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L. —Fh ORI, & A (1) FraiN-[4-[4-(1, 2- ZE I Fmeme —3- 3L ) -1- IR
A 1-(2R,3R) -2, 3- YW AL - T3 ]-(1" R, 27 S, 3" R, 47 S) -2, 3—- XFF [2,2,1] ke —
TRV i » #hEREh (lurasidone),
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Horp, AT 57 lurasidone & &K 20-45% (wt/wt),

PR ORI E R VR A = 0 R R 1) 10-50% (wt/wt) , 3£ H

lurasidone [ FE¥ki4E 4 0. 1-8 1 m.

2. — PP IRIF], ZHIH A (D) PRy N=[4-[4- (1, 2- 289 e mEme -3- 55 ) —1- Wk
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Horp, AT #1579 lurasidone & &k 20-45% (wt/wt),

PR IO E A VR A B 0 R &1 10-50% (wt/wt) , FF H.

B KA PR BRI 224 30-80% (wt/wt) o
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4, — M ORI, ZHIFSE X ) BRI N-[4-[4- (1, 2- Z5JF e -3- 3 ) -1- R
AL J-(2R,3R) -2, 3- WAL - T3 ]-(1" R, 27 S, 3" R, 47 S) -2, 3—- XFF [2,2,1] ke —
TRV iz » #hEREh (lurasidone),

0

\\\‘ \ /
O

ORI TERT , KA PR AR S MR SRS & 7

Horp, AT 57 lurasidone & &K 20-45% (wt/wt),

FI iR ORI E R VR A B 0 il B R 10-50% (wt/wt) , FF H

KSR YRS R E R 0.5-10% (wt/wt)

5. — i CUIRIF, &5 &A= (D) P N-[4-[4- (1, 2- 2R FF Fememy -3- 55 ) -1- UKk
HEHE 1- (2R, 3R) -2, 3- DY FRZE - T 1-(1" R, 27 5,3 R, 47 ) -2, 3- XUF [2,2,1] Bk —
BEV % » thi8Eh (lurasidone),
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TRORIALTERT , A PR 2R 5], AW TR 28 A R 50 R0 A A1)

Horp, AT 57 lurasidone & &k 20-45% (wt/wt),

JIT IR FORIALTE K VR & = A ) B R 10-50% (wt/wt) , 3F H

B A ARSI &R 0. 5-5% (wt/wt) o

6. MRAEBRE K 2-5 AT R — T AT d ) D IR &5, o, lurasidone (P33R 42 4
0.1-8pm.

7. MRPEBCRIE SR 1-5 W& — T IR 6 TR, e, BTk FORA A6 JE K 1R FIORI 4 28
4 50-95% .

8. MIEBANEEK 1-5 rhAEE — Tl i IRl 5], Hor, Bk WO Ak ek A 75 30 %6 B
SRR ES Y

9. MRPEBCHE K 1-5 TP AR R —TUTIR I LRI, 2, Bk 7K v ook R 28551 A - i
SR FLAE

10. MRABEBRIZSK 6 ik ity IR0, oA, Brad ks e W 2 500 4 H i i sl L b o

11, MRAEACRIESR 1-5 HPAEE — IR 1) ), e,

PR IO E # VR A B 0 iR B R 20-30% (wt/wt) , I HL
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BRI RS 0.5-5% (wt/wt),

PR IO VE # BVR A 2 R iR 1) 20-30% (wt/wt) ,

£ F P lurasidone HJ 5 & K 40-120mg,

B PR R R =4 30-80% (wt/wt) ,

PR 7K T 5 GRS A 500 R FR TR 2 B L AT A 32 08 IR L B8 L0 e s Joe Il B335 TR 2
YR,

T KSR G PR G R &R 0.5-10% (wt/wt)

13, MREBCRE R 1-5 PRI O AR, LA,

T IR FORIALTE K VR & = ) B 2 K 20-30% (wt/wt) ,

A7 lurasidone & &4 40-120mg,

JIT IR FIORIAL U2 M B IR AL 3l 50-95 %,

lurasidone I FEFi 424 0. 1-Sum, 3+ H.

Pk PRI AL e B3 30 % B 5E /D (/K s Y i

14, RPEBAEK 1-5 PEE— TR RS, A,

W E A R,

B 5 rh RS ESR 0. 5-5% (wt/wt),

PR ORI E R VR A & 0 il &) 20-30% (wt/wt) ,

£ F ' lurasidone HJ5 & & 40-120mg,

JIT IR FORIALTE K B PO AL 260 50-95 %,

lurasidone [{1PEXRi 424 0. 1-8 um,

P FORIAL TR L 5 30 %6 B S /D[R KIS M) o

B AR KE TEIR AR B0 30-80% (wt/wt) ,

PR 7K T 2 G RG 6 300 R FR TR 2 B S 4 A 32 L 08 LI L B8 L0 e s Joe il B335 TR 2
YR,

B PR R SR G HIRE R 0.5-10% (wt/wt) .
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[0001] A &% B 1% & PCT & ) H i PCT/JP2006/310571, H i H & 2006 4FE 5 H 26
H & BHAZFR A “HPUEED” 1R LR G2 ZH0E, BFRIEAFEBEHIE SN
200680018223. 4,

A Sl

[0002] 7 % B Br B R0 o i e 10 0 AR 30) 4% o 300 A0 5 O T R4y N-[4-[4- (1,
2- KIFFmEm: -3- 35 ) -1- DR 25 1- (2R, 3R) -2, 3- PUWE AT 2 - T J-(1" R, 2’ S, 3’ R,
47 8)=2,3- X [2,2,1] PEle —BE Wiz « $hik#h (lurasidone) o ST H &ML, A B¥P & 11
PR 28 255 10500, o 0 2 790, HoAL 4% lurasidone VB 43 MRy, 2 700 B AT AR [B] 35 T Rl 2y
T HRE I, R 2R 1 T A A R R I B R AR AR AT i R R R AR R

BREA

[0003]  LHISCHR 1 AFF T lurasidone SXAERIAL G AT 28 1 e 24, 1 R0 AT DATE i oK
PR Ry B FH B R TR R S ) AR E ) S TR R 4 (B IZOCIR I A T AME A,
A, T R A AR R AR M RV R R T KT R ) RS I 1 R S A 12 7
)25 B 2 AE AR RGN AR At 2 T b, e S 1 SRRV AT 2 XA — ol 1 R il 571, bz
TR A Ty R e, SO R S R B BARE B R 2 25 T BITE R Y Y
B R AR

[0004] T DR SEBI 2 45 2 AT AN [R] 5 58 R M A R 2 4 ol ) e R AR A A
(45 B 1y, AT AE AR s 22 TR) HA AH (R R ) &, AT i 1 — Ad g, BT HA AR &
(e 0 R ] A 55 80 A= W 2 s M iF 9836 B ” (Notification No.64 of the Evaluation and
Licensing Division, Pharmaceutical and Food Safety Bureau, promulgated on
February 14, 2000) , A iZ 45w SRk HAT AN [F] 25 5 00 259 0500 3 24 76 B — P s i b
FLA AR [ v R P, i DR 4 pH by 1.2, 3.0 22 5.0 F1 6. 8 (Il (L4 IAH4
T B TE R AR pH AR ), KR 257K

[0005]  &H|SCHR 2 A TF T & A lurasidone 7R A3 M 7y 1 E IR 500, 122 50 700 2 A 23w
M, 31 B B0 A BNE P r E EARAI , aZRT AR LA AR (R R R M R A R
NTET — s P oy 2 B G iy VIR R0, s R S R R P B BN S B2
25 7 I R IR ARARL, I ELBE A ZE 0] o DU e 4 P R T8 R s T /K BTE PE RO o

