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P ARG SIS S L, Ao AT LY R— L& Rx CitT 5 - Lk,
Am&UF~w&LT@£@¢%%%k%¢OAGNUFww®¢%%$Komfm\
HRKARRESRICHIT D BRI UAEER, 07 R LT U ARESRE T 2 #dil /R 2348
TN TWA 1315

(2) B3 H#E4T 1T+ B ERAE

1) In vitro i B L VRGBT 5 a XY R—LF B VBT AT VO/ER

ABAUF*WTﬁ/%iXTW#iXTWW@iiTE@Er@iﬁ@i%ﬁOTW5ﬁK

DWT, TRTOFUFHIFHEICIGER T RS U2 /IR E O AEERZHEEIC L TRFH LT,

@ In vitro \Z BT HREGEEA~D 3H- A B Xa UESIHIVER 10
hA~/Ihx@mﬁ$&bf7/b@ﬁKWT%/z—F%%w\ﬂfxfﬁmy&®%é
Z 50%INHI T D IREZ KD, "N XY R— T A BT AT NI 5N AERY R—L]D
ICsofEIX. =41, 266nM, 6.51nM TH Y, "X R—)LFTh VT AT )V iZ  xa ]
R—/LDF) 1/40 DIEETH - 7=,

OMMENLL G2 X DN K3 AREHEIIER 19
XY R—F B T 27T, 10, 30 XN 100ug (W3 ~m XY R — LR
LT HFEER) O~ U AMENELG T, R RO FENA=Y Vi (HVA) K13,4-VE
ey 7 = )LEiE (DOPAC) ORMMNIEEEICIZE A EEELZBIIEX oz, —H., 7
2l R—/LiE, 1, 3, 10ug OFEGIZ XV | N HVA 72 5 ONZ DOPAC JREDEH 72 b5
AL,

DEHHEGITBT D xmXY R—)LT VBT 27 )VOEH

O7 RE/LE RFFHEEHANHEIEM & frf e XY R —) LR 1D
el R—LF ) VBT 2T L%, 0.63~10mgkg DOFFRANEE T, HEET RE/LE X
(0.31mg/kg s.c.) 12X VA XIZFEHE SN DMEMEIZRT U TR 725 P ER 2R Uiz, AR
HIZ X0 5 (50%) DL EOA XICHEMAER 2B S - WL, 0.63mg/kg #£CiX 14 H
fil, 2.5mg/kg B Ti 28 HfH, 10mg/kg £ Tl Ii 56 ARl TH -7,
Fo, RIEOFHRANEEGIZ LY | HREFEICIER e~ R—UREN ER L, ZORE
OHERS & PR M- H O RFRZGE X, | &Iﬁ%ﬂmw%ﬂto

QOFAF RSO IHIVER & N~ XY R— LR L 10
(w7 A]
HEF 2 SOWEN SR D ERFENTEREY 3 v 712 X RGN E BB S Lz~
Z%ﬁw\AHAUh—wTW/%IXTw@¢%®%ﬁ&ﬁm%&dbto$£m\wBZ
I% 20mg/kg OFRNEGIZ LD . SFSFERRER ST DR 2 i ER 2R Lz, ZOfE
FIEL K 4 Rl 0 BB L 8~24 &I I RICEE LTe, e RIEH O Ffee I 1, 10mg/kg
1359 15 B £ T, 20mg/kg TIFK 26 HEE TTH -7,



(7 v b
~ U ADYLA LR FIETHEIL SN T v hORMERERIGIZH L TH, ~a_Y) R—LF
A g 270 (10 XiE 20mg/kgim.) (IFEHEARIMGIER 278 Lz, ZOMERIE. %9 24 Ff
MICHRRICEL, 11 HigF TR L 72, 28 BRI THRiA 129 L7z,
IO X ) 7RG IE, RS AR ECERAL Td D KIMBEL. k%R (AL RE + RS ) M
ORERICBIT 5 a1 F—=LF B T 27 V5 (20mg/kgim.) %O oY F—/L
B OHERS L IZIT AT LTz,
@7 RE/NE XD VY 1TH) 10
v U RADIE EDITH)
WEET RENLEF (Imgkgs.c) (ZX VD~ 7 R CHEE SN D EERZRLS EVITENIR LT,
Ny R—=LF ) R AT 0% 10 KO 20mg/kg O RNE G- CHRiGUER Z 7R~ Lz, =
DOVERIL, %5 4~8 BFMZICE— 7 IS L=, 0k, AFICHEE L, 7 HEICITmLel
MEE O
- 7 v b OIEIE,THE) 10
W7 ARELE R (Imgkgiv) (L0 7 v MIEER I L MEIEE/ TENCR L, ~e XU R
=T R AT T 20 KO 30mglke DF AN G TREFUER 278 Lic, ZOfERIE. #&
5 8~24 BRI ' — 7 ITE L2y, 7 BRRIZIToTICHE LT,
@i ~7reZ 7 F v ERAER 19
NaRY R— L7 VR ATV 30mglkg O WWNEREGIZ LY, 24 RefRICT7 v b (B 1M
WB7aT7 7 F U AREO EAPNRD LA, 3 HHUBIZICOREIZE TRIE L T\,
O R 3 2 AGEHEEIER 10
m~aXY R—=LF 1 VR ATV 30mglkg & T v NOFTANIZEG T2 Z 212Xk 0, 8 IKFfH
KON 38 HILORERTIE, KIMEE., MEEO LD L OMAIZEBWTHIMAN HVA 75 DN
DOPAC OB 7e ERAEANRO iz, ZOEMAZ, KIMEE TR 21 HZRIZBWTH e
Frfoe LTy, BRI CIIoticigE L Cuie,

ARKIDIEMERL S T H 1Y R—/Li, RO K 5 RITEEEMER 21 2 & DNEmER TR
DOENTEY  FOERZI 7= ) FTo0F0rzalrrawd L0 bl BT RE/LE
FMEA. BTy 722 I UEAIRZ e L a0 08 30~40 (ORI Th B,

EDso (mg/kg)
1 o> FlAE B -
LY R—L ranrawy
7 RELE RMEH gnawing F v ke 0.20 6.5
vomiting A X 19 0.018 0.70
Hrr 72 I EH 7 h1® 0.038 1.1
P ——
ﬁffgj%ffﬁﬁﬂ{ffx?x ) 7y R ® 0.058 0.93
T B 176 £ ) ~ U A 20 0.9 7.0
Y L E S — VIR SR <A 20 7.21% 8.63%
B VT — R EH Z v b2 1.1 15.0

X EDeo ~  (IEMIHHRD VIRt 2 60 /3123 %)

(3) #5 FASETRRSRS - FARBER
BB L
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VI. E¥EhReIcBH9 5I8H

1.

i AR EE D HEFS

(1

(2)

3)

4)

