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HTHY, ) AR R &0.63. 2.5 U 10mg/kg/ H
T~ 22187 AWM. T v MI225% A RIS L7228
AJEPERERIZ BT, 0.63mg/kg/ H A ETHIRIES (<
v A, I b)), 2.5mg/kg/H U ETTEMAEEE (v
A) RO BERRN G WRIES (7 v ~) OSSEHEO LA
PG ENTWD, STROOFTRIZ. 709527 F V128
MU E LT, o TiR L <menTuns, 99

16. FEYEIEE
16.1 MARERE

BANIES SN XY ROV I F VBT A5 Ui, 2558
PECVEIR L WSHEARED ) <) B kG sk, 2%
YR ELTEHWBICBIT L., M~ 5. B, BiE
JFRE BE \CARHK & B AN G- L7z & &%) <) R oSy
IFUERT AT OVOIMMEREEIRIEE A ORI & TR TR
KiiTho720 [7.4. 7.5, 8.15MH]
16.1.1 BEAEI%KE

A A B L O & e AT B 5 B8 | R 175 ] U525 mg &
AP, BONIZ350K% UN525me & B E A NIC B3 G- L 72 & &
MEE ) ) R EEIIFER DI B L, $55-23~31H 12 Cma
L2t I Ly ARAN75mex = AfPNES L7
G h R X RN EREOR S HM4ATICB WL ERIRETH o 72,

110

100 4 O 175mg = ffHMES
@ 350mg BRGNS
90 | 0 525mg =R

30 4 W 525mg BEHE Y
70 4 LA

!
60 4
50 4 [l
40

IM#ErpiRE (ng/mL)

g 68 1 1‘36 2(‘)4 2)"2 3/‘10 4(‘)8 4; 6 5/‘14
HEHORE (1)
HAEXFAERERUVEAXTAREEERED=AHIIBEIHAIC
BERE L & E2OmiER/NUNY K UBE#S (FHE+S.D.)
HERFAERERVHERAMBEESEED
ZABRIIBEHRICEIREL - £ 2 OMmFHR/NNUNXY KD
HEYBRE/NT 4 — 4 (FifE+S.D.)

P Coree frae® AUC- o ()
He 54 (ng/mL) (day) (ng - h/mL) Ve aay
1Tomg | 2582130 | - L) | 5040716376 | 56.6+32.6
Sfn | (N=25) N (N=22) (N=22)
5%me | 200758 | 2 o) | 14173238128 | 60.7%29.0
Samn | (N=24) (Nt (N=22) (N=22)
30mg | 4.0£385 | 8}82 D | 10124432718 | 94773 2
BHN | (N=24) Negd) (N=16) (N=19)
5%me | 638:381 | giﬁ o) | 14861150623 | 91.8:66.7
gHR | (N=24) N (N=18) (N=20)

a) @ i ()
A A I R M O A R e S AR (AR & = A (175,
300, 450 % U525mg) XIXEHBAG (75, 150, 350, 450K U°
525mg) PIZHEFES L7z & & ol ) <) F Y DAUCS M
O Cmax T HEIZILHBI L TEI L 720 AFIOF G2 % 350mg 2l 1
L 72 AUC1 = AN G- & A P 505 & CRIFEETH 1) |
Conas X = ARG G R CT2T% B TH 5720 ¥ BHEIAT— %)

16.1.2 RIE#H%E
A IIE B2 8) )R 43 R A A & 17T S 7
. AHI (175, 263, 350 UB25mg) (28] Y 2 T12BE B TR
G L7z &g ) R R EER, et A HEo8
)RR GBEFEEEA (50, 75, 100% ON150mg) & KA
L ELRBETH- 7Y,

80
(=)
g
& 60
E
g% 40
&
= 9 9
0
120 204 288 372 456
' ¥ ¥ P
4 JAMKERGERA O 50mg  A# @ 175mg
O 75mg B 263mg
A 100mg A 350mg
< 150mg ¢ 525mg

HAKRBEREICNUANY N 4GBEREH IR 2 178RE L 7%,

HERE1208ICT >4 L4EL., ABNICEYE 2 T12EBRE CRER

SLkEEE (1), RINUANY R LARRSEM % GBRRE T

REHS U EEDOMEFFNUNY RO T 7EEHTE
(F#5{E+S.D.)

