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INLYTA s — iy i 700 3 R BEAT 4 B VA YT I I W 01 40 e (909
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FIBMEG A TT %

COIFEEFE A 5 mg HIREFR 2 IR ATAR AN 22 4 PRI 52 P 457 1. (2. 1,
2.2)

(2) ZylalbE 12 /N2 T INLYTA FIEH S &Y. (2.1)

(3) INLYTA N5 —HK¥E R Hik. (2. 1)

(4) QN iam CYP3A4/5 il F, 9K INLYTA FIEZ& . (2. 2)

(5) XM= EE, WK EFEL R (2.2)
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1 mg f15 mg o
ZRIE

To

BEIMEREM

(1) WS 2wy il H AL 335 S K fE % o FFaR INLYTA 7Y 78 /¥l s . 77 22
PRFNYETT R I o S8 AT FH 0 i i s 2440, 647 488 w50 1l e 9B INLYTA il . (5. 1)
(2) W W52 2 25 il A S K AR AR A BE B o X 3 Sl i RS 38 fn 2 2 R
(5.2, 5.3)

(3) WRIE g, RSt SR, MARIERIGTT I B vs B
Ji7p3t B I E A B P T INLYTA A se 2 o RN A . (5. 4)

(4) W RS WE UM, BT X i o FLEoss B XU B T
(5.5)

(5) RGHE FARBMIK N RE 7T Z HR IR AR NLYTA Y697 TT 46 F AL R
fRThae, MBAHBRZEM. (5.6)

(6) tHRITFARETE > 24 /N5 E INLYTA. (5. 7)

(7 WS R ] 3 S5 350 1 U9 25 A1 (RPLS) o Wik 2E RPLS ARTEBREIR K A
Z 1k INLYTA. (5. 8)

(8) HJ INLYTA 97 FFLa A, A 4G 5 260 B A AR 1K o 6 v BE 2 ™ FEL 8 1)K
PRAR A B R I A B INLYTA ¥397 . (5.9)

(9) H INLYTA yR97 I 85 WL g2 B AT 5. B INLYTA 897 FFURET A B ih R 4
HAMEAL ALT, AST FIfHZLZE. (5. 10)



(10) A28 F WAt F INLYTA JFUG 7 S N . 7™ 2 P i R i
Wrgtid INLYTA. (2.2, 5.11)

(11 Y25 F U R Lot 3E AR I HLH] INLYTA o] ReSUIG LG s . MRS AT R
T LR ) LV AE S R 5% INLYTA B9 o I 0k, (5,12, 8.1)
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FH - &K erythrodysesthesia (F—i&) Zi& 1k, EMEE, Wk, =7, AE
Fho (6.1)

R EMREEANEL [ N, BEZ Pfizer, Inc HiiE 1-800-438-1985 &% FDA Hii%
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M EAER -
(1) WEHGH CYP3A4/5 $ihIF . G ANAT®ESe, Ak INLYTA #)&E. (2.2, 7.1)

(2) BEAREE CYP3A4/5 ESFH.  (7.2)

SEEALTT R}

1 EMNVUEMA

INLYTA & H a7 B S g o (RCC) Jo—FhBE A 4 B vy I

2 FIEBMALTTiIE

2.1 HEHEE
INLYTA [ 10 leeh 25 a7 50 82 5 mg FFR 2 IR 25T INLYTA FE[RBEL 12 /)N
A B WIGIARZ B (12, 3) ] INLYTA N 55— K HE i)

IR X B R 1RGS2, AR 53R . NAZOE IR AR R UGR

2.2 FIEBHIEE
TR TSUAR 4 AN A 22 A PR T 32 P 158 I B A 77 i o

PSR RE, BTN AZ INLYTA 2D RS J 0> 2 AN RN (B HEAS [ S

BEVERRUELCTCAE]D) , & MLIKIER, MAEZPI-mM 258, al . @i
A 6 mg FER 2 UKHGIN, INLYTA FIE AT N2 7 mg BK 2 K, MRz

HEE—2P 2 10 mg BER 2 K.



P RE,  BEEEAN R 2 B I R Ak BE T R R I I sk £ 1 AT/ BRI
INLYTA 677 77 & LI 5 AR I (5) Jo Wi ZEM 5 mg RER 2 IRIRARHIR, t
HEAAT L 3 mg BER 2 K. W B0 AMRARA &, HEREFI R 2 mg RER 2 IR

5% CYP3A4/5 MR - [Nk 4 [ IR T 5 CYP3A4/5 IR (B, i R
[ketoconazole], ftEfEéME[itraconazole], wafvs 2 [clarithromycin], Pif
FLIR [atazanavir], ERHuHS5 [indinavir], Z3VAMEEH [nefazodone], ZEFEHS
5 [nelfinavir], FFCHET [ritonavir], ¥4I T [saquinavir], HRH|FEE
[telithromycin], AR EEME[voriconazolel) . EEINIEFERH—FhLE /N
CYP3A4/5 #hI/E I RIS 2590 . I8 MG ARAL$E 32 5% CYP3A4/5 FIHfilF) & 5 vh it
FUL INLYTA FUHR%,  dn 253k W45 7 —Fhaik CYP3A4/5 ki, 2 iUk
INLYTA Zy2f-ig, PROA FUBE R TITHJH 22 axitinib [0 3R 9 BE I TR] Hh 28 1 AR
(AUC) 2 JoAMHIFRI S 2 )7 Rl o B J RR A A A 22 4t AR 52 4 w384 o el A1 771
T W bR WL FZS 2, NP A2 am CYP3A4/5 FIIHHI T 4G Hi 1Y) INLYTA
FE G 3 - 5 ) WL WIAHEAER (7. 1) Rlls AR 255 2% (12. 3) 1.