BELEBEVGOPRE
(2% . 4MET—#) 3~10ng/mL2V

EEREBR CTHRE SN -OFRE
(WA RKRELHE, 100mg (N Y F—L e LTO) 1EFHAHANEKE] 22
Tmax (H) Cmax (ng/mL) tue (H)
5~14 1.0~3.8 27.2
DHE#EG

i NEERE 12N XY R— L7 g 257 L (HPD-D) 10mg f PN G- Iy o -~ 1 2
U R— VIR, &5 7T~11 H#IC&REE (0.3~0.6ng/mL) (2L, UK 12.7 H
TWE LT,
ARERHE D

BEIZ XY R—LT h VR AT )L 200mg % 4 B EICKERE 325 &, 3 EIH&E 5 LK
MiGH e XY F—REIXIRIE-E L 720, FEETED R0,
S)VEGHAAL B s 5)

B aRY R—)LF B o A7 )L 100mg 2875, LRI ES LizFrofiEdh xa LY
N—/VIREZ g U7, Mg IREIL 3~4 [F#E LI EFIRBIZEL, WThOHAIZEES L
TH bng/mL A% & —E T, EHFHICE2EIRD LN T,
DREOF (~eXY R—v) Ok 5

m~aRY R—= GO #EEN b Na XY =T h VR AT VAR LT-BEICBIT 280 &%
ZRIBOMIEF T NY R—/WBEOHEK T, ZNENOEEITIZE AL EZRALNT, &1
#F 1HE) ©0FEEDO \aXY R=LFh B AT )VE 4 EIC 1 RIfHRNERS 52 L
WX D ROFFEGHOMGHRE L IFIFE LVBEERELNTHD,
SIETEEY) O EFREY X T A —

m~aXY R—UIHET L, (B2 LR —Z2 DA VB2 —T 4 — LA WELFIZLTRFI)

b
AR L
BF - GRAEORS
AR L

EYRERAI/ND A —4

(1)

(2)

©)

(4)

(®)

T 3
AR L

R
AR L

S
AR L

HUT TR
R L

ST
M EDRH L
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3.

4.

5.

(6) Z DAt
R L

BEE (KEaL—a>) B
(1) BBAT 3%
R L

(2185 A— S EHER
R L

R UR

VU RRICBAT LT, TRRILPICAD,

(14C) ™Y R—=AT BB ATAEGH%HOT v NIRRT E, REMEL D xm Y
R— VPR XTI, L7 iR 2 s L, il 10~20 H TIX T L7=, #5 6~41 B T o
AU R—/ LR EITIEIE 1~10ng/mL O#iFH TH -7,

A Xiza XY R—)L 7 H U AT )V dmglkg (/~a XY R— U#RAE, LI _XCHER) Z2&5
% O M P AR 3 512 24 BRI 4.4ng/mL Ol @EICE L, DI 2.6 H TR L
7oA, IER AN Y R— R 3 5% 7 H BHIZ 6.4ng/mL O iiczE L, U EE 16.6 H
EREALRDE I Ll L BTz LTz 29,

kil
(1) M iE—A A E A
NaRY R—)LF B R AT VIR LW, REt (e ) K—u) [3iEiEd 5,

(2) ;% —Aa B2 EA P @ 14
fal 3 HEOIHRZ » M2 [14C) ~aXY R—ATFT I Ui A7)V 50mglkg % # 5% 17 HH
(fetn 20 H H) ORHMEIMIR, & OG VTR HEPEREE X, 0.16, 0.50 &) 0.30£0.06pgeq./g
KRR Cd o 7o, MRV K O A TE PRI B (I R AR MR PR EE O 22 2, 3 (SR CTh o 72 29,

Q) At ~DFITIE
(14C) N Y R—=LF B R AT )V 50mglkg Z#&5 L7237 » b O MmsE & O 3 ik
FHEVEREIZBWT, &5% 1 HHOLMTPEE R bE <. MFETEEDK 10 5 TH o727,
DI, MEPRELIZIEFITLUURTL, 5% 16 HEHIZIZ 1 BHOES D 1 LLFIIEF L=

25)
o

4) BERA~DBITHE
oY R—=)LF B R AT VOBIRBITII R TH 508, KRGS AL xaY F
—VIIBATT 5,

(5) Z DD~ DIBITH

c TUFAKY —25

(14C) ~aRY R—=LTFh BT ATV 50mglkg 25 L7=7 v MZEBT D HUETEME O/
R BSOS A PTG L TR G4 1 BB (24 BRRAEE) TR i < L Pl
B, BER,. ~— RV T b M TRE D 20 580 B, DWW, Bk, NEONEIZ D
ST, RAIOERZRE ThH DMPIREITRMPIRED 2~3 5 ThH o7 h, BIHEMEDHNTD
AL JRITEALIT RIS A B V20, M N Y R— L DB DFE L M oEIERE ST
AN
s A= NTFT T T 425

(14C) " XY R—)LF g 27 )V 50mgl/kg # &5 L7-1% 1. 3. 23 H B O &M%,
Be G, BERETERY 23, HILENEDHICE < . T OMOMRRT R Z ol LT
ZL Ko T,

.12-



(6) MFEREEE
MIEEBERA90.911.1% (FaLMIiERE, n=4, MIFH v XY F—/LRE 7~23ng/mL,
G TIE) 22

6. X

(1) B EB L B ML R R
Na XY R—=)LF B B AT VEHIRANE % m RY R—L e o VR = VORI R
DI BRACHIILT Vb, 77 v AERIEEIC X R S s, RES TH 28 i o
N R—= LB LBIBL T VX AR N V7 a Ui s 22, Fo o a R R— L ~fifigfl &
N5 26,27

OCO(CH2)3CH:
r COCH:CH:CH-N
4 Jreosmommm =
A= T T AT
on
,
POCOCHzCH:CHrN =
PRI F— A
e b :
Fu b -
el &t l\

ol
n ] Ol ; e ——
[F & ) ClHCHzCHz(?Hz%C]] L@LOCP]I;I(;H_(,OOH B OR

BT AT R — D Py COCHECHZCHT%Q
AL (B Ay g s d
. " CIH R SOsH(H-S)7 v M (W {r)
L b AR . ;
F-{_)-COCILCHCO0 R glucuronide (H-G) 7+, e}
oIl
\ on PHB Fu b
F‘QCHCHzCHzCHz:\I ] 5 b
Cl E b
OR PHB-glucuronide { PHB-G)
R @ SOsH(HIL-S)
i CH:CONHCH:COOH
R : glucuronide (I1II-G) @ PA

BP : p-lluorobenzoylpropionic acid
PIIB : p-fluorophenv-4-hydroxy butyric acid
PA @ pfluorophenylaceturic acid

4. ~aSY R—= T g 2T L ORI

QR#IZBEE5T HEFE CYPH) OnFiE. HF5FE
g (5 b7 v — A4 P450) D4 1-Ff : CYP2D6 K Uf CYP3A4 TR S b 2829,

) DEBBHROERRVTOEE
AR L

@) REYDEEOFEERVEMELL, FELE
R R=)VFh T ATV OREBINK GRS NI ~m_Y R=LThHh | Tt
EE e A4 5,

1. BEt

(DB AT B OV
R FROFEMES (T k) 30

()Pt
5% 14 BRORTICIE, 470 a7 2= AT vy —ufg, ~aXY) R—LD 7V a g
BEREONRH G 18.4% R S 7z 20, [fEFERLA, 10mg (/e Y F—L & LT) 1 FIFAN
# 5]

(3) Bk

7 v MZ [(1MC) ~aRY K= T H VR AT VA BEE G4, 91 A B £ Tl 5 BEHE 0K
B9% MR, BT~62% N FEFITPEE S D, ZD 9 bixhi% 29 H B £ TIZA G 79%H114 23 JEit
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8.