[0006] L HISCHR 2 F— 0 A TF T — M IR, H A — b v 700, 1200 700 R 14 R A7 B
T, Fo 2 AR R RS I B AR L2 e R AT R S N (U Smg £ 20mg, B Smg £
40mg) AR It BRIV , 17 HAZ Fy FRILEAR R 0 o0 BE 2R ) 1 00 T A AR R R R R o —
KU, AT B 0 I i) )2 B A 25 v 2 e B 1 e R R DA T S B 4 P T PR 5 B
Ay B 2 24 Py A AR RV H AR 1 B 70 0 R DA T 5 I B2 AR 8 B 5 R Y T A Al
T IO 1 13 > AT AR o A B B ARG AR R R R, o A6 TR SCHR 2 70 23 I B3R AT A
FRBLEHY 5mg £ 40mg lurasidone/ JvAH[RIVE HARF 1t B VIR, 4n &l 1 ffos. AR,
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Kl 2 T, S se A B T o B 2 i — £ I, B R 80mg v FRling , 1% 25 v A FE A AHIA]
[ e . PR, B ATIE 77 B — IR IR 2 245 i slCR FH B BRI AR 245 7, iX R 2 1y 78 ik
FINAFEE— W AE. BRIk, X5 T4 Lurasidone JXAE IR T 7K (K035 R B2 Sk U, AR A 4RI
HATAHIRES HHRS P 0 0 IR 0) , B 4 200 e b o 5 0 v 2 T Y o I 2 b
[0007]  {EEHISCHR 2 1, KSR A R A S VR, BRI STk A 2 T IO TE
o PTIRTURIALTE R CLANRE 0 2 32 R 25 AL 5 1 o At e SR SCiik 3 A AT ik 1)
HEFE, AR N AEAE BRI SCHR 1 P Bl TORI A0 be k18 DL 10 %6 BCSEAR R EE AL

[0008]  LAISCHR 1 : JP2800953

[0009] EF|CHA2: W02002/024166

[0010] EH)CEk3: JP2000-26292

(00111  AEEF)SCER 1 5 AT 58 — i, 491, 1994, The Pharmaceutical Press

XRAE

[0012]  AKBHECT) TR UE—B&4 lurasidone 15 24 35 a2 (9 DR HI5R, %50 A
TR, I HLRIAS 200 750 0 1 i 2 0 5 20 0 v ] PN A A 22 ) R AT A TR
R R A A A R B B (A — v 1 A 2 R M 1 11 AR SR, G RS R e R g
TR R B BRI 2 25 1 (s URF PEARALL, I ELBE AR LA 76 U PR 8 H 35 1 e

ﬁj\ﬂ

[0013] AR BT B I 2 FE 0 —F0 C1 IR HIF), 2% 05 A FE 0 P Bl o N-[4-[4- (1, 2- KIf 57
WEM: —3- JL ) —1- WREFE 1- (2R, 3R) -2, 3- PUNE L - T 1-(1'R,27S,3’R,47S) -2, 3- X
R [2,2, 1] Bae —BETV i « EhRR 2L (R S0 FR4E lurasidone) , % 87 B AH [ O35 1 Rl 2y
T HURR I RIS 250 mh iR T R 23 B R AR AR A I R

[0014]  AREHIIR BN Tl iR ) QUEAT T 208550 5%, RIIEE TR ik ml vk b
I 7] 7

[0015] AN BHALHE T IR S 77 %8 -

[oot6] (1) I R & 57, & &0 57 & A& @ X (O s B N-[4-[4-(1,2- KX 3 =

M —3— 55 ) —1- WREEFE 1- (2R, 3R) -2, 3- DY A 3% - T3 1-(1" R,27 S, 3" R,47 S)-2, 3~ x;z
O [2,2,1] PR e » $hER L (lurasidone),

[0017]
Zf)

[0018]  FIURM AL Ve K5 » AU P R 2RSSR K i MR 2 Rl & 71

[0019]  (2) [1ARHIF, 12 il 578 ik 48 FH KBS M 2R B RS & R ¥ 0K 5 A 1urasidones
TR TE R R T TR 2R 50) (o A VR S kA R il 5

[0020]  (3) RIS, iZdI5RE I Turasidone FIZKE PR A V0R A 50 IS MR 73 UK

O

a
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T
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B FORIALTE R K PR BT R A VR S PR R 25 o

[0021]  (4) FR4E (1) 2 (3) AF—Ti ik iy AR Al 35 o Bk ZK s e W 2R 5510 H i B el L
B o

[0022]  (5) Rtk A A VR AW T3 1% 1277 1A 455 10 i A0 FH AU 1tk 58 kG & R VOR
A lurasidone PRI TERD FHZKES P R 2500 IR AR VR G ki AL .

[0023]  (6) R ARVR AW J575, % i BFEE A lurasidone FIZKE I A VIRG G
IV VR B A B K 2 PO A R RS PR IR R 50 X AR VR S kAL

[0024]  (7) MRH4E (B) Pk IRIRLAL 752, Her Bk 7K P I 20 ) oA H e e el LR

[0025]  (8) HRH#E (1) 22 (4) AF—T ik iy 0 Rl ) o ek PO 3 # VR & 2 A U5
2110 £ 50% (wt/wt) o

[0026]  (9) HRH4E (1) &2 (4) AF— TR ity R FR) o Bk TIOMIAJE A VR & 2 o w57
2120 £ 30% (wt/wt) o

[0027]  (10) 4 (1) £ (4 AE—IFR R H IR SR, Forp Ak 0550 lurasidone K& &
20 & 45% (wt/wt) »

[oo28]  (11) 4 (1) £ (4 (&I IR EIR), Forp Ak 05 Turasidone K& &
25 2 40% (wt/wt) .

[0020]  (12) #R4f (1) & (4 AF—Wiprak i) IR, Hodr 4 7 ob Turasidone H& &4
10 £ 160mg.

[0030]  (13) #R¥E (1) & () AF—I TR i D Ikl 5, Hrp & 5 o lurasidone & &4
20 & 120mg.

[0031]  (14) ¥ (1) £ ) AE— Wb iy DR &), Horp &g 5 lurasidone & &4
40 F 120mg.

[0032]  (15) #R#E (1) & (4) F—TUHTA 1) DRI, Horb B K a2 500 H 25 sk
FUBE, TR R TR G BN HIF B 10 22 50% (wt/wt)

[0033]  (16) HE4 (1) 2 (4) fT—IHTIA ) O AR G5 , 2 A BT il K P I 289 551 o4 H 25 i sk
FLBE, TR HEIF S lurasidone & =M 25 £ 40% (wt/wt) »

[0034]  (17) #¥E (1) & (4) (B IUrad i) AR, 2 Bl OB e ks VR -& 2 A il 511
HEH 10 £50% (wt/wt), FriR#lF5 lurasidone &N 25 & 40% (wt/wt) »

[0035]  (18) M4l (1) £ (4) fE—IRTIA ) O AR G5, 2 A BT il 7K P I 289 551 O H 2 B sk
FLHE, FTiR ORI AL JE B R & B TR EE R 10 250% (wt/wt) , BT il57)+ lurasidone ]
SN 25 % 40% (wt/wt) o

[o036]  (19) M4 (1) £ (4) [E—IFTIA ) O AR GIFR) , 2 A BT il 7K P I 280 5510 O H 2 B Bk
FLHE, TR TR AL JE BV & B TR EE & 20 2 30% (wt/wt) , BTk i35+ lurasidone #)
S i 25 2 40% (wt/wt) o

[0037]  (20) #34h (1) £ (4) AL—IFTIA ) O AR5, 2 A BT i 7K P I 280 5510 O 1 2 B Bk
FUBE, TR VORI AL JE VR A 28 R 2 20 22 30% (wt/wt), & P lurasidone 1) 5 &
A 40 £ 120mg.

[o038]  (21) MR#E (1) & (4) TP r) AR HIFR], oo B i ok A6 v 6 1) POk A6 26 4
50 £ 95%
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[0039]  (22) ¥ (1) 2 (4) fE—Iprad iy DRI, H lurasidone “FIR42E 4 0. 1 2
8 1 mo

[0040]  (23) ARHE (1) & (4) F&—TFTIR T H IR, o B ik BOs AL e 75 30 %6 sl
DI B

[0041]  (24) #¥E (1) 22 (4) AT i ) I rp B i 7R 1 IR 2850 4y H i T B
LA, BT IR TR AL e R VR & = A IR B ) 20 22 30% (wi/wt) , ATk #il57) 4 Turasidone )
SHEON 25 2 40% (wt/wt), B lurasidone & &E2h 20 & 120mg.