FFS248: BTS20 i (Child-Pugh 2851 A) LT3 M A7 E . RIEZ513)
B S T INLYTA, FEk b BT 52458 (Child—Pugh 2850 B) 2% INLYTA FF4R 7
NIRRT B SRR AN R e A PR 57 1 A7 B N sl . v RAE
JIF 32451 (Child—Pugh 2851 C) Mg TR HFFT ] INLYTA [l A& 45 Ry @ =R 1t (5. 11),
R AR T (8. 6), IR 258122 (12. 3) 1.

3 FIRIAIHME

1 mg Jy INLYTA: 2L, AR, wiie . —MMAAR “Pfizer” Flb—M “1
XNB”

5 mg Jy INLYTA: ZI{6. jffuide, =R, —MMANAG “Pfizer” FlH—
“5XNB”

5 EEMERFI

5.1 Wl AR ML R fE 5

FE— TG0 BEIRG RBIF 5T Hh FH INLYTA 369711 RCC 3%, #5652 INLYTA i 145/359

11 (40%) Fd:572 22 Fr3EJE [sorafenib] 103 /355 {4 5% (29%) G A s . 5%
INLYTA56/359 il i35 (16%) A4z & hidlEJeé 39/355 1l i34 (11%) MEH 3/4 P
M o 52 INLYTA 35 2/359 41 (<1%) s &y Mk G S A% 2 R PR e Bk
o XFEiin s (Wi > 150 mmHg 5 & 5K > 100 mmHg) S A7 FF 4G I [A] & 7E INLYTA
FFAIRITEE 1A A WARTRAE INLYTA FFUGJE 56 4 RO SR IMR3E & 5 . F brdE
P LR Y7 Ab P s I o 42552 INLYTAL/359 f51] (<1%) 2235 Tk A6 v s 26 1



INLYTA vy ez R AR e i A LA R W (6. 1) 1,

FFUf INLYTA FiF AR G4 I Hs o N7 3400 8 2 i R0 >4 75 2 s FH A oA v 1 s
BT o E%éi%mﬁ%ﬁ*)i‘%ﬁﬁﬁﬁmmﬁ%% PG INLYTA & . a1 R4
U LR IETT o o IR ™ H R RF 4 2% INLYTA 1 INLYTA FE A%, Flan4a .
JEfE SR N % FE 2 b o 1 INLYTA g i, SR Bz pumiin s 24 8 I MARG i,
JE WA LS 277k (2. 2) 1,

5.2 BIRKILAEEAF:

FEAIREG F, W HOE S KA S 1E, QFEIET . 75— IO BRI RBFFTH A RCC
E ] INLYTA ¥897, #6532 INLYTA 25 4/359 41 (1%) 738 3 /4 sk 1
1 4/355 B (1%) #2 Zhi AR e - 52 INLYTA 3% 1/359 1] (<1%) B i 2 ay
PRI LGS B AN R P AR e B ETE LA BV (6. 1) s

76 INLYTA GRS, 17/715 451 5 (2%) Hh R sl Mk ifi a4 00 4 J g ik
WA, WA &AL, OIUEEZE, R RS A BELZE) - Ay s 4k T o 1l A 7
HNIET .

REAEIX LA RS AT A A SRR A AR T AT INLYTAL B RAERT 12 S H A3l
K M A A T A B E ST INLYTA

5.3 FRbkiMmAzE FEHEA

ZEIG IR I T, Mo H o S ik A R Se sk, B3EPET . 764 RCC B2 H INLYTA
VYT B — T BRI RIS, 1597 TNLYTA SR 4RIE 11/359 11 (3%) i ik i 44
FESAE 2 Ry AR Je ki 2/355 1] (1%) - #2352 INLYTA Hi 9/359 (3%) 411 3/4
S A AR TE A (LRI 28, VSR Tk AR R, A DX S Ik P 8 A2 52
ZLPr AR JE PR A SR R AR TE 1) N 2/355 191 B3 (1%) » 3252 INLYTA 43 1/359

1] (<1%) ‘L35 Bl kb ZE e 2R AR BEJo. F INLYTA IRPREREG . it
T8 22/715 i 3%) 55 K AR A ZE S AF (I 4k R T IR ZE5ET0) o

A7 LR A RS s S R T AR ] INLYTA. R AE 6 N H AT A A ik A
T AT B TP EGT INLYTA,

5.4 i

76— T50F BRI PRAIF 9T T A7 RCC H F INLYTA VAYT , 75 58/359 4] (16%) 3257 INLYTA
A PG I R R P AR i 64/355 1 (18%) » H:52 INLYTA 4k
T 3/4 g = 5/359 491 (1%) CELHEMR I, MpR, Wi, '8 igEd i, A
) Fgesz Rm P AR B A 11/355 91 (3%) o RIEHESZ INLYTA fE35 b #ar v H i
1/359 5 (<1%) ('t 1) Az R pr ek Je s 3/355 1 (1%) »