10.

11.

XD 24,25

S U RKR—E—(2BET B 1EHR
MU ER L
BMHEIZLIBER

N R LT H B AT VR TISAELE L2 W2, BHTIC L » TIEBRES LRV,

T2, MRS L > TEL T B R_Y R= LD TEEABEEN 90.9% Lm0, 1T A
FlrESneneEEB 2 o5, 61, "aXY F=ARETIC Lo ThTNIRESN TS, e
NRY R=VTH R AT VNEKRGIFES GRS T D72, AT Y F—LRAIRHC
LC, MHABEEIIZELTCWSZ ENRTFREINS,

(EFIHRE) »
BT OBALBEFIZONTREAN2Y F—/L (1 B 3mg, 1 H 3 [\]) ARAH KX Haloperidol
decanoate 200~300mg AH{FEMEATH OIMHFIREZ, EHTOER], EHETHEKLZEZ A, ROFT
X, 5 HOBEH & b I FIRED DT NRIK T &2 A7 (B 1.3ng/mL O{X ). Haloperidol
decanoate TIHME F A RO 72BN A 16 [A] (F¥) 2.1ng/mL OIXF) ., B 2380728 H A 6 [0 (1
2.0ng/mL @ L&) T, &L LTI 1.0ng/mL O N2 E o7,

HEDEREAT 2BE
LR L

Z0ft

LR L

.14-



VII.

=2 (FRLOIESE) (CEBI5IEH
Z2ERNBLETNDERH
REIN TN
ZSNBLETNDERH

2. 2 (ROBEIZIZHBE LA L)

2.1 BRREEDEE [BHERRENETIBEZNND D, ]

2.2 7NV B — UEER ARG O AR RN EI B O TRV EE TS B DA ARSI EH 3
MEND, ]

2.3 HIEDOLAREEE DL T 2BEEERCIERE PRSI TnD, ]

2.4 R—F VR XIT L E—/MEREREUE D B 5 BE [HEANRIERNEAT A BENN B
%, ]

5 RKANDORAS XX 7 F a7z /) R AW LilmEuE D B

6 TRLFV Yy (T RLFU U E2TF7 4T —0RKAEE, XITHEREEIZR T 52

et L IMBEMEMCEE T 28568 %2k<) . Zudvrzikbrosss [10.1 2]

2.7 W SUTIEIRE L TV D AR O & 5 4t [9.56 B ]

(fiL)

2.1, 2.2 KFNE, BIEEBIDHEIEM ., ~F V0 v F — LHREIRES R 72 & o Pk i 15 H %
HT 572020 &EOHFXMRIMEPRED BE ~DOBR G513 TH 5,

2.3 ~"a XY R UL A EEER SR X2 ER) 30K OEhEER 190K 32T
MEETFTARESN TS, BEOLAERE T, DFEELZA LOHMEANMETFTLTWS Z
ENRZNTmD, ~NaRY R—/LOER5IZ L VBT L GHRIENS D DO THRETH D,

2.4 "o XY R—)LOFEHGIZIYHERNAKIEIRNS L ONDZ EDBH D, N—F Y UEiTLr e
—/IMETRIEBAIE D 3 5 BB IR G- LT85 E . T OIEREHES D ERIENH 5082 TH 5,

2.5 IBEUEOBERED & 5 A ~OFRNER OFE G 13, L0 RVCIEBIEZ SR -T2 L1 H 5.
IO, EENEUT Ao T I T 2 ) UR(EEY (e AXRY R—L, FIXny AY
NXpy, 7au b RE) CEBIEOREREO S 2 BE~OFR G132 TH D,

2.6 "aXY R—2lT7IFu 7=/ U REHMIT FLFH Y COFREERICHERTH O T, L X
WHABGENIB 0 | MK TR I NS REERH 572D, 7 KLU v af G o BTkt
LCIEBEGELDTHD, 21E L, 7T 7 4 7% — 13 BIEHIRRRBICE S afREMER B 0 | 7
REAE L LTT FL Y U EBENRVLBELINDZ ENG. T 7 47X —1REHCBRE DR
RERED T b RIS TE ZEH FICBNTT FLF U v 2T 52813, VR ZE2ZELT
HAFFRTEZHLELTRASINTND, o, AFRTBICIKESZFHMO L 2R, 7 FLvr Y &
B BRI S TR FHEE & Lz,
- ENIZB W T, PUBRERE A ST 2R T KLU R o6 HIERE S TR S d, BEH
DERENDH D Z ENRESNTEY, F20HICEV T FLF U URERIC LD EEZ BN HHES
MFEAERES TV ARNWZ &, 19
c PURBHRRE A RTLE LTy M7 LU v a5 L, EROIREBEOLEb 2 e Lz &
CACHEBREIRRDLNTT KLY vofbEIT e MIBW CHlBHFREANC X 0 B
EhoEHEEZREL BRI Z &, 11D
s PUBHIR RN R E SN TV HBEEICB T, 2FMEEFCT7 RLFU R RhA v z2#&k5E
Lzt 2 A, EERFREICEEL EX b2t s Tnap 2 e,
7 v AFFE AT LALOPUREFRE S 130 L 2 & & S Tun b, AFNIERE
PUBHRAICH 0 | RN E < AP HIHKT 2 £ TICHMZ2ET 5720, e~ ARER
MBIERTHE T/ L 2R E LWL HYBETH D,

2.7 IVI-6-(5)3E4%) DEZHM

2.
2.

MEERIHMREICEET HFE L TDER
BRIE S TR
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4. FERUVHEICEET SFEETDER
RESN TN

5. EELGEAMIRE L EDEH

8. EEREAMGIEE

8.1 AANL., PUEHHREO RGNV E B IEREMREE AT 2 b0 TH D, AAlIEZHW
HEATE. BEOHBE THIBSMHHREOF GIC L VIERNLZE L BB IR ET I ENEE L
W, BEANAT Y RV DA OFUREMIRIEAZFEH L T 285581, ~a XY R—uZxt4 257
L2 WEWERNR Z 2 AREMEZBI T2z, £9. Boa XY R—Lv a2 5 L%, AAIC
FIUE =

8.2 FANIOEGAZH T > Tk, AFIDFEMERATH L Z & 2EE L T, FEHEITEEOREE
JE. IR, BEDOHUEMIRIEADSINMIESWNWTIRD B, TEXATERAEL VIO, HEEIZIN
Ui 2 2 ENEE LV, BEVIICHEORRIC X DBMIEROFRORELE L E 2 5N
LM, EOHAITFFAIE LT, AR DO e XY R—UBAOBEMAEE Ly, 72, KA
B GRHZITE OM O+ DR ERBIRE 2B I HERS 21T O LERH 5.