[0042]  BRISCAF 2 B UESE R EH D E (% 40mg) lurasidone )24 il A] LA
PRI 5 A AH (R HRE PR 1 IR R AR, & °H B & & Lurasidone B 255 A H
A R RS HREPE o BRI, a0 200K UM B BB 22 1) 5 B AR IR i) 70 25 24 22 75 B ol i
lurasidone FIR N, 3X 22X A& A AE , O TGS 7e A& 05 AT ek o A0 5 PIORIAL S0 1)
AR BRI AT LR AL — b B S i & & Lurasidone 9 TR EIF), 2% DR EIF0N T 6
NI AL, A% B Be it —Ff lurasidone 2 & &0y CARRIF, A T 11 ARES 2514 161
1), BT Z 58] (1) Lurasidone 2 & AR A0, FoAH HAAAH RN Rws et o 1 HL, Brd w50 5¢
iE A KA .

Ff 1 152 BF

[0043] &1 /R T HA AR lurasidone & & Ml HERPE RS He o XPARSE T4 3C
Bk 2 28 FF R AR T 46 I R A T R PRI =, F45 7 Turasidone & &8 10mg (4 /)
1 40mg (1 /) »

[0044] ] 2 WoR T HA AR lurasidone 2 & KI5 HAFPE B H o XPARYE &4 3L
BR 2 28 FF A Tl 46 I AT v R PRI =, F 45 7 Turasidone [ &4 40mg (2 1)
A1 80mg (1 1) -

[0045] 3 WoR T HA AR lurasidone 7 & 1 il M AR B XA 4% % B
(R AR ) 26 R ATV R R PRI &, F A5 7 Lurasidone 7 &8 20mg (4 )1 ) , 40mg (2
Fr) A1 80mg (1 F ) o

BALHEAR

[0046]  N-[4-[4-(1,2- X FF S WEmM: —3- 3L ) -1- WREEZE 1- (2R, 3R)-2,3- JUW & - T
FI1-(1"R,2°S,3” R, 4’ S)-2,3- WL [2,2,1] Pedr —WEV i « EhREL (lurasidone) 2k
HATHELEY)

[0047]
' rd
\\\‘ \ /
© Z_:} (M)

[0048]  ( WL 4n, JP2800953) . lurasidone CLAHIEA 7 K s 19 4E A, HowT FAE BT Xt
K5 ZLAESE IR 290 K BT AL SN BB IR 570 b, 0 40 LUR 576 Y 10 22
8

I
e
Xl
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50wt %6 A, PLIE LA 20 22 45wt %, 5 1l 42 DL 20 22 45wt % o BEAN, IR A0 & ) 40 40 I 1
4190 %6 R FR B £ R+~ HA 27 w m B/NRiAE, DUARTR EL AR~ ke (BT, 50 %6 7R FR
Fite ) EHEEHW,0. 1 2 8um ik 1 & 4um. H 7 lurasidone 5 &N 10-160mg, 1L
A 20 & 120mg, EEA LA 40 & 120mg.

[0049] Pk “FURNAL V€K ” R ik O AL ek CnRoKiekn, B2 Bk, D22 TER
FERVERT, REVERSE ) Hl& e, ] AFETE H A 29 255 b 23 T 1 PI0R 40 e 4 8K
3 TR TERS o T IR TORIALTE K (1) FIORI AL 2241 4 8 50 22 100 %, Uik 50 22 95%, SHA Ik
M 80 &2 95% . BEAN, BTIA TIORIALTE R 19 an 5 40 % BC5E /b, Pk 30 %6 B /D R7K B )
JBL o SXAE B UM A0 v R 188 DO AR AT, FEP 35k 42 20 1 42 1000 v m, 1%L 1 52 500 1 m,
SALIE 10 22 100 v mo 38 FH T 4% & BH 0 vy b mT A5 %) ORI A0 D K E0 5 9 2, 358843 TIORIALVE A
U PCS( R kb 44, H Asahi Kasei Corporation 4577 ) BiEH; 1500 ( i fh44, A Colorcon,
Inc 47, 555 76 LR FORIAL e k0 o, DLade 4 FH 0 43 TRORIA L e ¥ n PCS (RS it 445 HH Asahi
Kasei Corporation 4™ ) . #i53 MUMMLIE R (K FOBIALZPLIE R 50 22 95% , BEALIL A 80 2
95% o A< B A B PIORAAG JE K 1 5 R iR EE = 1) 10% 22 50 %, Lk 10% 22 40 %, e il
A& 20% % 30%.

[0050]  JTid “ /K P R 2R ) A 456 46 H e T LB S BREm L (L AL D— (LB | R R I
ARERESE . SFALER R H BRI FL . S aRE H ER . [FIAE, Pk KV T R 2 51
AT DL A, s Rl 2 RS AT o I A PR I 2R SR VR S 4 A i R
30 %2 80wt %, LIk 40 & 60wt % . HEREEHIFEIRAREI WA 10 52 200 1 m,

[0051]  JITik “/K¥E SRS VIR G /)7 AdE, B, RN A4 RN R R f R KL
SRS el 58 LG T, 5% . RGN ERE RN L4 R, RN FRLT YR R Ot
Bl BER LARTE o FTIR 7K S IR SRS R G55 mT LR RS Y, At m] AW A sl 22 PRS0 FH o BT
R AKES SR A VIR FRNR A B A0 B RS SR 0.5 2 10wt %, ik 1 22 5wt % .

[0052] SR A& BH 2520 6 0 7% 2000 1 IR i) 500 A i TR o) sy 1) G 8  JORE  4 Jf 1)
IR o P I TSR AT LU ek A5 P 7R 1 TR 2R 50 R 7K AN P IR 2R 5] Ok 551 9 A ) Y T
TS AL G T R R TR B3 Bk St ik o RT DUKE TN R s I AN

[0053]  JIT IR “ AR AN PR 25007 A0 45 0 A FOKVE Ry 45 AT AE 2255 o IR K ANV Pk IR 7R 51
AT DL AT, Bl A el 22 RIS 48

[0054]  JITIR“ AR A0 AR 00 0 FOKTERD 45 i AT 4E 22 IREUAOR N R AT Y 2= R AL 4T 4
R AR P IRLT QR R PR Y10 TR P T4 R R P IEE o SRS 4R i, 5%
o PTIR I FESR AT LR AT R, M Rl S 2 R IR S AT o I A ) ) R A8 G0 A )
SEEN 0 2 10wt %, JLIER 0.5 2 5wt %,

[0055]  Ffrad “YEE A7 ARG anfl JERR B I A B O R A AR VALY S
[0056] A< B (K] L1 AR il AT AARYE B w3 7 B R AR S8 75 AT il &

[0057] (1) wille& KIS SR G R KBS -

[0058]  WIKVEVESE SR G HE T2k i o A28 G Rk 650 i) 19 L kg 487K B )
1 & 20wt %, 01k 2 £ 8wt %

[0059]  (2) #1455 lurasidone FIFk .

[0060]  [AlVRALIREIRIAL A I & lurasidone. H &8 B &5 TIUHH Ak & K0 A1 AR i 551) F) It

9
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A5, 1wy H WSS AR PR (1) Hi4 KK R SR & AT R .

[0061]  FH T hiRE (¥ 1 2 L8 1 2 3 28 A A PR TR« o 33 U1 SR 285 Bl i1 AR il s 55
(134, (HANBR i L,

[0062]  (3) 5Tk -

[0063] % bl 75 2 Uk FE gk He BOR AR T 05 o 0 AR 8 I 20 AR 7K 23 043 1)
TR E A 3wt % LN, TLIEN 1-2wt % .