FEAT RIS 7 I e A% i e AL 7% ) 7 15 P it k4 R R ki INLYTA A



XA PARNAE T o AR AR LR BB 2T R R T INLYTA 4525

5.5 BaEFILAEEE K

TE— TR0 IR R BT 98 4 RCC J23 F) INLYTA 897 - 5% INLYTA Mg RiE W giE
ZEfL 1/359 4 (<1%) FEez RPr AR e B Jo. A INLYTA IR PREREG . $i%iE 5/715
i (1%) 5 B a5 L, Of 1 BIsET-. BT B mE g LB, 76 4/715 61 (1%)
B R HROE R

HI INLYTA V697 H 46 H 2606 WAL iiE o fL o i (R AEIR

5.6 FURIRDIRERIR

76— T50 BRI PR BIF 9T AT RCC #% H INLYTA J897, 3252 INLYTA 52354138 FUR IR
& HE 69/359 i (19%) A5z =Pz AR e /5 4 29/355 191 (8%) » #2252 INLYTA A

PR IE FUR BEMLEE TCHERE 4/359 41 (1%) Fldez ZhidEJe [ 4/355 41 (1%) - 3697
HIAA e HIR IR ER (TSH) <5 n U/mL 35, 52 INLYTA 5 A7 79/245 1 (32%)
KA TSH A= R =10 v U/ml FIEsz R AR B B384 25/232 41 (11%) [IA R &

M (6. 1) ]

HI INLYTA V697 TR HIAN A 46 22 208 WAL FOIR B DU B o V6T FARRAIG I EAT
ARBRALBE T CHERE A% BERRE LS 7 52 B DR KR FFUR M 0 B 1 87 ARG

5.7 O EFH KA
WA AT IE ST INLYTA 6H55 1 fr4 1 52

e TARAT /D 24 /NS IE T INLYTA 97 o TR S N ARYEIE 24405 L @& i il IR
Wk 2 K INLYTA VA7 -

5.8 AW JEHR R ROR SR AR

TE— TN IR R R T RCC H % F INLYTA Y897, HRIBEAEE:SZ INLYTA S
1/359 ] <1%) ] P 5 350 Bk 25 A 4 (RPLS) Tz Rhi Ak e Bz L LA R
V(6. 1) ] e INLYTA I RS H & 53 48 4> RPLS

RPLS & — P 28 255 BB AT BEAFAE SN, WU A, ElE, JREL, IR AR
TERIARA 2L ] BEAEAE R B & P i L o T B LR A% A RPLS (132 W o
KM RPLS i 28 1E INLYTA. ANHIE BEIF 2552 RPLS 38 BB T 4f INLYTA Y897 1
Erge ot

5.9 |HIK

LE—T0H R Im RT3 P4 RCC i F) INLYTA VAYT . #5552 INLYTA i vhdiE
39/359 1l (11%) 5 R ez R P AEJe 3 26/355 4] %) « 5% INLYTA &
11/359 11 (3%) i 3 2 2 1 R M3 R AR JE B350 6/355 41 (2%) [ AN R W
6.1)7,



ST INLYTA VG I7 THA AT F 26 R 22 WA AR . X AP S R A
PREGEH IRART R R I HH T INLYTA 9697

5.10 HEETH=

TE—TO6T R I PRI 5T H) INLYTA V97 RCC %, WA 22% 85 RAA
M A N B (ALT) s, INLYTA H<1% B4 3/4 RFitb MR frdb e 4 h
2% 8

FINLYTA V&I7 TFUETT A B UG R 2 e IR AR ALT, L5 M (AST) FIRHZT %,

5.11 23R

A RTS8 (Child—Pugh 2851 B) 54 [ AT IhRESZ 0 & H ARt
axitinib 45 BFEH E . UM 3248 (Child-Pugh 85 B) & M4 T
INLYTA BHRARFI . WARAEA ™ HE 5240 (Child-Pugh K51 C) B T
INLYTA [WLAISERNGE 257575 (2. 2), FRER AMERAT T (2.6), Fim R 25 B 2
(12.3) 7.

5.12 YR

M5 TR 1A 2 INLYTA AR FEAF F AL *lljz'?@(uq)tf@%o FESEURIA 0 BAT AL
INLYTA J& 2 IR I R IOBES . A2/ BUS S REPERTSU A RRASE IR T A
FEIMARTT AR FR N axitinib Z R RS, PAAGREIERIG JLEETE

M)A AR R I8 45T INLYTA IF 3B G Jle oA e Ui o AN ek i S5 ) 45 FH ke 24,
BN B 2y SRR N iR, NS R R LIKTE AR fE T LILRF IR A P A
H@G 17,

6 NRRMN

PRUA e PRAR SR A 72 ) ARG 00 R REAT I, Il R I L BN B S AR ANRE S
2yl AT 0 A A 5 LB BTy L vl A S R iz i vh L 4 38 R A A%

1E 715 9] 53 B2 Ve Ty iF 9 89 LA INLYTA (224, b fuds 537 61 3 RCC
B FTRER A (AN B SO (6. 1) 1 S BRAE 59 i3] RCC B35 %) INLYTA Ze %
52— L R AR Je I BEALAL IR RS [ILIG RAEST (14) 1.