8.3 AANZ L DEWEHOFEIZ Y R—=L BB OZNEFRFEOL DO TH DS, ARFDFFahiE
BHITH Y, EHBIEY ERINHEBR T D FEN W0, BIERO P, BITERREER O
&, WERGFEIIOWTHOEET O MNERS D, [11., 18.5H]

8.4 IR&, EES - IKEHEBRENEDOIR TN Z D2 08B DD T, KAIF G FHOBEIC
XA BV EOEERR AR A O B OBEIERE S E R VWR O ERETH 2 &,

8.5 AFNIHIMAER 2G50, MoFAN S i, B, MIEESIC X 2IEHGER %
REMALT A2 ERHLOT, HETHZ &, [11.1.3 5]

8.6 AAIZIET HLEITEEITY 2L, AFO2P &I L0 EHEERENSEZ 52 &0
H5, [9.1.5, 11.1.1 /]

(fiE)

8.1-8.4 ARHFN DI 4 BHHFHE L, ZOMEMMAPLEZ NS 2 HERRWTZH . REIOEE
ik, ZRMEICHSBRET S 2 &,

8.1 BEICHURE MR O 5 L VIR ZE L TV D BETIEY D BT T 0, £72, SERA
REZERBEHE TITHERFEOTLORHRENEL Lo TR | EMEEME COEERRIER%Z
AT HIERMED B, N Y R—= /U D RAFME B DT, ~a XY R— L LIS OHkE
FISEED HEN D R Z DRI, Wolo A Anm XY R—L 25 LT, ~"aY F—/LTREIE
HADREB LT WRERENE ) DBIET LI ERMETH D 39,

8.2 AFNIFFIMRAICH L0, HEIEE & HE SN THEDITITENNLRETE 20,
ST DEPOHG L TEEICHKRFZ R2R O L ThE 2620 aiEn e~y R—L
THI O HEE LD ENEFE L, HENRZWVWEESTORO XY R—LDHFEH LT Z
& Tk 2026 Th 5 39,

8.3 AAIORIWEHE LTiX, m~neXY R—LH®-lH L B2 2 6 D370, WA E HITEI~PEH
T HERRNTD, BEMERERECH B 2R HE RSN AEAR 25 H 72 355 (I3 U0 22 e RE R i & 7
ROMAT I ZENMETH D, 7o, BERGOLAITIL, MRS LT O HE(RSE O 2 IR BE
DE IR 2 PRI CHIFRIZAT O R H D,

8.4 N Y R—L&E® major tranquilizer |THAXFRIENEH ZE T 5720, R EDIER
WHHLDONDZ ENRD D,

8.5 7 ) F T VRN T T T =/ FRD major tranquilizer 1, EBEOL TR BRG] & 4
(CTZ : chemo- receptor trigger zone) #ZHaHICHIHIT 5 Z LlcX W HIHAERAZRT, 20
HIMAER L, JREIE, B, BPAZE, oIEANC Y &S5 PER EDIREICK L THEITH D Z
EMRFRD LN TWNDEN, KANIFEEBESCRIER & LTh b b BRIER Th 2IEMHE A Il L.,
ZOHRBOMEITEABEMET 22 R LD, HHEOBRICITFEENEEND,

6. RENDERERHI HBHICHTHERE
() EHE - BEEZEDHLHESE

9. REDEREFI HFBICHTHER
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1 A6HE - BEBEZEOHLEE
11 - MERE, BEME. RIEThOD5RVOHDIESE
—iEBHEOMEEFE TR NS Z ERH 5,
9.1. 2 TERZREI LT LESE
BAYV T AMIEDH D BELETIE, QTEENERTIBENAH D, [10.2, 11.1.2 BE]
9.1.3 TAMAZDERMEE, RIIINoDOBREFEOHIESE
FBEMEZIE TS 08B 5,
9.1.4 BIRIRMSRETTERRBIZH I EE
PEARAMBIER N Z 0 0970,
9.1.5 Bk - RETFTENRBEZH S BRNEROHLEE. NIHENEZTOHLIESE
TEMEREERE R Z 0 oF 7\, [8.6, 11.1.1 2]
9.1.6 B RIRBETICHLEE
BEEEMNE Z D BENNH 5, KIEFRE T2 IHT 5729,
9.1.7 FEpKEE. REABNER. BEGE. Bi/KKEEZEDERE
WFEARAE . FFURIMARSESS O MARFEARIE AT ST\ 5D, [11.1.8 2]

9.
9.

(fign)
9. 1.1 ~u Y R V3B BR-CH R TR T 23 8E ST 19,32,
9.1.3 mnua Y F—/b 392G Teflix OPURSHREE, BRI SAIORIEMN & LT, hAZME

DIERRE SN TN D,

9. 1.4 HURIMEBETCHEIE D BF I e RY R— L2 &5 L7 & 2 AEE 2R BIER N R 5
T2 & DWEND D 39, Z DIEMERFIERF XA TH 508, [ 2 V-8 £ C.
FOR AR RE TUHEIRRE T ORI Sz & OGN H 5 30, FURAEBE TUHEE D B
WD e in—F 0V VIO AEBET AR LHEBEICRETRETH D,

9.1.5 Wik « RN EARRESE 2 1 5 IR O & 5 BE B WO CIREME GRS RIE L7970
T ERHEIN TN 37,39,

9.1.6 ~uXY R—/LEOHUERIEL IRHH OEE T, MIRRE FIZI®RI N7 & S ITEHE, L
FHRMBFEIE LTS 39035 5,

9.1.7 ENITHE W TR TOHUEIRIE A R BIT, IZEARNE ., §RIMARIE % O fife &R 0E O RIVE %
BRI A & LT R AR O MEMEIZ DWW TRET DM T OV RE R, PUs RSB od g
HE LTz kicoTe,

(2) BHEEfEE RS
BRIE STV

Q) FFHeEEE RS

9.3 MFHREfEERE
MARENS LRI D820 H 5,

(fign)
Ny B3 EE UTIIBRCTRE S LD 720 AFRER S BE TiTmhiRE2 LF- L. BIfEH
MBS RDBENDN DD, £l ~»u XY F=LZ K HFREFEZE OO Th R0 E TV R
TR ETHE SN TS Z b, IHERRET EH ~ORGIIEEIATO R TR 67220,