ARHFNTE 2 7X0) )R 4B B A A 2 ) 150mg., 1E #1220
H100mg#% =AMHNES L. 20, 48 T50. 75, 100/%
150mg % = i AR PNSIal% - L 7214, A#I175. 263, 350
Je UB25mg |28 V) % 2T 1258 fIFE T = Fa i TGRS S
281) )R AT B R EAIRE 0 %) )R O 408 B 7
ZAE150mg. 1220 H100mg% ZAMmAERS- L. Z0#%., 4
SRIFET50. 75, 100% UF150mg % = £ 155 AL BRI I A #

1204

M rE (ng/mL)

4 EMEFERA O 50mg A% @ 175mg

O 75mg MW 263mg
A 100mg A 350mg
< 150mg 4 525mg

HEKAEREIC/NIANY K 4BMRHIRF 1785 L -
#%. HBE120BICT > F LU, FENCYYEZ TI12BERT
REHSUEEE, RUINIUNY R GBRREEEE % 4H8RRE
TREHRSLEEEO, KBENAICAFIEERE (1) RV
GEERHEREFI0RERSES (1) BOBRSEBICHITS
migFch/NU XY K REHE (FHELS.D.)

ARFNEE 0 %) N 24 R R & WA 150me. 1Az 20A
H100mg# =M MMikS L. 20, 48 E T50. 75, 100/ 0
150mg% = A SRR IS - L 722, AHI175. 263, 350
T U525mg Y 0 8 2 C12:8 RIS C = fA 5 USRS N B S
X )R AE B AGTERFIE © %0) )N 2 438 R B A 1
ZWIA150mg. LA IZ2A H100mg% =AM NES- L. 20, 4
JHRFET50. 75, 100/% OF150mg % = fA 5 GRS A% 5

16.3 9%
b MRS EE X)) R R 273.2% (n vitro. PN

. 50~250ng/mL) 7

16.4 X5
ISR RNV IFUBIATIV EIZR) VI AT T —HIZ
XL )R R TR RE NS,
N XY Yok MFEEE W zn viroB R L D L BFTo
I 2 HEE S N2,
R#EEE (F b7 0 —A4P450) D41 1 CYP3A4)% U'CYP2D6
ThEPIAH s,

16.5 ittt
TERERL AN MC-7%1) 1) R 2 ImgfR A 2 kG L7z b &
PG4T H TSRS HUETREDRI80% 2SR H 12, #911% A HEfH vk
CHEIE S 7z F 720 IRAICHREIE S N7 REUR I3 5/ 0959
% THo720 W FHEAT— %, $EL18) R R 285 T o)

16.6 JHENDEREHT 8L

16.6.1 BiEEEEICL 2 HE
65161 DA F N A RAE FRE T OS2k AR R e 5 3 0 i 2
PG L U CRHE SR B RE AT A S5 L, fEEE SNz ) )
R VEERBICET 2 ETVICBWT, CL/FORERL LT L
TF=r 20T T YA (Cla) DFE SN, BB HERER & EE
(CLer : 50mL/ 43 A 1-80mL /43 i) CTIXIEH EHAEEHE (Clo:
80mL/sr k) &L CCL/FA14% LT L. AUCS16% B4 0§
HriEEEINT, P BHEIANT—%) [2.5. 7.2, 9.2.25H]




16.6.2 SHEIAIC BT B/XU N KO BRERDRE
il 2 DOREE OERERERE B H12%) ) K U5 sE3me % H A%
LS L7z e &0 BREOE TS, fERA L i L CCL/
FICERERET32%, HEEERET64%, HERMETTI%OMKT
WD Sz,
16.6.3 FF#REREEICL 2%
HEDRRIR)
S FAE R E R (Child-Pugh A 2 77~9) (28 R F ¥
Img (HD % HMEROES Lze &, FFEREOE T IS, 2
FER N & 8 LT Cmax L FAUC 13 2 2 35% f 027 %A% F L
7o, IEREAEREEIIRBE CH o720 BB, EEONTFERE
BEIZBI DRI EN T w, W
16.6.4 EWMEICH T 2EMERE GHEACSFZ/NUXY K8
S DR IE)

TR AN OB & 512, 28 X)) R R EE3me % 3
EREOP 5 R O TH L7 H B RAERE RS Lz L &0 BERAL
WL T R EE Tl Cna X CAUCH Z N EN9~20% K O
24~34% AN L 722, [9.851K]
16.7 EYHEER
16.7.1 AL EE >