[0064]  (4) VRAEHMEF -

[0065] WEELJZS (3) TR N AT, VRS A TIEBIVR S B i, AT LU A e
TH HUR G AR A M&ﬁ 1 I BEREN L. R, A R R B RN L V BEFEAL  SUHE 2 i
HLH%?AT%%JI‘IL, S H AR i L,

[oo66]  (B) )7 -

[0067] 4 EARVEAY)E R 3R .

[o068]  FIT /& Fv et HE 1 Wijg 1 e v ML B B o8, S5 5 o JEHE R s A, 461 G e T
A 30 & 200N,

[0069]  (6) fTiEUHAT M ALAC -

[0070] LR FREE, LRI FITTRSEEAK . HTERM R &R 0E T
KBTI % RN BFERE T FA KRR L.

[0071]  ALACAFIELFEG] 40, A ENE Y (RN AR R 4R RN R4 R F
TR BE R 58 CIRBESE S ) FIIG 2] (tn5g Lﬂﬁﬁ\ﬁ\i#@?:aﬂaﬁzﬂa@afﬁ&ga
Wi, H v, HImIR I ER R, 28 & I, 5555 ) o WA TR 2L, ml DL SE b m N WA AL B 2RI
Insfle AR ST , AT DUIIN B PR AR AR S A A S5

[0072]  (7) U5 -

[0073] K¢ FIRAF RN T o TR IR BOR U N AT BT £ 2140 K 23 A4S 1)+
PR FRB ANy 3wt % LA, LIk Ky 1-2wt % o

[0074] AR BH S HEGI U BT o Frid SE 490 FH 75 48 1 U BH AR & B T AS A2 5 A B 3F
AT PR o

[0075]  SEjfs]

[o076]  SEjfs] 1

[0077]  A. &°H 80mg lurasidone 3 fRALA F 37 ( S 1)

[0078] AR IRHI & E&H T A HURE AL A IR FC F3fl. BUF BB H 455 8 BT 1)
TN E R SEER] 1 FTos b 7 S Ui B

[0079] AR Tk fhill 4% 77 ¥2%, L g St 9wl R AR (R 7 30T il 46 AN A2 b TE T 752
RIELTT ARSI

[o080]  B. wil#& ik

[o081] (1) Wl A BV (5% NI FILET Y 2 KIS ) -

[0082] HIRTNIERIRL4EE (320) 1ENKE MR EGWIR GFIE T4kt (608g) 13EIKY,
B

[0083]  (2) ki -

[0084]  ff Lurasidone (320g) , H @& lE (576g) , & 7 TUMIALTE Ky (320g) FIATI A FH 47 4k 32
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B (16g) ZAGALIREIRIALH Multiplex MP-01/ i Powrex Corporation #ili& ), il 7E
TR A TR HAE BIR (1) il 2% ORS00 W5 25 iR VR -5 4 i) Rl ROk 1 45 21 J0RE Ky
Ko 1A FTAF EURCE AR TP AT IR B AEVR & f5 (40rpm, 5 208 ) 13RI HA LT (b) 1
TH kL. DUBORERS AR = 2ok, AR R B I N & Hh A 77 o 5045

[o085]  Fifkacft

[oose]  fikeh <L :60°C

[0087] <V :50 & 65m°/hr

[0088]  WZE i AL :13g/ 77

[0089]  WEiMEEL AT :1. 2mm

[0090]  WE%5 [/ ;0. 12MPa

[0091]  WEARALE (A4 E

[0092]  (3) FJ -

[0093] & Lk (2) 4 K T B A ik 248 HT-AP12SS-11 ( ff Hata Iron Works Co.,
Ltd. #liE ) KA RE 5.

[0094] ' RSf :d 10mm 14R

[0095] JESE¥ :4.20 £ 4. 30mm

[0096]  J& /) :10KN

[0097]  (4) B :

[0098] KAE LR (3) HlSHIABEA A FIH High Coater HCT30N( H Freund Industrial
Co., Ltd. #ili& ) 78 MM T AT HA L A B4 I E bme, JEAEEA T 7] e Hh I AR
B 15 2138 A A 7)o

[0099]  FC 244

[o100]  fE25 SRS :80°C

[0101] "% :0. 6m’/min

[0102]  FLACERIM L B)IE A :25rpm

[0103] Wi%% K77 :0. 15MPa

[0104]  EIAWIBNEZE :5g/min

[0105]  SRAI NI Ty izooxt it 3R Ty VA S FRS il ) 0 Jo R 1A T PRI A BT gt S ST A 8
13 H RS R A B .

[o106]  C. & PPl

[o107] (1) %I

[0108]  HRI [ A2 i a6 7 7% 2 XA I B )46 O TR SRR A T 8 AR o I 25 A
Pk o

[0109] iXICVAVE F&FE Mcllvaine Z2M3, pH4. O

[0110]  X#:3# :50rpm

[0111] I AAFR :900m]

[0112]  (2) ¥ HiRe PERIAR{BLE:

[0113] 7F Scale-Up and Past—Approval Changes for Intermediate Release
Products (SUPAC-IR) H R A AR IRl 1 £2 7500 AR PRI H R I AR ALPE i iR b o £2
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8/25 71

(E i MRS . SEINE, SR B — Pl % R 48 SUPAC-IR T 543 2 £2 {HAE
50 < £2 < 100, JUIAA Y il 4% (0 g — bl n) AT A B o R v BRI T IR ) 76 =4
S [R]85, WIAE 15 4380, 30 2380 45 43 BRids 2 H T 55 £2 {8

[0114]

[0115]
[0116]
[0117]
[0118]

[0119]
[0120]
[0121]
[0122]
[0123]
[0124]
[0125]
[0126]
[0127]
[0128]
[0129]
[0130]
[0131]
[0132]
[0133]
[0134]
[0135]
[0136]
[0137]
[0138]
[0139]
[0140]
[0141]
[0142]

-

_ 100
f2= s50e LOG

Ti A1 Ri DGAERE— AN R) RS B 20 B
n O BT OB REH
(3) BLEE 7341

MR Y B AT R FE 4y M43 (SLAD-3000/Shimadzu Corporation) FJ MW 7 v2 kel
& Lurasidone R34 . IESKAFWT TR,

FEE 2g
A& :0. 4MPa 8 5E K
R IR R (2

SRR E
WhwE
WIS 3448 16 M A (KD -
ENIFa AT 2 (/) e
N R R KE . 2000 (CH-1) ¥eFe% (bps) :
EHTH - BEEX SRS =N
FTENHL - R AL AL
P56 SHAREST S E < 1. 70-0. 2

0i
B 4 e
2351 - 1 T VT J/IME
MR (F2) - 1 NAE
EIME - 64 FH T P00 RO 7

(f/ME) -

TSRS FH T P00 R R0 7
(oK) - 0.1 (KD -
(&) - 0.05 A FH A Bt S GR A . -
BB K
Ty 300
R 1D

1500
700
9600

300

300
2500

0.1

2000
1

LESEIER] 1,2 K13 7, #4867 S AR iAW A7, iRl &5 A KM
WA (B R 35 A 20mg, 40mg F1 80mg ) lurasidone) il 73 FURIAL TR RIS R &
YRG0 o FEXT LESE A 1A 2 H, i) &8 T 8 40 i & 40mg F11 80mg  lurasidone ¥ 775,

12
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i

AA

et

9/25 1

KT R L H SOk 2 2T A T7 .
[0143]

RAPE . AR, XF EESEE) LR 2 Hh T A% R e 8 TR .