(4) £JEREZH T HE
WE SN THZRN

(5) 1T4%

9.5 1E4F
PERGSUTIEIR L CW D ATREE D & 2 ZMEICIE, G L2 &, RANSEW R (T > b, U1
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W, \EERIETHZE, B, ZOEDL EHIIAFOHRIMAERIC L O R T 20 H
LHOTEETHZ L, [8.55H]
11.1.4 BEESRFZROT (0.1%A70)
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BEIE 620 1,965 2,585
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I A R B2 1,757 651 2,408
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BIVEH o FER S % S % FEIET %
RIE - REHERESE 8 1.3 4 0.2 12 0.5
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THTT 110 17.7 107 5.4 217 8.4
EFEDHON 0 4 0.2 4 0.2
R 0 1 0.05 1 0.04
FEOLUM () 0 1 0.05 1 0.04
R 43 6.9 2 0.1 45 1.7
Tk b 1 0.2 0 1 0.04
PR =T 3 0.5 9 0.5 12 0.5
1 J5 PR i e i 5 0.8 3 0.2 8 0.3
HRER[FIHAFE 1 7 1.1 14 0.7 21 0.8
AR A e A 1 0.2 1 0.05 2 0.08
iR ER% 1 2 0.3 1 0.05 3 0.1
HEW 52 8.4 1 0.05 53 2.1
SEHL B 37 6.0 3 0.2 40 1.5
SH0E (&) 52 8.4 2 0.1 54 2.1
F v 1 0.2 0 1 0.04
Jibd e 2 3 0.5 0 3 0.1
SRS PR 0 13 0.7 13 0.5
AR 0 2 0.1 2 0.08
N R A T 2 0 1 0.05 1 0.04
HEEE 0 1 0.05 1 0.04
T REkRE 0 1 0.05 1 0.04
e E EH) 0 2 0.1 2 0.08
Ko di 0 1 0.05 1 0.04
FEME (R 0 1 0.05 1 0.04
1 JE) PR S 0 1 0.05 1 0.04
PRIREE 0 1 0.05 1 0.04
VO fie S e o 0 1 0.05 1 0.04
e L 0 1 0.05 1 0.04
THEBEE 0 2 0.1 2 0.08
[ 0 1 0.05 1 0.04
R S 0 1 0.05 1 0.04
FIR 0 1 0.05 1 0.04
HEAERES 115 18.5 25 1.3 140 5.4
it 48 7.7 16 0.8 64 2.5
MR 53 WA 2% 1 0.2 1 0.05 2 0.08
FEIT 20 3.2 1 0.05 21 0.8
BT 1 0.2 0 1 0.04
M8 62 10.0 6 0.3 68 2.6
LV RTF VR 1 0.2 1 0.05 2 0.08
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TR E TOMA 8 R AR R A &t

BIVEH OFEE FHEK % FEEK % FEH K %

HEES 5 0.8 6 0.3 11 0.4
I 1 0.2 0 1 0.04
TR B 1 0.2 1 0.05 2 0.08
H23 x4 e 0 1 0.05 1 0.04
TR 2 0.3 3 0.2 5 0.2

RHE 1 0.2 0 1 0.04
T () 0 1 0.05 1 0.04
HEEE 121 19.5 43 2.2 164 6.3

o oMRfE 27 4.4 5 0.3 32 1.2

R 40 6.5 2 0.1 42 1.6

FE IR 40 6.5 11 0.6 51 2.0

BlLEE 28 4.5 0 28 1.1

R 28 4.5 0 28 1.1

TR R R 1 0.2 0 1 0.04
Bl N E 1 0.2 0 1 0.04
N4 0 1 0.05 1 0.04
B OB 1 0.2 1 0.05 2 0.08
MR P 5 79 12.7 0 79 3.1

AR GE) 0 2 0.1 2 0.08
AR 11 1.8 1 0.05 12 0.5

R4 0 21 1.1 21 0.8
EEDKT 0 1 0.05 1 0.04
'R (RA%E) 0 1 0.05 1 0.04
108 FEE BE 0 1 0.05 1 0.04
YY) 0 2 0.1 2 0.08
e 0 1 0.05 1 0.04
HILEREE 125 20.2 24 1.2 149 5.8
I T R e 11 1.8 2 0.1 13 0.5

AEOHI 1 0.2 0 1 0.04
(s 62 10.0 6 0.3 68 2.6
T 15 2.4 2 0.1 17 0.7
CiNTN 24 3.9 9 0.5 33 1.3
[ 15 2.4 4 0.2 19 0.7
BERAR 33 5.3 5 0.3 38 1.5

BAIR 43 6.9 0 43 1.7
[2E] 1 0.2 0 1 0.04
H A 37 6.0 0 37 1.4
B 1 0.2 0 1 0.04
BB 1 0.2 0 1 0.04
BHEGEZ 0 1 0.05 1 0.04
537 0 1 0.05 1 0.04
i S e e 1 0.2 0 1 0.04
RN L R 0 1 0.05 1 0.04
RS 0 1 0.05 1 0.04
Iig - BEREE 11 1.8 25 1.3 36 1.4
% GOT k5 5 0.8 5 0.3 10 0.4
% GPT L5 5 0.8 2 0.1 7 0.3
yGTP L5 2 0.3 3 0.2 5 0.2

B UL E 4 0.6 0 4 0.2

A RERE 0 12 0.6 12 0.5
JrEE 0 5 0.3 5 0.2
K - REEE 25 4.0 8 0.4 33 1.3
ALP F5- 4 0.6 1 0.05 5 0.2
LDH k5 3 0.5 1 0.05 4 0.2
e g 3 0.5 2 0.1 5 0.2
CPK L5 16 2.6 4 0.2 20 0.8
B IR 1 0.2 0 1 0.04
RT7I5—F¥ LH 2 0.3 0 2 0.08
L AT — L fLfE 0 1 0.05 1 0.04
LDH & fi 0 1 0.05 1 0.04
i - MEEE (—#R) 21 3.4 6 0.3 27 1.0
=T 17 2.7 2 0.1 19 0.7
i JE b5 2 0.3 1 0.05 3 0.1

JEE ST MR L 0 2 0.1 2 0.08
) I £ 0 1 0.05 1 0.04
R X B 3 0.5 0 3 0.1
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TR E TOMA 8 R AR R A &t