FEUE IS A AR ZE Y Py BEEAR e DU RS, A RIBGE 9 94T 3l [ 5 A
(5. 1-5. 10 A1 5. 12) 1= il s, ShAkinie S0, kil g pcfar, dii,
W e o S LA K, HUIRBRIIREIRGR,, 07 D& &, RPLS, &K, AT
Tt FIRJLKE .



6.1 KRB ER

$:52 INLYTA Heryayr irp A7 st il & 6. 4 4~ H (i 0. 03 & 22. 0) figEz & hdE
Je B 5.0 N H (GE[ 0.03 £ 20. 1) . 7F 99/359 il (55%) #2352 INLYTA & T+
RAE— AN [ s I8 571 B ) 3R B YR T T ] I E S R sz R PR JE Sk 220/355 1] (62%) .
S 2 INLYTA S8 vh t Tk A — A R WK azs 2% 1 24549) 24 34/359 451 (9%)
sz zhESe by 46/355 4 (13%) .

INLYTA V&7 Ja W 82 21l B s UL (=20%) A RN A MRS, @i, 2, AL,
1 852 INLYTA sz ke i il = 10%A | W,



FILEZINIYTARRRNERRELE =10%BNFRREE

INLYTA(N=359) FhidE ]E{ N=355)

TREE" BrEEA" 3448 FrE @5 3/44%

%o %o %o %o
BEE 55 11 53 7
7 i 40 16 29 11
BZ 39 11 32 5
BRI 34 5 29 4
HEols 32 3 22 1
LEHER 31 0 14 0
FR-BRIMEFESIE 27 5 51 16
FEAE 25 2 .2 1
ARt 24 3 17 1
Zh 21 5 14 3
B 20 1 SN 1
FRRE TR 19 <l r 8 0
W 15 1N\ 17 1
HEE S 15 >N 12 1
= REE] 15 AN 11 1
AEE# 15 i, \ A 12 <1
W I [ 15 N 3 12 3
R NN — 2 11 1
et ] id 1 11 0
iidias] L ~\\IIN) 1 14 1
E# __L___ 12 <1 32 4
H=BR / | 11 3 7 2
bk B TS i 11 0 8 0
F R Rk NN 10 ] 11 ]
HEAR 10 0 2 0
EFEE N\ 7 0 12 0
B & \ ) 4 0 32 0
T3 2 0 10 <1

"BARRAT-HM, FEERXARY " REEISEFRANT RIEEERSERE, RA0

FE<10%H] INLYTA A7 i i aiE i s A RN (I 90 A4k 2 (9%) ,

[ (8%) , LAY (7%) » JiizK (6%) , S5l (6%), Z UM (4%), R (4%), mﬁe(g%)
B (3%) , FeEEHEn(3%), MliteZE (2%, B (2%), M (2%), R bk
AR T (1%) A0 190 JEE e ik BELZE / I AR T2 1 (1%) 2140 B 2295 (1%) , AT il
RAE(1%), FIRPLS (<1%).

2 JEoRBEAZ INLYTA B AR JE A R TE 1 = 10%5 5 IS0 55 5 4



FH INLYTA J697 5535 38 19 <10%:328 5 1 S 56 = e i (BT A3 4 m)) /B0 466 I 21 2 1 389
(IE%H FFRLLE) ( INLYTA9%AH L Z 7 3EJE 1%).

2. EEFINLVIARRNERRELE >10%LRERE

INLYTA ERiEE

LEERHE = EREEA" | 3448 . FRESRA" | 348

’ % % ) % %
Mm%
miaTEE R 320 35 <] 316 52 4
i EAmpa ()RR 317 33 3 309 36 4
i AR 3 15 <1 310 14 0
g2k 320 11 0 315 16 <1
2
AILETHE 0 336 55 0 318 41 <1
AR AR 314 44 <1 201 43 0
{E$5miF 336 39 1 30| s 2
ALPHSI 336 30 1 39 | M4 1
= 5 336 28 2 319 |/ 33 2
HENE1R 0 338 27 5 3| 4 15
SER BRI 338 25 2 9] 33 2
ALTHM 331 22 <1.( 1 ETE] T ™= 2
ASTHiMm 331 20 R L T T 1
& i iE 338 17 (D N\ 13 1
GAsEA= ik 337 15 -1 319 18 1
P M 5E 333 15 :h:s' HET 10 3
i M 36l M _~PNA |39 8 <1
{EMmiE AN ) I 319 11 2
(R BRI IF 336 ;13 2 318 49 16

e E A BEETT S AT S BT A EGE, W&o
ALP: WM HEEE, ALT: SR%EH, ST 2N EE

7 ZYIMEAIEH

RN axitinib &2 4E CYP3A4/5 AR FIEMCFEEE, CYP1A2, CYP2C19,
R PR W R — 1 25 FE % (UGT) 1AL

7.1 CYP3A4/5 43

70 e G IR R e, — B CYP3A4/5 (sl SL R 452, BN axitinib
I e 7% . N akES INLYTA 5590 CYP3A4/5 I FI 3L R4 25 . i ekl 7t
AIRENE N axitinib IR FE RN G o S IMIERETCBRAR /Iy CYP3A4/5 4kl 7E: fig
[ FH 24 . s 45 [R5 T —Fhom CYP3A4/5 HHIF, SR INLYTA #1& [ L5
A2 71 (2. 2) AR IR 25 B2 (12.3) 1,