A S FRAE S AU T F 5 B 64811 ZCYP3A4A K U'PHE&R 7%
B ZAT 2 VN B Y (400mg/ H BAEHR ) L/31) <))
F gt (6mg/HEERS) Z2IHBAM LzE &, /8y
1) K ¥ DCrmas.ss X FAUCHAE F N2 N37.5% [ 15366 %1% L 722
FEANT =%, 28 X F o gEigEcolidfi) [10.228]
16.7.2 NOxEF >

fEHER A B 60 ICCYP2DORLEEM 2 A3 /50 % £ F &~
(20mg/ H BAEHES) L2800 R UEse BmgHilal#ky) % pf
HLEE, /8Y ) FYDAUC-1216.48%840n L 7219, (44
AT =%, 281) R R AFREE T O
16.7.3 RUX TV L

TR NBESOBIC AR F 4~ F T v AR— ¥ —HERHH
F5 M)A N7 A (400mg/ HRAESRS) L2810 R ARG
(bmgH %5 ZPH L7z E &, ZNENOEHF] OB HE L2 b
HOEEIBD N7 BHEANT =5, 78X R AR
W T DR

17. EREREGIE

171 FHIHROCREMICEET 255k

17.1.1 ERFEH£FRSE THEHER
28] RV R V4 R A CHEIR Y2 L 72N (18~707%)
DA IR E it R & L - EPE L R F2380) IR — i S i b
Brc. RAIO/) YR BRSNS 5 ISR R
FEL 720 17EBOIEEHIICIE, 730 <) R > 450 R B A i )
. 8RRy E L CHEIS0mg. LAIZ2A H100mg% =4
FNICHS- L. 2050, 75, 100313150mg % 4304 |2 110 = f1 45 3L
WEEEFNIC3E G Lz (080 ) R 48 [ RG] o &5
G- EE5m) o 3K OM4R HIZHEDOZEHEA e & Shzhs, b
[\l HziE4m H & FHEERG Lz He < 48E I o —EE R
AF 21281210 Be5-FEH OmELEAR UHN TORS- % 75F7%)
AL )R A B R A A A 43S ] A L
EEFIPNCHES Lz ZEERMO BRI, RFEETIESEHE O
2N R R AR ERA O SR 03 5 (0N) 1) R
& L T175, 263, 3503013525mg) & L. 781 1) R 438 @A
FEHEFFETIE, SEHO#RGEEFPREE Lz, ZHEEMRIKT
RO EIFEREIR D IEF R OREM 2 (R 91) <) K4
T B A R SAI . 95%EHEIXM) 131.2% (-2.7%. 5.1%) &
W S, BBEFEXMBO TR (-2.7%) »FaiIcHE LIS
M= -15% % Lo 7720, KEN O3 YR 430 M
AN T 2 B WAIRGE S Lz,

hT 52 - A4V =KL B48BHDEEKAEERDIEFRE

HEACEFZRO/NUXY K>

(ZEEH%E)
T I | SRS (%) | JRESERDE (95% X )
AR FHI B 458 91.2
) Ry Ry 1.2 (2.7, 5.1)
spkgm e | 10 0.0

a) BT TV AV —FETHE L2488 (336H) OISR

100

..... ———
80
60
x
#
10
R
[
ke
™
20
— A
------ A 308 T 75 3 R
0
28 56 84 112 40 168 196 224 252 280 308 336
™
at risk R (H)
ARFHE 458 454 441 425 419 406 394 386 372 368 361 353 244

4 ARMMERTE40 483 470 454 442 432 416 405 397 384 376 367 223
BT
MERREERBRE COHBOHT S - v v —fhifE
(ZEE%RE)

LA PERHT 6150400 (HAAS28 % &) 21060 (41.7%)
ZRIWERIASRRO bz, 20T b Ok, FRERINIE (18.1%).
T AT T 206 (4.0%) EFHEBAAERT1AB] (2.8%) . EGHEAAL
PERRL1LE) (2.2%) A9 (1.8%). IEHEIF (1.8%) Tdh -7z,