BIVEH OFEE FHEK % FEEK % FEH K %

DIag - D) RLEE 35 5.6 4 0.2 39 1.5
EfS 22 3.5 1 0.05 23 0.9
HER 19 3.1 1 0.05 20 0.8
TR AR 0 1 0.05 1 0.04
MR 4 0.6 0 4 0.2
U R 3 1 0.2 0 1 0.04
IR 0 1 0.05 1 0.04
mE (LiEs) BE 1 0.2 1 0.05 2 0.08
A I 1 0.2 0 1 0.04
A IS PRIRIE 0 1 0.05 1 0.04
IFRERRES 18 2.9 4 0.2 22 0.9
P 18 2.9 0 18 0.7
£ 0 1 0.05 1 0.04
TP 01 [R] 0 1 0.05 1 0.04
BEh 0 1 0.05 1 0.04
B LW 0 1 0.05 1 0.04
HImEk - MARESE 10 1.6 3 0.2 13 0.5
HifERIE S (F) 4 0.6 3 0.2 7 0.3
H ek (E) 2 0.3 0 2 0.08
PRI ERME 2 () 2 0.3 0 2 0.08
IfEREREE 2 (iE) 2 0.3 0 2 0.08
IR 35 2% 2 0.3 0 2 0.08
U LBk (E) 1 0.2 0 1 0.04
FRMERFESE 1 0.2 0 1 0.04
~NES | B 1 0.2 0 1 0.04
~< 7V v MERD 1 0.2 0 1 0.04
WRBREE 16 2.6 4 0.2 20 0.8
BEIR PR E 15 2.4 4 0.2 19 0.7
BUN 5 1 0.2 0 1 0.04
HELENE (3] BE 14 2.3 4 0.2 18 0.7
H R SLH 13 2.1 1 0.05 14 0.5
LR 1 0.2 0 1 0.04
AR 0 3 0.2 3 0.1
— L BEE 167 26.9 52 2.6 219 8.5
KA R 1 0.2 0 1 0.04
W7y () 67 10.8 4 0.2 71 2.7
e (%) 90 14.5 33 1.7 123 4.8
Gy 55 T 1 0.2 1 0.05 2 0.08
L 12 1.9 8 0.4 20 0.8
EN 2 0.3 0 2 0.08
DIFEE (R 2 0.3 0 2 0.08
g L & 1 0.2 0 1 0.04
b8 A e 4 0.6 0 4 0.2
REEHN 43 6.9 3 0.2 46 1.8
R 43 6.9 0 43 1.7
HNEH 0 1 0.05 1 0.04
[E3E] 1 0.2 1 0.05 2 0.08
TR E 1 0.2 0 1 0.04
P I M 2 0.3 0 2 0.08
DU i A 0 1 0.05 1 0.04
TR 1 0.2 0 1 0.04
LTI 1 0.2 0 1 0.04
ZEIRIE 0 1 0.05 1 0.04
HAEGIES 82 13.2 61 3.1 143 5.5
TESHER RS 82 13.2 10 0.5 92 3.6
A E 0 4 0.2 4 0.2
SRR 0 7 0.4 7 0.3
S 0 19 1.0 19 0.7
TSR 0 38 1.9 38 1.5
T SR R IR 0 1 0.05 1 0.04
IR 0 4 0.2 4 0.2

TR+ AR (199449 H)
| 1B E RIS X B RERIEK
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SEBRE. AHE. EEERVFHOARFERINOBIERREREE
FEH ]

HH 4 8 I 12 ¥ 16 ¥ 20 24
~4 3 ~8 ~12# | ~161 | ~20 | ~24H | ~28

FE BB 5B 5515k 308/606 | 134/555 | 87/528 71/472 57/427 38/402 | 16/199

(%) (50.8) (24.1) (16.5) (15.0) (13.3) (9.5) (8.0)
LA
HA 28 & 32 36 38 40 38 44 38 48 H~

~328 | ~361 | ~401 | ~44 | ~48H

TIN5 5515 15/159 15/151 14/142 12/133 9/121 17/67
(%) (9.4) (9.9) (9.0) (9.0) (7.4) (25.4)

9. BRRREFRICRITTEE
BRIE I TR

10.B8E%RE

13.1 fER
FAERIE, R, B OSEEr, EAEOSEARIMNIER (iR, Rk, X F=TJER) FTh
%o Fio. FEANHI R OMKMLE % £ 5 SRR EC LB S (Torsade de pointes % 5 3¢) 2% 5
bbb Enbdbsb, [8.35H]
13.2 &g
IRIMELTEER LS & & b= AciE, B, magEsg|l, 7v7 I Al o7 Ruh Y %
DFIEHF (7 FLF U 3R SR EIC LY ME OIS DLE 21T 5 . BIE O SRS RER
WX LTl Hid—% o Y o Blab4 %, [8.35H]

N BEREDEE

14 ERALOIE
141 EHRERKOIE
14.1.1 ®RE5ZK%
FPIPIESHZOBER L, ZERICER T2 2 &,
14.1.2 FARIESTRS
FAE « PR OB ARET D720, TRROMIEET D Z &,
(1) R —EA~DOAGESHIRET 5 2 &, Flo, NRITIFFICEET S 2 &,
(2) PRREATENLZEET D L OEETH T &,
(3) EHBZRALZE &, WREZHF ALY MEOWREZATIHEITIE, BBt 2k, AL
I TESRT D2 L,
(4) RptoFER, TR, B, BEERALNDZLBH D,

12. ZDtDERE
(1) EREREEAICE D < fE$R

15.1 ERERERICE D 1B

15. 1.1 AANC L D105 T, REARHOIRIENHE S TN D,

15.1. 2 SMETHEME & A7 RBREIC BIE L7k GRGBAMIBESUTANR) 243 5 milnEE
ERGE LT 1T ORRRRBRICISN T, IEERGURR RS GRE13 7 7 £ NG & i L ToE
UER 1L6~1THE@mrolc L OWMEN DD, Fiz. SMETOEFTEIZBN T, ERGURE AN
G IETGUSIRE & FRRICE T RO LFICEET 2 L OWRERDH D,

(fifEsn)
15.1.2 KERMEZEMLF (FDA) 1%, 2005 4 4 A 11 HIZIEERIGURE AR 3EITxF L T Talk Paper
ZRE L, FEEIZ B U 72 MRk 2 A 5 milin B ~ O I E U AR K O 1
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VAT & RIS EAFEEME L=, F72. 200846 A 16 BfFTFDA (%, &
T X TIThOIZ 2 DO FHFHEDORER LV | FREVEIZBIE U IoRRRER & A T 5
FIZBIT LTI 270 EHIC, &8, FEEMOFHHHEEOWNWTNLELET L L0
ALERT Z#H L., T XTOFMREHFEOUMNLEIZZDOY A7 IZET2EHREZF L L9
WCRRHT B Z &2 RkDT=, 2@ FDA OxfihE=1F T, ERIZE W TH T X TOPUEHIH
BT, ERPURE R SITIEE RGOSR & AR RO EHICBE S35 L omERH
HEEFHE Uz, (TRREE ] (3AGE SN2 2mE I RO A TH 5 ,)

(2) SEERPRERERICE D < 1E#R

15.2 JERRPREAERICE D < 1B

UL EY (e XY R—) i~ o AR O#RS U2sBRICs VT, BRSOl
2D 10 1% (1.25mg/kg/H) DL ECTHARMERE O AL, £7-, 4015 (bmgkg/H) LLETT
TS OFAEBES, SRERCEE LEWEORENRH 5,
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X. JEERRIERICRAI HIEH

1.