7.2 CYP3A4/5 %55

e SR AR [rifampin] (4L [RIZR 2, —Fh CYP3A4/5 555 T/, Ik
fik axitinib A E R 5E . NIES INLYTA a8 CYP3A4/5 ¥5-SHIMIILRIZ 2, (n,
FHE-, HuZEKAA [dexamethasone], “K¥%Z3&[phenytoin], KP4

[carbamazepine], FAEATY] [rifabutinl, FJ4EEIV] [rifapentinl, KL%



[Phenobarbital], F12¢%) % [St. John’ s wort]). @PUEFEIEAR /N
CYP3A4/5 539 ARl ik HI 24 [ )5 Fes 24 53 (2. 2) AR 2 2 (12.3) 1o vh
B CYP3A4/5 557 (4, #/E3H [bosentan], #i%kdit [efavirenz], K ih=HHk
[etravirine], ¥jXdEJE[modafinil], FIZsKPEM [nafcillin]) o A] REIRAK
axitinib FRILIE % F AT AT BE LY 6t 4 o

8 HFIR NBEA A H

8.1 WY

TEYRI) DL AE R T (5. 12) 1.
FEVRZIE b e ) INLYTA (385 4 A0 R AT 4 T AR iR Lo At FLAR
MU INLYTA AT e85 ) LfE . Axitinib 7E/N PR R AR THER R FIH 2
SRR TE, FEARREVEAIG BGIE . JEYRIIE s Y e 2y, Bl 52 B 24 I AR
NGEYR, NG BRI IR LR R fE

BEPE N AT B R YRS — ML IS TR 2 IR axitinib, FEFTH 2R
i (=15 mg/kg/FIL 0 BA TR R UG &4 5 5 8 (AUC) 119 10 %) SIERM A G
TR, RIS UL E BT, WEgR/N B 7w B s B R & D %
F4E 0.15, 0.5 F1 1.5 mg/kg/5| axitinib & & 2 . 7ELE 1.5 mg/kg/F| (41K
SEF AL AR TR AUC 11 0. 5 £3%) it = BEAACE i i A 52 2 R G- B85 1 B 46 iy T
(F52d) FAE=0. 5 mg/kg/ ) GEFHEL e any vl s AUC INZY 0. 15 5B g i A

=N
Jto

8.3 MFLBEE

AHNIE axitinib AEHGMAE AN FLri . KU 298HEMAE N FLTTHFIER A 22 ) L
K H INLYTA " HEAN [ Ow s aE, NN PR B b ALl « 254, %)E
ESEZ/RSRN Sl i

8.4 JLEfFEH
R EHFIAE ) LH B ) INLYTA 2241724

FER BN RFIR P E O T axitinib 8K 2 k3L 1 AN H 8K 528 R
AR AE/ANRIR =15 me/ke/ 7 (70 30 A7 S 46 70 R 4 5 2 i (AUC) 1
296 F1 15 A6) INAE R RN 2B KA R & /MREZE D45 T axitinib BEK 2
K =5 mg/kg/ 7 LU I R AUC (4 1.5 RSB 1128 S
(IR, A AR/ B ER) o WRFELN T RED) PP AE L3 BB K
R et

8.5 ZENFH
FE— U6 IR IR 9T H B INLYTA 3697 RCC 3%, 123/359 41 (34%) A INLYTA



T L =65 % o S AN BERR M B R R R R R, RIS =65
% AR AT 2 FR A TAD () INLYTA 22 AP RAT 2350k Sk 22 531

TR B P AR AR B LRI SR AN 45 25 J7V5 (2. 2) PG R 29 B2 (12.3) 1.

8.6 FF3iR

E—TL T2 3R 56, A He 82 T 3244 (Chi1d-Pugh 28531 A) 2R FIFL &k rh
52 31858 i 528 # (Chi 1d-Pugh 287 B) 5 1F % T Th Re 52183 bu st ) i
INLYTA J&5 4> 5 2% #2401

MY INLYTA B85z 0 5% (Child-Pugh 2870 A) fe a6 7 B, ¥4
T INLYTA 5 EFZH (Child-Pugh 257 B) M3 d GE GG F & IS LA &
M 257718 (2. 2), S FE R (5. 11), FIERZ5EE2% (12, 2) 1,

KL T EAT 5 (Child-Pugh 285 C) 2k & P HIFFY INLVTA,

8.7 B

ARBAT LI IX axitinib B2 W50 . MRIEHEG 254880 Iy 2820087, R EL AT Tl
SRR S R E 52 (16 mL/min <HUEREPR % [Cler] <89 mL/min) H#
axitinib WGERFREE ZN [ ILRR A 22 (12.3) 1. MR E R E T2
WU H TR = A EREEH (Clerr <15 mL/min) 5 N IEEAFH .