£E (d) A1 (&) Fron i 2 F T 41X il a6 1 IR AT o HH s, I PRI H 2R 1 A AR

[0144]  ZERHIER 4 F15 H . (d) FHILRE R UE 2 F13 s,
[0145]  (a) UK AR AL Ty
[0146] % 1
[0147] FBAT :mg
[0148]
1 2 3 1 2
Lurasidone 80 40 20 40 80
H & B2 144 72 36 188 148
R - FRAR I A 80 40 20 - -
RIER T 4145240 4 2 1 16 16
ERETEAAG%E 8 4 2 10 10
[0149]  (b) FHTH FrEORL / RALA I Ak s
[0150] 2
[0151] FRAT :mg
[0152]
PN 5= 3645 No. 3 Fb 5 56 45) No.
1 1 1 2
Fix (a) P8 316 158 79 254 254
FUAE - - 62 62
BERE BR4E 2 1 4 4
[0153]  (c)FC Jy#IHIAb 77
[0154] %3
[0155] FRAT :mg
[0156]
402 5 %64 No. %I bk 52 36,45 No.
1 2 3 1 2
EiR (b) #é KRG RAF | 320 160 80 320 320
PRETHET S E 3.25 1.95 1.3 2.6 2.6
A4k 4k 1 0.6 0.4 0.8 0.8
® & =85 6000 0.75| 0.45| 03 0.6 0.6
B, 05 A% A8 = 0.01 | 0.006| 0.004 0.01 0.01
[0157]  (d) fERF— DAL S 80mg lurasidone AR P HATH H AL
[0158]  AfERE— DA 5 80mg lurasidone WA R F B — & 80mg, 40mg BY
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20mg lurasidone [ AL F FIBEATH R, B — M HRR A LB L £2 {E 30T
P

[0159] 1% 4 iR, SEHEB] 2 A1 3 Hr i £2 (H 8 S S2Ed) 1 RIAR B , (B b szt
2 1) P2 {HEA B SXTLESEe] 1 BAARRIME. #e52, ansk 4 FIE 3 s, 7E S8 1
23, AR R AR [ £2 {EAE 50 < £2 << 100 Yo [H A, 75 31 B AH AU H R 1)
5, X FPAR RIS HRE ARG T R R & & (RO ), R RA AR S 2R
F AR . S — 7, WK 4 FAE 2 JroR, TR SCHk 2 % LG SEREM] 2 o2 T 50 s
AR 52 LA B St 1 rb AN B 30 s 02, FF LA S 8 R, v Bom H LA AR
R

[o160] &4

a4 B F 5% #6.49) No. it b 5% 76 4] No.
[0161] ' 1 2 3 1 >

f2 - 88 97 - 37

[0162]  (e) fETF— DA EH 40mg lurasidone KA R P HATH H ALK

[0163]  XTTERE— D A#s &5 40mg lurasidone WA R P RE— & 40mg BX 20mg
lurasidone [ R0 AC 7 FIEATH HURES , B — N0 HRF M A AL PR @ i £2 {8 DAAHBLR)
JIEAT VI

[0164]  QiZR 5 Fiow, SEHf) 3 FIXF ELsE i 1 1 2 (5 on H 5 s2hE s 2 B M. #
SRS 40mg lurasidone AR AT £2 {HAF 50 < £2 < 100 Ju[H N,
TR PE AR A EA B R T R A i & & CERAL R )

[0165] X5
R 5% #6.47) No. 3 Fb 52 36.45) No.
[0166] AR B T 2 3 1
2 - 88 97

[0167]  <ikE& 2>

[0168]  FESZHEW] 1 A1 4 rh il 26 &8 29MAL S HIHIF], 415958 K i HER 2 55 F1 K
TSR ARG G A 7 PRI Ve Ky o« ZEXT LU ST 3,4 A1 5 Hhilil & & A 24l & r il
T LA A 7K P TR 2R SR R 7K s 1 2 RS R R T K GE R S 1% R K TE R A A TIOR
ATERY o B B —ANHIFIEAT I RS, B — NS R AU E T £2 (EPF . &5 R
* 9 PN

[0169]  (a) MUREAR ARIIALT7

[0170] 6

[0171] BT :mg

[0172]

14
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PN 5% 745 No. s} P 52 36 45) No.
1 4 3 4 5
Lurasidone 80 80 80 80 80
H 5% B2 144 176 108 108 -
FLAE - - - - 108
o FUHAAL I A 80 40 - - -
TR IE B - - 40 40 40
R T L 540 4 8 16 16 16
pRATIES%E L 8 12 10 10 10
[0173]1  (b) AT H v BIRORL / KRB I b T7
[0174] F 7
[0175] A :mg
[0176]
o 5 5% 45 No. 5T Pl 5% #6.45] No.
1 4 3 4 5
iR (a) Fo4FE 316 316 254 254 254
KBS - i 62 i i
B G PR 4% 4 4 4 4 4
[0177]  (c)FC R4k Ty
[0178] %8
[0179] BAAT mg
[0180]
405 5% #6145 No. )TT Fb 52 3648 No.
1 4 3 4 5
Fik (b) I REREF | 320 320 320 258 258
BRLATEA % E 325 - 2.6 2.6 2.6
A4 1 - 0.8 0.8 0.8
¥ T =8% 6000 0.75| - 0.6 0.6 0.6

[0181]1  (d) %A

[0182] 15k 9 Phrow, SEHtif] 4 5 SEEfe) 1 @ s AU (HAE AT B SE Tt 9] 3,4 1 5 R £2
fH5 S 1 AR A ¥ 5 2, XL S 3,4 F 5 [R5 A K ER B HI5H 2 om A
[ RIS R AR, DL RS S A 1 R 4 o 5 0 43 TIOBIAG T 0 B0 TR B 27 018 R0 Hh R
PEo

[0183] %9

15
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#E]"M\'lﬁ A F g’x‘.j@ﬁ"l No. Xd- 34 9’:7}’@45'] No.
[0184] 1 4 3 4 5
2 - 67 44 29 26
[0185]  <iXEE 3>
[0186] VPN SZHER] 4,5,6 F1 7 F 4> PRIAL JE N TR & S0P HURF PR 2w . 45 R 4038 13
FT7R o
[0187]  (a) MRk KEJ4LT7
[o188] £ 10
[0189] AT :mg
éﬂéy\ rl:ﬁ}@’f@] No
1 4 5 6 7
Lurasidone 80 80 80 80 80
[0190] | H $5BF ~ 144 176 116 136 156
B[ 4 TR I A 80 40 100 80 60
R T 4 25 % 40 4 8 8 8 8
SRR A YL 8 12 12 12 12
[01911  (b) HFER RN / KRB FI AL T7
[0192] £ 11
[0193] A :mg
. 52 36,45 No.
20 4 1 4 5 6 7
[0194] ‘ -
P (a) PoyBA 316 316 316 316 316
2 S B4R 4 4 4 4 4
[0195]  (c)FC F 34t 7y
[0196] & 12
[0197] BAT mg
[0198]
‘ 5k 3545 No
A 1 4 5 6 7
bk (b) W RERE R | 320 320 320 320 320
ERATAS4E | 325 - - - -
AAL4K 1 - - - -
& =B 6000 0.75 - - - -
B, AF A 001 | - - ; -
[o199]  (d) ¥#HHiIAL

16
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[0200] ik 13 Py, st 4,5,6 F1 7 1) 2 55206 1 HAHELE. 52, 5H 2
WA B R S s TS PR RAR AL R, Bk 29 A WS A R4 5y 10% we/
wt B 2 1350 7 IORIAL T o

[0201] 13
. % 76.49) No
[0202] #B okt ij % 1 4 5 6 7
2 - 67 60 62 81

[0203] < ikE 4>

[0204]  ZEXTELSEHER] 6 H, 22405 il & S8 A TR AR 7 ORI AL e M (B A& 7K
YA YRGB SR, 7E A IR, t T TRELRURG B B, G 2] 7 ANBEZE s s AS
REAT BIAH LRV e P, LR AR o FESEHER] 8,9, 10 A1 11 7, il & & A 25 A &Y 1)
i35, LGP A HA A FNR G & 7KW P R 2R R 358 20 PIOBIACTE B S KBS PS8 6 ks
Hflle GERWE 17 PR,

[0205]  (a) SR ARIALT7

[0206] % 14
[0207] BT :mg
[0208]
8 4 52 #5,15) No. SF b 52 36,45) No.
1 8 9| 10| 11 6
Lurasidone 80 80 80 80 80 80
& BE 144 | 136 | 138 | 140 | 142 148
R 5 FRBAAL I go| 80| 80| 80| 80 80
TR T AT 4N 4! 8| 8| 8| 8 8
ARARTEAAG%E g| 12| 10| 8| 6 -
[0200]  (b) FHT I/ OBORL / RAEA F R Ak
[0210] £ 15
[0211] AT :mg
[0212]
40 5 5% 3 47) No. 3 b 52 3451 No.
1 8 9 10 11 6
F&X (a) a9 316 | 316 | 316 | 316 | 316 316
ARG B2 45 4 4 4 4 4 4
[0213]  (c)FC JifIfAb 77
[0214] £ 16
[0215] AT :mg
[0216]