RIFAER
(1) ENEEHER
VI ZBHEEBCET SER OHZM

(2) BREMEEAER

DR AR ISR 2 1ER
ey R—=)LF R AT VL, 256~100mg/kg (/NS U R—LfaRE LIFHELT) O
AN 5T~ 7 2AO—ATE - ERIC R L CTUEE A EER 278 £9°,200mg/kg TH G- 4 HEfE,
20 WEfIZIC I 2 Lo =N B AR LIZICT X enoTz, ~aXY R—LT VR AT Vi
50mg/kg TH G- 1 K026 30 FEICHO 720 ~ U ZADFEE T A ¥ 0 7 Ol Z R LTz, /~mx
U R—/uiT 1mg/kg OFFRNE ST, ERFHGIZE > 0 EELOER 2R Lz, ~aXl F—
VT T R 25 V1T 200melkg #E5- T~ 7 ZADOBE T W ABEIS S L TER Lo 72, F
7o REMER 2 OB EMIE ) L Ta XY R—LTF B VR AT /UL, 50mglkg AN
BTzl AV EERE RS IR o7 12,

2) B AR R I T D 1EM
NaRY R—=)LF B UERT AT VL, 25 KON 50mg/kg i AN G- CRrEEA XD /LT KLY
VEJEROS TR U THfME R 2R L7223, ~a XU R—v® Imglkg $£5-TH Rk 72 /EH 23R
DALz 12),

SINE - JEER AR 3T 2 AEH
NaRY R—=)LFh U 2T V1%, 50~200mg/kg 7 N G- CHEREE T ~ b OIILE & OV
Bk UTERE T, 25 KT 50mglkg % 5- T HEBRER X OVBRIEA X OFEE e, A%k, S
IR M7 B e OVO B RS % L TR 2R &9°, 50mg/kg %5 CTARENE % = O if £ J QN KNS %
L CIERER S otz 12,

A)VEAL AR B O ARIZR 3 2 1EH
N~a XY R—)LF ) R AT VL, 26mglkg UL ED AN G TR G- 20 FEfi&Ic~ 7 ADH
PR TLEER A 7r L. 50mg/kg DA EC/NGHEREOMGl 2~ Lc, ~r XY R—/,
0.1mg/kg VA ETHPEHAEZTTHE L, 0.25mglkg UL T/ME#REREZHIH L=, /~m~2) F—/L
TAVBRTAT VX, &5 5 FFETOT v NHIRSWIIKR LT 100mg/kg LA EDOF RN S
THIKEDOHY . 200mg/kg CREHE R OB 27 Lz, ~a~_Y RF—/% Imgkg %5 CRedE
HEORD 2R LTz 12),
Ny R—=LFh UERT AT UL, 7.1X106g/mL (/Y R— LR i TELT
v MEHERGOBEEKR YT » M= O BREINI L CEE A EREL X o T, T2,
EE Y MEHEIGIZEWNT B RY R—=L T I VBT A7 /LT 7.1X106g/mL ji#if Tk A ¥
2 UNHER G R 832.3% M L=, TReFAaly TIVF=r kr b= H{EANY T4
HHNE=a T A X DIHES S I L TER 2R S 7e o 72 12,

B ML R %t 5 /EH
BERREER RIET L OREIIHHTZ 5220,

6)EHEREIZ 6T D 1R
Na XY R—)LF VR AT VL, 200mg/kg ORI 5 IR E TO T v b O REZHN
L7ed, #&5-2 B HURECIIEAMEm 2R Lc, IRP~OEMEPEE S 2 LR, Wi
JREZACIZIES b D Th o7z 12,

(3) Z O OFIEHR
AR L
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2. B

() e S5 E AR
LDso (mg/kg)
(‘X H A any ¥
ot e R ey | e | R | E o
38 >3,500 373 5,900 739
~ 7 A 113)
Q >3,500 288 1,990 833
3 >1,5625 328 1,276 2,712
k113
Q >1,525 392 780 1,717
(2) RIERGHERER

Z v MZ 10, 40, 160, 320mg/kg % 4 WENZ 110, &5 T 2mgkg % 1 H 1 [RZNFH 128
ARG L7228 T, 160mg/kg VL 1, 4 B[ 1 BB 58T, S0FR, BRI N EE, REEHINHNH],
AST (GOT) - mpEfE - |mERSy o2 b (B, lFEOEH) (FCHE) . 5 - AR - FEOZE
fia. MEEMOENR EREO N, B, 2mgkgl B 1 EERGRETIE, BIVAR - FBEOZEN
ENRFED B 19,

A X125, 10, 50, 250mg/kg % 4 #FIZ 1[0, 2mg/kg % 1 B 1 [BZ N 12 BT AN S
L7-EBT, & LT 50mg/kg LA E, 4 #H 1 FHEEGRT, BRERD, B2, #¥ LT v—
FRAEAR, KB - AINZAR « 7B OFEMIEEL 2GR H iz 19,

7w MZ 2, 7, 24, 80mg/kg % 4 WM 1], 24 #K 48 BIZH7= 0 FHANPEE L7 L8R T,
24mglkg UL OB GRETHEE, & L7 ek, RERININE2GRD b1, £72 80mg/kg #5-
BECHMROMEAE, 5 OFEE, PR OEEREGE & OB IO LN ER3FE O bivlz, £ 7o M
w3 2mg/kg EHEE STz 19,

A XIZ 2, 6, 17, 50mg/kg % 4 BFIC 1 [, 24 BIZHOZV HANELG L7-ERT, £ LT
17mg/kg LL_EDOEGRETRHREAR IS 72 K ORI RO ZFERED RO b= LSMz, ~a XY K
— VT H BT AT NCED LD DN ELITRO b hoTz, o, EEEET
2mglkg & HEE S 119,

Q) Efas=taER
NaALY R LT ) VBT AT OVICERIFMEITRED Hie o T,

) DA RIERER
AR L

(5) EIEFRAEFMERER
Wister 7 v MZ 10, 25, 63, 160mg/kg %, MEIZITAHEIRT 60 H XV 4 K Z & 12 3 [A], HECIX
ZELHT 14 HIZ 1 B2 ENFHRANE L L72FER T, 63mg/kg UL EOERGHEICHE W TRBROK
TARD LN, ZORRBROE FIXRZEZEL O L 0 M9 D BN R E W L B S
nr- 115)o
Wister 7 v~ MZ 10, 30, 90, 270mg/kg %44z 7 H HIZ 1 FIFHKENES L7258 C, 90mg/kg UL
L OEGEETHRREOHEM, REEEOKTRRD DL, ORI RroT, UHFI
10, 50, 110, 250mg/kg Z 44k 6 H HIZ 1 FIfFRNE G L7 R T, 250mg/kg &% 5-#EIZE TG
WO ZRE . AR ERIE M, RIRERELROREICEF IR 6T, GFEOREL
7270 72 115,
Wister 7 v~ MZ 10, 30, 90, 270mg/kg % 4k 17 H BIZ 1 [BIfFRINE S L7138 T, 270mg/kg
BRI B W TREW O —BIREDEAIC XL D LB 2 b Do ihbEeE, WEREEL, £72 30mg/kg
U EOFGEETHAERDOIET (4 BAEFEROIRT) KOAE TRHAE O TR bz 19,
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(6) BRT RIS IR
R L

(D Z D DHHEM
Ny R—= L7 I BT AT ZHURYEITRE S HALed o7,
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X EEMFERICEYHIER