10 24t &
K INLYTA i &8 o vy .

TN HRIG PR IF 2 oG ROC JR 3 ) INLYTA 3897, 1 3% R 52 20 mg
FFR 2 AL 4 KRGz (1 49) .

FEH INLYTA sl a KIS, #2 FiG57 & 10 mg BK 2 IREY 20 mg B K 2
WZRELZAN R VARG E IS, A S A, Asdr Mg, .

TEMBEE S AGOL e INLYTA AR RO R SRR

11 —fediiid

INLYTA (axitinib) & —FPslgHiHlH]. Axitinib f1b7 4
N-methyl-2-[3-((E) 2-pyridin-2-yl-vinyl)-1H-indazol-6-ylsulfanyl]-benz
amide. 43¥ 3\ C22H18N40S 14> ¥ & 386.47 Daltons. L2 &5H 0



Axitinib & —F A O REE O AR pKa 4 4. 8. {EKN i axitinib ¥f#ERE
YOS pH 1.1 £ pH 7.8 &8 0.2 v e/mL. ZMAC &% GF F/E/7K) & 3. 5.

INLYTA BLZLfh, JEAAR S E 1 mg 58 5 mg axitinib STdimerdi®, FUb—
KEW), AR RLTYE a0, WRMREE, A Opadry® 11 40 32K15441 AJGHG
PR AE— RS BE R o Opadry 11 41 32K15441 A4 & FLBE— /K54, HPMC 2910/
FRNHEF4ES 15cP, T5AMER, —BEMR H e, F5LER4L. red iron oxide

12 lmpRZyE &

12. 1 {EFHLA

Axitinib G RAETR YT LU JEE ] 00Tl 1S 2 I A0 il 2 A A0 455 1 A8 PN B AR A PR 1
744 (VEGFR) -1, VEGFR-2, F1 VEGFR-3. iX&9374h5 g #iyk s A pk, Mgk
K, Aumdt A, RN/ B axitinib #5 VEGF—/5: N B2 4H
184 B RN A= A7 o MR S B R R D BRUBE L A Asitindb  IE o 0] i R AR KR
VEGFR-2 [tk . .

12. 2 253N 1%

FE—T0 5 Bl A FEAAL . HE, PP 3R SCRIEGE T PR A = FIAF AL 400
mg i FREME A TR INLYTA (5 mg) %t QTe MBI . B 20)5 3 /N A
B 5 2 BFP QTe M5 (B, >20 ms) EKARMK. {HE, AREBRANFI QTe (1]
/N3 (i.e., <10 ms) o

12. 3 253 5%

oK B A B2 A AE S R 17 DO KA T SRR A 2 s 22 0 e — A4
A7 GRBSONIHE J I 18] AR g & Ak BRI i3 axi tind b a] &7E

R AG: FIR IR 5-mg AR Zi)E, H7 Tmax YU 2.5 2 4. 1 /M)
MRPE I W], RS2 25)5 2 & 3 KN. 76 5 mg K 2 X axitinib
BRI EA B SBARE 1. 4%, 1F 1-ng £ 20-mg FIELHANTRA,
axitinib RIZIELVEZM ) 2%, DR 5 mg FEJ5 axitinib i P4tk
YR A 58%.

S as g, 55 SRR T INLYTA 580 AUC BIK 10%A0 =5 15 i 5
PRSI AUC 85 19%.  INLYTA W 8o &Ees 2 LRI E R4 25751 (2. 1) 1.



Axitinib &5 AMFEAEEL S 099%) ILE4 S AR AMNY o I-FMERIE
FHELE A, In with Bl RCC g (n=20), EHFEHE 5 mg £K 2 KGF&E,

Cmax Al AUCO-24 JLAAT #4555 (CV%) 43 5l J2 27. 8 (79%) ng/mL F1 265 (77%)ng. h/mL.
15 4 S5 RN 20 A AR ) JLART 3955 (CV%) 43 71 38 (80%) L/h A1 160 (105%) L.

ARUFFITERR:  NLYTA MUV E M 2.5 22 6.1 /A, Axitinib F2EAEHF
% CYP3A4/5 FIEARFRE#E CYP1A2, CYP2C19, 1 UGTIAL AR, IRZ T 5-mg
B PEF & axitinib J&, EFEPRIBCZT A1 PRI LE R R Z 23% . A AR
b axitinib, dFIEEM 12%, rEFEP T ERRE e . R AR R AR
A axitinibs JRARERAN T H A OACER Y BB . R, N-H
PR R AU AR B sy (DR PRI PE 1) 50%) FIRAZ A axitinib Al
TSR AR A A5 2 IR TR 20% o

FEARSE = B BE VAR N—i1 25 A e PR A I P00} VEGFR-2 287 7t axitinib 211K
=400-1%.,

Y- EAE A

HeZypst INLYTA [I52M9: Axitinib TFEAE q14% CYP3A4/5 AR, IKAb,
axitinib [ZKEEPEZ pH HCBiME, #m pH SFEUR IRIAHR L, 1 JE7R—Fhom
CYP3A4/5 #ikI57, —Fhoi CYP3A4/5 S5, Fi—FhPilR 2%} axitinib 25/
JIEE I e [ NG 270k (2. 2) Migh i G EH (7.1, 7.2) 7,