17



CN 102048734 A w P 14/25 T
PN 5 44| No. *F FY 5% 36 4] No.
= 1 8 9 | 10 | 11 6

ik (b) ey k&R H A | 320 | 320|320 | 320 | 320 320

PSP S S 325 | - | - | - -

A AEK 1 - - -

¥ B 6000 075 | - | - - )

B 0 A7 A8 &5 0.01 | - - - -
[0217]  (d) % HARES

[0218]

WIS LT P, STt 8,9, 10 AT 1LY £2 & St 1 HATAH I, #E 2, &

HZI A AW H ) Eon 3 AR U R, TR 25 &5 1.8% wt/wt &
3.8% wt/wt WK R AWK A5 o

[0219] % 17
[0220]
: 5% 76,15 No.
AL B F N s 5 o .
2 - 77 81 73 73
[0221] <R 5>

[0222]

AW ET KB ER SR E A 7 DO TE R« S5 R UL 21 Pros.

FESCHE] 12 4, T A A U AT D K PR AL Kl 2% 547 25 4L S 0 B )

[0223]  (a) FURLK) A HI4LTT

[0224] % 18

[0225] BT mg
PN 5% #6,45) No.

1 6 12

Lurasidone 80 80 80
H 55 B 144 136 -

[0226] L _ _ 136
[ 4T I A 80 80 80
RIRB T 4 ¢ 7 40 4 8 8
ERATEAASL R 8 12 12

[0227]  (b) HI T IRL / REA I 4k T7

[0228] % 19

[0229] AT :mg

18
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15/25 T
20 4 5% 7%,45] No
1 6 12
102301 bt (a) F a4 316 316 316
P2 RE BRAE 4 4 4
[0231]  (c) FC A HI4L Ty
[0232] % 20
[0233] AT img
| 202> 5% 7&49] No
1 6 12
L& (b) PesRQREA | 320 320 320
[0234] |BARLFALGFTHF 3.25 - -
AL 4R 1 - -
& =B 6000 0.75 - -
. P AF AR 5 0.01 ; -

[0235]  (d) ¥ HIAE
[0236] Wik 21 Fiow, SEREf) 6 A 12 1) £2 {5 Bs S s 1 A AR, M52, &
A H EE BEFFUREAE g 7K s e R 2R 5 1 o) 57 2 7 2 AR AR 9 HE R

[0237] % 21
52 36,49 No.
oM
[0238] 7}84 =BT 1 6 12
12 - 62 66
[0239] < REK 6>
[0240]  FESZJEA 4,13, 14 F1 15 H, il kA H B A AFRE 7345 1 lurasidone BEER K

5% AR 2 AL S % A G S AT AR R R SRR TR R G RS 557
B oy O E R« 5 UK 25 JT7R .

[0241]  (a) lurasidone BUERK R Kk B 43 A5
[0242] D50% (50 % kife ) ARKH — A FR AR, 71X — S LLIRER VS H R 2 a0 A

50 %, D90 % (90 % Rife ) AFRIE— kLA, 703X — s DVAARTHE AR 43 7340 0 90 %

(&fiim) .

[0243] % 22
[0244] BAT mg
- 5% 3647 No.
KB A 4 13 14 15
[0245] D10 % 0.5 0.9 1.0 1.5
Fi 42 D50 % 1.6 5.9 7.6 13.9
D90 % 4.7 17.5 26.9 58.3
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[02461  (b) TR R RRORL / KA FI AL T7
[0247] 23
[0248] BAT :mg
, 5% 3,45 No.
20 5~ 4 13 14 |- 15
Lurasidone - 80 80 80 80
(0249] H & Bz 176 144 144 144
4TI A 40 80 80 80
IR F L1 4 F 4 8 4 4 4
FRETF RS HER 12 8 8 8
B2 G BR 4R 4 4 4 4
[0250]  (c)FC Fflfs Ak 77
[0251] % 24
[0252] BAT :mg
[0253]
4 5 52 76,45] No.
4 13 14 15
L (b) FayRERKA A 320 320 320 320
ERAERTEAALE - 3.25 3.25 3.25
4K - 1 1 1
¥ 7. =8z 6000 - 0.75 0.75 0.75
B 75 A7 AR 2 - 0.01 0.01 0.01
[0254]  (d) #FHIAE

[0255] L& 25, SEitife) 13, 14 F1 15 i £2 Bon 5s2iEf) 4 BN, 52, A
L, WA Turasidone B AR il 2 1 70 0 7- AHARLIR s H R, EL A BT i B R 1)
50 % FifRAE 1 & 8 um, 90 % R R Bk ATk 27 uom BEEE /N,

[0256] % 25
\ 5% 36,45 No.
Biea
[0257] AR B 4 13 14 15
2 - 56 56 46
[0258] <R 7>
[0259]  HH&E A lurasidone & &4 10mg 22 40mg [ il 5 i A8 H 7E T HF SCHk 2 2

T ARTGEAT Hi %, IF BB IR 25 AAE STk 2 o A FF I IRFE, fE5E v Turasidone & &4
10mg %2 40mg M, 25 n] LA e FH T+ HAT AR R H R P B0 AR 25 0 5o & 2R Gl 1 By
Zi

[0260] LIl 1 o, L2 & RISCHR 2 o 23 T BB 4% 9 BATANF Turasidone 25 &) il
v e PRI £2 {530, JF AR P& 10mg A 40mglurasidone Y F 7] AT il %%
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CN 102048734 A 17/25 5
T DRSS 251070, HBA 0% R 3CHR 2 s B AH R 6 R
[0261]  (a) WikikbJy
[0262] % 26
¥ /5 mg
20 45 10 mg & 5| 40 mg h 7
Lurasidone 10 40
[0263] G A 47 188
RIEAR T 4 440 4 16
PSS ESE &S 2.5 10
[0264]  (b) ARALA T4 T7
[0265] % 27
[0266] AT img
28 5 10 mg /i #) 40 mg ;i #)
[0267] (,a ), T AL 63.5 254
235 15.5 62
78 G B4R 1 4
[0268]  (c)FC Ikt 77
[0269] % 28
[0270] AT img
20 5 10mg 4 %] | 40 mg K #)
EiR (b)) PEyRETRAF 80 320
oy |EARTALHE 13 2.6
AER 0.4 0.8
% 7 =Bz 6000 0.3 0.6
B, 79 A5 A8 i 0.006 0.01

[0272] < iR% 8>

[0273] W] LL# & W2, 76 TR SR 2 T A TP E R 1, B & & £ 40mglurasidone
(R HFR) AT DASR AR LA AH (] e R 1 T AR o AR R ARAE TR S0k 2 2 AR il 4%
lurasidone & & A% F 80mg 1M A &4 #7r ORI TR I o 120500 1 il & 2l i A v
PE R 1 F 2 LR B I — A5 SRR, T R B 5 40mg AR R, DAEE S R R R~
BRI AR AR A o X EE SR 1 F 2 [y g R ansk 4 FE 2 s,

[0274] TRk A FUE 2 0, 40 £2 {E PR, BAXNE S &AM lurasidone T AVEL & TR 1L
VERY I 80mg F FIAR s U LR So A 2 s 40mg B A RIS R

[0275] (&) Fkidb 77
[0276] % 29
[0277] FAT :mg
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CN 102048734 A w R B 18/25 T
4R 4 40mg 5 7| | 80mg k #)
Lurasidone 40 80

[0278] | H FiBg 188 148

| RIRA T L L F 40 16 16
HZRIET TSR E 10 10

[0279]  (b) ARALA F T4 T7

[0280] % 30

[0281] AT mg

48 40 mg H 7| 80 mg H 7
S B )
[0282] ()a )‘ W 44 FR kL 254 25?4
LAz 62 62
B S BR 44 4 4