1. REX7D
BH : N~ A 50mg, NE VAL 100mg BIFE, GRS
) FE-EMSEOWFEICIVERTLZ L
HEhEsy « ~a XY R— LT h Ui 270 B3
2. BXEME
HIH - 36 » A (LEMRBRFRIZ L D)

3. BENRETHOIE
HERRAT

4. W EDEE

20. WL EDEE

20. 1 AANTFEMEE, ABOHEMEZE LD Z LD DA, EiRKE (20°C, 5 H0FE) H25ViTM
RS X ITXER ORI LY . ZICERT 5,

20. 2 AANTESCORATF T D MER o D720, FEHERNCARE NG HT 2 &,

V-6. HEIDBEEHTICEITAREMN) OHESHR

5. BERIITEM
BEAMERLTA R HY
<FVoLEY &Y

6. Rl—mn - BE
CRNIE S
m %) .oV T7=2F P Th U ATIL, ~xaX]) K=, Juarra~y UERE.
LARA TS a~w DU bR, S ranX50y . LT =2 F U ED

1. ERREFEAH

e
8. BLERFEARDEABRUARRES. EMELENSEAR. REHEBRERE
784 G FEAGRAEA A K& EAMFEYEINEAE A A Wr7eBAAAEH A
;\OZ: ~ AL 19874 6 30 H | 16200AMZ00997000 | 19874 8 /I 28 H 1987 4£ 9 A 21 A
18;;;>“ZEE 198746 H 30 H | 16200AMZ00998000 | 19874 8 A 28 H 19874 9 A 21 A
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FERHNNETORREXIIRAR, MEL O EFE 2, SMNEICB T 20 CE S W TLLU ISR T,
HH KEATCE (201943 ) J%[E SPC (2020 48 A)
St4 Janssen Pharmaceuticals, Inc. Janssen-Cilag Ltd
Hk5e4 HALDOL Decanoate HALDOL Decanoate
FRIRAEH 1986 41 H 1982 47 H
HTE - L -
k% IM injection 50mg/100mg solution for injection 50mg/100mg
hEEX X | INDICATIONS AND USAGE 4.1 Therapeutic indications
Zh R HALDOL  Decanoate 50 and | HALDOL Decanoate is indicated for the
HALDOL  Decanoate 100 are| maintenance treatment of schizophrenia
indicated for the treatment of| and schizoaffective disorder in adult
schizophrenic patients who require | patients currently stabilised with oral
prolonged parenteral antipsychotic | haloperidol.
therapy.
AiEK& Y | DOSAGE AND ADMINISTRATION | 4.2 Posology and method of
P& HALDOL  Decanoate 50 and | administration
HALDOL Decanoate 100 should be | Posology

administered by deep intramuscular
injection. DO NOT ADMINISTER
INTRAVENOUSLY.
(H%)

The dose of HALDOL Decanoate 50 or
HALDOL Decanoate 100 should be
expressed in terms of its haloperidol
content. The starting dose of
haloperidol decanoate should be
based on the patient's age, clinical
history, physical condition, and
response to previous antipsychotic
therapy. The preferred approach to
determining the minimum effective
dose 1s to begin with lower initial
doses and to adjust the dose upward
as needed. For patients previously

maintained on low doses of
antipsychotics (e.g. up to the
equivalent of 10 mg/day oral

haloperidol), it is recommended that
the 1initial dose of haloperidol
decanoate be 10-15 times the
previous daily dose in oral haloperidol
equivalents; limited clinical
experience suggests that lower initial
doses may be adequate.

()

The individual dose will depend on both
the severity of the symptoms and the
current oral haloperidol dose. Patients
must always be maintained on the lowest
effective dose.

As the initial dose of haloperidol
decanoate is based on a multiple of the
daily oral haloperidol dose, specific
guidance on switching from other
antipsychotics cannot be provided.

Adults aged 18 years and above
Transition from oral haloperidol

- A haloperidol decanoate dose of 10 to 15
times the previous daily dose of oral
haloperidol is recommended.

Based on this conversion, the
haloperidol decanoate dose will be 25
to150 mg for most patients.

Continuation of treatment

- It is recommended to adjust the
haloperidol decanoate dose by up to 50 mg
every 4 weeks (based on individual
patient response) until an optimal
therapeutic effect is obtained.

-The most effective dose is expected to
range between 50 and 200 mg.

- It 1s recommended to assess the
individual benefit-risk when considering
doses above 200 mg every 4 weeks.

- A maximum dose of 300 mg every 4
weeks must not be exceeded because the
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safety concerns outweigh the -clinical
benefits of treatment.

Dosing interval

-Usually 4 weeks between injections.
-Adjustment of the dosing interval may
be required (based on individual patient
response).

(P

¥, A BT LR UTNR, HEAOCHEIUTO LB THY | HETORGRIRDL L1

60

4. MEERIIHE
& REAE

6. FERUA=E

oY R— Ll LT, @ 1A% 50~150mg % 4 #HE THRNE T 5,

PR B VESREIRR IE IR S UGl B S NS M 2 i+ 5, 72k, #IRAEE., &o
Ny =1 HHED 10~15 2 % & L, ARV D& LV 4D, 100mg 48 %
RNHLDET D,

2. BB I1T HERREFER
(DSR2 P9 % MM

PaE 2E  pEOME

F—ANZ VT D4% | C (201946 H) | C : Drugs which, owing to their pharmacological
effects, have caused or may be suspected of
causing, harmful effects on the human fetus or
neonate without causing malformations.
These effects may be reversible.

N

728, KERM CEICK T D [Usagein Pregnancy]. Nursing Mothers] OFE#HEIILATOE Y T
»HD,
i RN

KES SCE Usage in Pregnancy

(20194 3 A) Rodents given up to 3 times the usual maximum human dose of
haloperidol decanoate showed an increase in incidence of resorption, fetal
mortality, and pup mortality. No fetal abnormalities were observed.
Cleft palate has been observed in mice given oral haloperidol at 15 times
the usual maximum human dose. Cleft palate in mice appears to be a
nonspecific response to stress or nutritional imbalance as well as to a
variety of drugs, and there is no evidence to relate this phenomenon to
predictable human risk for most of these agents.
There are no adequate and well-controlled studies in pregnant women.
There are reports, however, of cases of limb malformations observed
following maternal use of HALDOL along with other drugs which have
suspected teratogenic potential during the first trimester of pregnancy.
Causal relationships were not established with these cases. Since such
experience does not exclude the possibility of fetal damage due to
HALDOL, haloperidol decanoate should be used during pregnancy or in
women likely to become pregnant only if the benefit clearly justifies a
potential risk to the fetus.
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Nursing Mothers

Since haloperidol is excreted in human breast milk, infants should not be
nursed during

drug treatment with haloperidol decanoate.
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KERASCE | Pediatric Use
(20194 3 H) | Safety and effectiveness of haloperidol decanoate in children have not
been established.

Ji[E SPC 4.2 Posology and method of administration
(2020 4= 8 H) | Paediatric population
The safety and efficacy of HALDOL Decanoate in children and adolescents
below 18 years of age have not been established. No data are available.
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