INLYTA X e 298 rsgm: fEARIMTF 7R axitinib A9 CYP1A2 FI CYP2C8
[P HE. H&, axitinib H5EIsEz. —Fp CYP2C8 IRMIMI LIRS 2, fE A
B S AZ WA A

AN R axitinib fEyRY7 MR E B AHH] CYP2A6. CYP2C9. CYP2C19.
CYP2D6. CYP2E1. CVP3A4/5. B UGT1Al. 7E AJF40MEAKRIMIFSYH & axitinib
ANiES CYP1AL., CYP1A2. 8% CYP3A4/5.

Axitinib fEARSNE RN Is R PR S (P-gp) I —MIIR . (H3E, {EiRYT
L% % FE I INLYTA T A5 P-gpo

TERFR NBE P A3 2
JLEEAT R #E<18 % - R iR 9Tid INLYTA &



AUC: @S TER

P32

A B

32 CYP3AL/S HpEIA :

B e
400 mg QD x 7 days

38 CYP3A4/S ESH

HHETRT
600 mg QD x 9 days

REES :

Ak S
20 mg QD x 5 davs

FFEm -
EE/ER

i/ IER

i/ IER

=%/ IE%

PK

Cmax
AUC

Cmax
AUC

Cmax
AUC

Cmax
AUC
Cmax
AUC

Cmax
AUC

TLEEH 90% CI

|
b

b=

T T T
0.5 | 2

tENFStbmavtkE

Cmax: BRERE  + DABRNSEHESZ (2).

2 BV

FHE INLYTA FlE*

iR E

R

AErmae

FHE INLYTA fiis*

E INLYTA fIS*

]

& 1. XK E A AP Z 06 Axitinib 29430 ) B0

FEF 1 s T 324500 axi tinib 29400 524 18w LU A2 25 )57k
(2.2), HEFERFI(G. 1), MER AR (8.6) ],

B2 A5 590 Bl e I RS HEA TR 2948 Dy 2 o0 i RIS TG A7 A2 'S

, AUE 5 B E 2 (15 mL/min <CLcr <29 mL/min), 64 5|52

#1 (30 mL/min <CLcr <59 mL/min), F1 139 4% ¥ 5241 (60 mL/min <CLcr <89
mL/min) . %28 M E BE 2RO axitinib 2SN %A H i e, H15
B 1B LR E W EE TR UL R N A (8. 7) T

FAl NIRTE DR 7 AR ZAREN Jy 2 i R ARG - PR P A AR



UGT1A1 FEA 7, B CYP2C19 JERIA NS axitinib [R5 R oI AR JCER ) 520 o

13 JEImR B

13.1 BRAE, RERE, EHRIZHR
R axitinib S4TSR MERTST .

Axitinib 7F—FiA SN B 0] 52 5875 (Ames) S5 HP AN I BT AR FRIAE R 7 ik B
2 g Y AR IR AR RS TP R IR AR, Axitinib ZEAR P/ B BELN RO AR5
EEpu LS S

7EAH INLYTA i A5 e fAE G e I rghe . EL BV, 78R
=15 mg/kg/ 7 D REE Z50 R 2 IR CEFTEHERER 4R 775 4> B 5255 (AUC) INZ) 7
f5) FIFERH =1. 5 mg/kg/FI ARG 298K 2 IR CRETEHERA G 7 =4 5 5k e
(AUC) 1124 0. 1 fi5) 7EHEME A THTE IS 2 S2 AL/ B S8 R I (8 7 5 S, 4 el
P, AR M ERAR, RSB IRIR R E, R R o B o fED
BN RAE =5 mg/kg/F (57N BRAFIR LU 2 o0 S8 e 1A i a4 B 2 R
(AUC) %0 1. 5 81 0. 3 4%) B il 2B B v (1) e AL 48 VE B RGBSR ARAE , B A ik D
B, E ER R T .

7E—TUNAEBRENIWER T, A OIS 2a5E 0 2 IR B HEMEAEAT AT 2
50 mg/kg/FN% 2 a2 /b 70 R (GRE LR i 4 5 B i (AUC) 4 57 i)
i axitinib ANFEMACELEAE & gL K. TEdErE/N R, WER|H axitinib YT
Ji 20 16 R (GRE e R UG it 4 5 kg2 (AUC) 12 10 £%) IHHE T 32 3R
WA TR ARG &K B it H (=15 mg/kg/dose LR ZHHEFR 2 1K) .