[0283]  (c)FC ikt 77

[0284] % 31

[0285] AT mg

40mg 4 %] |80 mg b 7
{EiR (b) Fa9RERKA F 320 320

“0286] RSP P 2.6 2.6

ALK 0.8 0.8

& =A% 6000 0.6 0.6

C & AE AR 25 0.01 0.01
[0287] <R 9>
[0288]  XHAHG 1 H st | 2 3 A& 1 HA A E S B 0 =R R AT PR

R 3 s
il 3 Fron, il L @ A K AR A& 20 2 80mg lurasidone (1 #1572 0 HAH

[R] RS AR S AN T R smlif & & (ALt )

[0289]

[0200] (&) SURLAR A il

[0291] % 32

[0292] BT :mg

[0293]
Hiy 80mg K 7| | 40mg K #| | 20 mg K )
Lurasidone 80 40 20
H E A2 144 72 36
TR A 80 40 20
RIRE T 4 45 4h 4 2 1
BERATRAS S5 8 4 2

[0294]  (b) FHTH v BIRORL / KRB I 4b 77
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CN 102048734 A i BB B 19/25 7
[0295] % 33
[0296] BN :mg
[0297]
40 4y 80mg K ) | 40mg A #| | 20 mg A )
Fi (a) P eI 316 158 79
FLAE - - -
FP RS B 4R 4 2 1
[0298]  (c)FC Fllftab 77
[0299] % 34
[0300] AT :mg
[0301]
20 4~ 80 mg K 77 | 40 mg tablet | 20 mg K 7
iR (b) FayRERA F 320 160 80
HERLETAT R E 3.25 1.95 1.3
a4k 1 0.6 0.4
& T =85 6000 0.75 0.45 0.3
B, 05 AE A8 2 0.01 0.006 0.004
[0302]  <iREE 10>
[0303]  HRHEAK BHFILH) ST 2 AFI 775, #)4 lurasidone 120mg A 57, JeAr &4 A

T EE AR R, FE VPR R s R

[0304] (&) SEE 574

[0305] R A K B A kil 4% D5 i & RSO pE 2 Wkl 5k 2 CR SR ) (36 35) il
lurasidone 120mg J il KHTEA & B Uk BH A SEitds] . Brs vl (1) ¥ ks b 2
B AL IR 2 AT 1 2 B HRIFRIEAT ¥ ARG

[0306]  Jd I AR A IR SR IR BE McT 1vaine 22 W I¢) pH M pHA. 0 Y%E 4 pH3. 8 14T
AR

[03071  (b) A BHITIHIS J5 ik

[0308]  [A]RALIRHIRINL (JIRAHL FLF-30/ f Freund Industrial Co., Ltd. #li& )

A lurasidone (8000g) , D- H & EE (14200g) , #7 TUMIALTE RS (8000g) FIAZIHR 4T 4%
By (400g) , I WIS 5% RN AT R (NI ) UAE N &4 kTR
b R 80°C, HE IS A Tm’/min, W R AR B 2 200mL/min FIZEAL K34 2001/
min, FITAHE0RCEHIR LA T, SR TR N 80°C, RIS TR A 10 434%p, T4 3l
o BB K SRR T VRN, TR R AR 2% DL . FTASRUR HHE R (Fiore F-0 &)
ITEORL. AR5, ¥ BRI URL (18000g) FIAEARIREL (2282) MR G#F (A A AF 110L)
TRETE—, MR e T84 20rpm, VRGN [0 4 5 70 8h o ), B I 153 TR G AE R 7 TR )
12. 5kN NHIH R %% (HT-AP12SS-11/Hata Iron Works Co.,Ltd. i ) #E47 R H =kl
£ lurasidonel20mg RAEAK F 5.

[0300]  (c) E&HISCHR 2 il & 757 2
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[0310] o] i 4k IR ) ki ML Multiplex MP-01/Powrex Corporation fhi] & ) ™ Jn A
lurasidone (160g) , D- H &l (296g) AT FEF4E 4 (32g) , L EWEZE 5% 2 N2
REELTYE v (Foeiiles ) AU TRk, S it e e URIE D 60°C, RiAL I (8] 24 45 73
Bho PRARURLAE SR T8, R TR 80°C, RN TR 5 738, T4 R iEid
B 25 7K I 5 SGEAT VP, TR R EAE 1% LA o 285 1 P 1SR (254g) FIFLHE (62g) H
PB4 #% (1 Tsutsui Rikagaku Kikai Co., Ltd. i) VRALE—#E, &R HEE N
40rpm, VA B A 30 23Bh. 2 J5, AT GY) (316g) FUEARIRE: (4g) MARARS (H
Tsutsui Rikagaku Kikai Co., Ltd. i ) JB&AE—i, M-I E A 40rpm, VRS
[k 5 4%, e, M %4 (HT-AP12SS-11/ f Hata Iron Works Co., Ltd. i)
IR EWAE R B ) 12, 5kN 46F T AT 7, il %43 2] lurasidone 120mg ARBA
7l

[0311]  (d) 5%

[0312] il & 1 IR 28 20 R th AR B i 25 R R o

[0313] % 35
[0314]  FFIA Y
[0315]
4 o ' 034-15-120-1000 | RP-03323-120-1000
(R E AT IEETCY
A TR A
Lurasidone 120 120
H 5K By : 213 : 222
o T A | 120 : -
IR T AT Y 4 ; 6 g 24
H AR R 24 ) 5UkB(Tablettose) 70! - § 93
ARALATAS g E | 15 | 15
AE fE BR4E : 6 : 6
%t § 480 } 480
[0316] ¥ HiRFIE
[0317]
i} 4] (min) § i E (%)
10 § 83 : 54
15 § 91 § 66
30 § 95 § 80
45 ; 96 § 84
2 {4 g - { 37

[0318] Z%ﬁ%ﬁTElﬁiﬁiﬂﬁf%,*Eﬁ%ﬂi%i@?é§?¥ﬁﬁ%§ﬂi%ﬂééﬁﬁlurasidone 120mg ELARE &
FISCHR 2 A TP F ARG 11 Tlurasidone 120mg 353 H 1R SE PR,
[0319] <ikZ 11>
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[0320] A% BH vh SR I 2540 2 23 R AR w50 ) H AR T AT VRO o

[0321] (&) SEE 74

[0322]  ARAE AR B 7732 (38 36) kil lurasidone 80mg 7)o FF4FiX b £ 1)
5], ZEARIE AR BH S b 2 I C. B PRI (1) 35 H R I8 IR B 454 AT ¥ Ak
A

[0323]  (b) %% ik

[0324]  |a] i 4k IR ) B AL Multiplex MP-01/ H Powrex Corporation ] i&E ) & i A
lurasidone, D— H#&HE, & 73 WO JER FIACICRR FF 4T 4k 2204, ) L EWi% 5% RN 4
U R (S ) DLFAT kAL, 26028 2 SRR 60°C, RiALIN [R] 24 45 43 Bhak
60 73 %h . FTAFRURCAE FIRAL T4, R ERELEE S 80°C, T A2 5 43%h, T 45 3
I G 2 KA TS GHEAT VRN, TER R AR 2% LA o SRJE , H4 BT A s R i i e ) P R
4% (H Tsutsui Rikagaku Kikai Co.,Ltd. #li&) V&G 4E 42, M2 HedE i % 40rpm,
TRAWIEN 5 23 8h. &, M A ¥4 (HT-AP12SS-11/ 1 Hata Iron Works Co., Ltd.
Hilit ) K PRI A WAE R e ) 1OKN 2 R AT e 7, il %5 3 3 lurasidone 80mg AR AAK
wilP