18. EEHEIE
18.1 {EA#F
F L& LTINS VDB AIEBUER R Ot 8k = U 5-HTaZ B 1E
FEHUEMICIED C, PSR OHATIC L 2 b D EEZ NS,
18.2 ZEIR(ERA
XY R RN I F VBRI AT VI, iGEARED) ) R
WK S THR 277 T 6
18.2.1 HRK/NI U 1EH
FoS3 VDo BREEPER A/ L. v N CTTRENV LR TT
V7 2y I VLY FER SN L ESCH FTEEOTEIZLE
FARLF I L 7219 20,
18.2.2 Fi+A = {EH
o b= U5-HTawZ B EH AL, 9y bCTh) 753
WAF A A S 12 L0 FR SN DR IR D E B 07BN 2L
%T'[Dﬂ?” Lf:m% 21). 22)O
18.2.3 hZL 7Y —ERRIER
Ty N TOHY LTy —FRIEHIZ, VAR Py ER%THo7,
F72.0 7y FORRLER (AR TO RS VDR FRICR T
B EHEL, HETEER & OBEANTRGE ENTVHMEETD
HEHEFRLDE G, L g F—)U TR & AR TR
ETHole B, £ b= U5-HT a2 BARREHEH ARSI
BB RS AMEOMER &R L T2 Wi H %, 200 B

19. BRI ICET 2 EBEZHE
— R © 28 XY RV I F Y ERT A7)V (Paliperidone
Palmitate)

L34 (9RS)-3- {2-[4- (6-Fluoro-1, 2-benzoisoxazol-3-yl)
piperidin-1-yl]ethyl} ~-2-methyl-4-ox0-6,7,8,9-
tetrahydro-44-pyrido [1,2-a]pyrimidin-9-yl palmitate

4313 1 CaoHsrFN4O4

7 f=  664.89

MR HEOmE

W?ﬁﬁﬁé

N—g B OB SER

SEREREL : logP>b (BUKIET7 T 7 4 ¥ NEHE 5T
WIEYE Y7 aa Xy 2 330mg/mL
(20C) HiE—F )V 2.8mg/mL

A% 7 —)v 0.35mg/mL

7k <0.0lmg/mL

21, AR
PEgEan ) A 7 EFRETE & RO b BEICERY 2 Z L.

22. ‘A%

(€7VU > TRIKBE:X175mg> U > )
0.875mL [13) » ]

(€7 U+ > TRIKBEEF263mg> U > )
1.3156mL [13Y » ]

(€7'J # > TRIKEEF350mg> U > )
1.75mL [1¥) ¥ ]

(€7'U # > TRIKEEF525mg> U > )
2.625mL [13) > Y]
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Hill RC, et al. : J Clin Psychopharmacol. 2000; 20: 285-286
TR 1 X)) R RREEE VN Y OMEAE
DR

MEPVERL ) AR K 2 DD AR ER

LR D ) AR R Y 0Bs AR ER

AAER  Sy R RSOV I F UBET AT V3 HEHIO
SYEINBE IS B 2 s o ar (202049 H 25 H KGR
CTD2.7.2.2.1)

APVERL X)) RV I F U BRT AT V3 A A o E
B3t A R (20204E9 H 25 HK#E, CTD2.7.2.2.3)
FEPEHRL 1 28 R R Y ORARKELEOMGT

MPIER ) R R U8V I F VBT AT OV O O RRE
FEPVEEL 23 ) W 2 RO

FERERL ) X R Y o RETEEE oG

AR 29 ) R 2 ORI O O RET

APVEEL - X)X ROV I F BRI AT V3 s A EF o
S FSE B RERANT (20204R9 H 25 HAKRE, CTD2.7.2.3.2)
AENER - B R E R 2B 58 R R U EREED
Y ENRE DO IRES

Boom S, et al. : Int J Clin Pharmacol Ther. 2009; 47:
606-616

FINEEL Bl 2B 5% ) R ARIRGEOSE B REO MR
AEPVEEL 28 ) R U AEgE L s a ¥ LT OB OGS
FEPVER] - 2SR R AERGEE N X ST A0 B O
PSR 0 28 ) ROV 3 F VR AT V3 H B O [
L FEGABRGE (20204F9H 26 H&F2. CTD2.7.6.3.1)

AR %)) R OFT RS AR Ot b= AR
FEERL ) RY R OB AMERIR O S L T2 —
HRIEH

HPrEE sy Frodtto = U EH

Megens AAHP, et al. : Drug development research. 1994;
33: 399-412

Leysen JE, et al. : J Clin Psychiatry. 1994; 55 (suppl. 5) :
5-12
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