14 ISR

E—TREAL, JFEG 2D 3 ST PR, INLYTA 2 AT 2% with M
W1 RCC 3 (N=723) SLum A gt X B 097 H 1 MR B iRy, BERET e
Je [sunitinib]—, Wi%HPi[bevacizumabl-, GRKFnZE/R [temsirolimus]—, B 541
HOPR 77 e AL (1: 1) #2652 INLYTA (N=361) SR $7EJé (N=362) . i H &4l
ALYV 2 A VAN o R AR AT (PRS) o He 2 T AL HE 20000 [ I 26 (ORR) AL A=
17 (0S)

IINAT I, 389 Bl 3 (54%) W2 1 IRERAE 3L T-&F e & JeiRdy, 251
i) 555 (35%) G5z 1 IR B T Al B X 1397 (A -2 B4 s —a), 59
1 £ (8%) G #5521 IR BEAFIE T VIR0V, A1 24 1 (8 (3%) G452 1 k%
FERE T IR FE /K GTT « INLYTA MR P AR R AL B2 N 1 St R A e ¢
TR (P61 2), PR (T2%53 1), » BRI (T5% AN, 21%I%E) , FEHE AR5
IR B E 4L (ECOG) AR REIRAS (55% 0, 45% 1), FI41Z41%% (99%:% B 41 i) AH L.

XS PES, INLYTA Al R P AEJe vt W AL A (W& 3 Rl 2) . 0S Hhgd [i]
TG B =,



3. fTHER

BRMRAR INLYTA REERE | HR(95% CI) P-{E
BEITT N= 361 N =362 -
PHPFSAMEOS%CD | 67(63,86) | 47(46,56) | 0.67(0.54,08) | <0.0001°
(POS AHOS% CD | 201(167,234) | 19.2(17.5,22.3) | 0.97(0.80,1.17) NS
| ORR % (95% CI) | 19.4(154,239) | 9.4(6.6,129) | 2.06d (1.41, 3.00) e
| PESERBR{EIRTT _

FRER-MIATE N=194 N=195

L H B (95% CT) | 48(45,64) 34(28,47) | 0.74(0.57,0.96) -e
MAEE MM FE N=126 N=125 j

LA B (95% CT) 12.1 (10.1, 13.9) 6.5 (6.3, 8.3) 0.46 (0.32, 0.68) e

CI: "J{EX[E]; HR: FELEONLYTARERREER); ITT: EEJEIT; ORR: BWEERE; NS: &R
=M; 0S: BERE; Prs: ZtRER

* BT E A REMEY i ER REIFETRIE, LlkEERE.

" IR R RRECISTIRE .

 ERECOGHEEER BB BT o B R Mp-{E3k B3 ##% et (log-rank test)( 0 8 Mp-&
<0023\ BEE G T RE).

* FORRAMRGKE . Bktb=1%BaxitinibA R AT RENR NS, SR <1RBRRIERETEMES.
‘PEFEEEGREN T AREIIE.

B 2. WALyl (R AR LR AT Kaplan-Meier #HZZ.

16 ] fiL R / e Fn Ak &

INLYTA Fr N an .

1 mg Fog2ltafiig, Mhimn —mmMAa “Plizer” Fo—M “1 XNB” 5 73380
Ff: NDC 0069-0145-01,

5 mg Aoegl ok, —fME—MMAE “Pfizer” Fl—M “5 XNB” ; 1533 60
Ffi:: NDC 0069-0151-11.

W f74E 20° C & 25° C(68° F & 77° F); M AYF 15° € £ 30° C(59° F &
86° F) [, USP 4%+ i] .

17 BEE TR

UL FDA #EHER) g B .

17.1 &SI fE

Kyak B3 INLYTA ¥6 7 B v B8 & 2B S I F that I Y897 B) V& B A0 1t s [0
SR E RN 1) 1,

17. 2 Bhfik/ & Bk e i 28 S 14



M5 B INLYTA VAT & B R AE 50 kR ik i A4 A4 2 i FIAbAT 268 52 SR 7 I
Feke ZEFHAR S LA [ WS R FH (5.2, 5.3) 1,

17.3 Him
I 3 INLYTA ] GEIE I o RGBS FIATART 1 A2 47 A e 4 e s A [ AL 2 5 v
G4 ],

17. 4 BpiEsm

it g INLYTA Y97 I 7] A 2 8 b s s, e, K, RO 2
28 52 Rl EO™ H IR N R SR By O BRI A INLYTA J5 3 S5 4300 5 i 2 FLA
) [ U028 2 Y 2 215 (5. 5) RIAS B % (6. 1) 1+

17.5 HH PRI

My H A INLYTA yA 97 B AT B8R A2 FOIR IR Th A6 57 R & 28 R B 3 e S5 (R0
AR5 e A [V 5 Ry I (5. 6) s

17.6 45 O RAEFHRIE

My B WA R A 10 B TIE AR A L s AR [ 5 R i
(5.77.

17. 7 W3S B B RN SR S 1R
M BB WAL D) REAIR G, S0 A AT, B, RAL, RWIANIL AL G AN
M2 KAL) 55 RPLS — BN 35 AL b A [ 25 NI i 0 (5. 8) o

17.8 &k

My BB INLYTA A 850 A= sl B i ia L 2= AN INLYTA J897 BN IR 42, H
INLYTA 697 # N M 5 B A e e il A S RIAE G . otk s =
INLYTA I8N # 15 AN g A, [ 0245 Ry 2 =l (5. 12) Fgpsk NBEH ] (8.3) 1,

17.9 [EWFHZE
Wy R S A B A AT AN R 2, iR 2, BRARCE R 2L A



