF AL I0%E
SANA, Bt REA 115%FmEe A RFEI6%IE4NA.

% EHHER: PTK787 ££ )V —2 &4 MDS ¥ &EFF TREAR
AL,
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