[0325]  (c) &5

[0326] il & I I 1 20 20 R AR B I 25 R U R BT o

[0327] 3K 36
[0328]
AL 7 | 034-15-80-1000 | RP-03320 | RP-03321 | RP-03322
Lurasidone 80 80 80 80
H R B § 142 . 104 7 67 1 30
AT o0 | 80 i 80 i 80
RIKA T 54h | 4 | 4 4 4
pRETASHE | 0 L 8 1 6 i 4
78 JIE B4R | 4 | 4 3 2
%t ! 320 280 1 240 | 200
[0320] ¥ HiFEME
[0330]
B 4] (min) | % (%)
10 i, 85 L7344 71 i 68
15 g 89 ! 80 | 80 ! 81
30 i 93 . 88 | 88 | 89
45 | 94 L 90 : 91 E 91
2 & | - . 60 | 60 i 63

[0331] £ RWT LA E R, A T lurasidone [ & E A 25 22 40 % [ IR U, 145
[RI2H 53 R AR LRI HE Ry 2
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[0332]  CiREE 12>

[0333] 45X A BRI K 1 SR 10K - 35100 P A3 R0 HR R

[0334]  (a) SEHJ7V2:

[0335] AR AR B¢ 73 (3R 37) 2Kl lurasidone 80mg Jv 7)o 1K L2 ¥ il 5]
2o RS, K I 4 A 7R A B Ul B st o €. ST vPI (1) 35 H S5 2 T B
Fo

[0336]  (b) Hill#& 7%

[0337]  |] YL Ak BR R AL (Multiplex MP-01/ HH Powrex Corporation & ) H jin A
lurasidone (160g) ,D— HZ&lF (284g) , #i 4+ MWL TERy (160g) FIATHREL FEF4E 224l (8g)
L EWE5E 5 % KSR SR GG (R m% ) LT Rk, 0 R ARG AR
o 60°C, RIALES R 45 43 Bhe BT RURLLEHPRIAL A T8, £ F 2 TIEE 0 80°C, g
[ A 5 738, g g i ik g 22 KA I e AT VRN, T R EEAE 2% LA o AR5 1 T A
RS PR M VR A 2% ( HH Tsutsui Rikagaku Kikai Co., Ltd. #ili& ) WR&/E—iE, 5
P2 e 1%k 40rpm, RGN Ah 5 438h. o, FIA R 4 (HT-AP12SS-11/ Hi Hata
Iron Works Co., Ltd. #li& ) ¥ FrfSIRAWAE LR ) 10kN 414 F 74T I Fr 5 il 4415 2
lurasidone 80mg A4 H .

[0338]  (c) &5

[0339] |4 P fill 371 4 4 43 R H R3804 R T s o

[0340] & 37

[0341]
st 75 : 034-15-80-1000 | RP-03326 | RP-03327 | RP-03328
Lurasidone 80 80 80 80
H EAf § 142 Lo1a2 i 142 142
HFHy TS 80 80 | 80 | 80
IR T eF e d o | 4 A
2 RLET RS LT e T DT R
R T B8 5 A R R
R UM Ao b B | - ! -1 10 -
ERAT g E | - : - - 10
AE RS BR 4% ! 4 :' 4 | 4 : 4
&1t § 320 . 320 | 320 | 320

[0342] & HURRE
[0343]
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i 18] (min) & ()
10 83 .59 1 78 | g0
15 § 91 76 1 82 1 g7
30 95 i 94 i 88 i o9
45 | 96 9 1 90 | o
2 {4 § - 53 i 56 | 69

[0344] &5 AT DUE 22 A2, R KB I 28 -G R 6 158 SR 58 L0 2 ni s e 1 5358
A2 AT 4 22 ISR A2 AR BH UG RH A “C. U bR (2) % HHREMERARAIME ” brvE (AR
BB ) o

[0345]  <ikEE 13>

[0346] AR AN A& BH A FF I A £ ¥ Turasidone 20,40, 80 1 120mgFC 71| 1 e
PEREAT VR

[0347] (&) SEETiVE

[0348]  HEdE Ak BH (#1345 773 4% lurasidone 20,40, 80 Fl 120mg FC F71 (3 38) .
[0349]  (b) Hill#& 774

[0350]  [HVALIR HIREHL (JRIRAL FLF-30/ B Freund Industrial Co., Ltd. &) i
A lurasidone (8000g) , D— H#Z&lE (14200g) , &#l4r FUMIALIE R (8000g) FHAZIEAL F 4F4E %
B (400g) , )M FWE5S 59 RN EE AL AT Y =S (Foeilas ) LA TR, 4521 1R
FE 24 80°C, ZE AWK Tm’/min, W25 ARV E % 8 200L/min F1ZEAL S 200L/min.
Wi 25 22 I » W A RURL -0, 2 H TR A 80°C, TERINHR) Dy 10 43, g4 i it
FAR I ASCHAT PRI, T T 2% AN . FTAR ORI AR I BRIl (Fiore F-0 AY / Hy
Tokuju Corporation fili& ) FEATHEN . ARG, Mg LBR PR A (18000g) FH Tz iR £k
(228g) FIHIR G2 ( BEEAF 1101/ i Furukawa Altec Co., Ltd. fHli& ) W& i,
SAF AT IR RN 20rpm, RGN 5 738h. P (X T lurasidone 20,40 8%
80 A U4 Ji 51 F CLEANPRESS Correct 12HUK/ Hi Kikusui Seisakusho Ltd. i, &%}
lurasidone 120mg ARAEAK F55H HT-AP12SS-11/ 1 Hata Iron Works Co.,Ltd. #li& ) %4
PR G AL B 329 10kN 2544 T 384T 7, il 215 2 lurasidone 20,40,80 B¢ 120mg
KA HF BRI B KA FIAE TR T AT EA, Jh4h 23S E 80°C, <t 0. 6m’/
min, F04¢ 5 ) e 5 3 %6 25rpm, Wi JR )7 0. 15MPa, Y /A Eh# % 5g/min, £33 lurasidone
20,40, 80 5 120mg FC H 5.

[0351]  (c) ¥

[0352] il & I TR H A2y s k38 75 v 2 AT IR . I E A R Tk .
[0353] RISV FHBE McIlvaine ZEW, pH3. 8 1 4.0

[0354]  HHH :50rpm

[0355]  REE :900ml

[0356]  (d) &5

[0357] il & F Il 351 Y 20 20 R th e 4 SR T Pk

[0358] % 38

27



CON 102048734 A WO B 24/25 T

[0359]  Jy 44>

[0360]
I 1 ]
Lurasidone ' Lurasidorne * Lurasidone ¢ Lurasidone
g AR 20mg |, 40mg , 80mg , 120mg
FCHA | FCH# | FCHA | FCH A
35 034-15-20 | 034-15-40 | 034-15-80 , 034-15-120
& E Lurasidone 20 mg E 40 mg 1: 80 mg E 120 mg
' AR 35.5mg |, 7lmg | 142mg |, 216mg
] | ! ]
SR TR 20mg 1 40mg + 80mg + 120mg
: ﬁi{if“ R | : :
RCERAR Y AT R 1 mg ' 2mg ! 4mg | 6 mg
: 4 ! : :
VR AT R 25mg ! Smg ! 10mg ' 15mg
' ?féfi% i ] ]
BB S 4R Img | 2mg | 4mg | Omg
] [] ]
it 80mg | 160mg 1 320mg 480 mg
iﬁ‘?ﬁ%tﬁi& 1.001 mg E 1.690 mg E 2.730 mg E 1.100 mg
' ALK 0.308 mg | 0.520mg | 0.840mg , 0.825mg
V% 7, — 8 6000 | 0.231mg 1 0.390mg : 0.630mg 1 5.500 mg
! [} ] ]
= 1) ik
! B, 09 A7 48] 0.0lmg | 00lmg , C0Olmg , 00]mg
Bt 81.55mg 1 162.61 mg 1 324.21 mg 1 485.51 mg
[0361] ¥ HHFHE
[0362]
FY I8 (min) ok & (%)
10 80 LT 7T 77
| 1 I
15 91 . 90 | 88 ! 92
] ] i
30 100 : 98 : 93 ; 96
45 101 : 100 ! 94 : 97
X I 49 pH 4.0 , 40 . 40 3.8
[0363] &5 SR A] i A2, MR A< A BH A T 1 5 25l 46 1) 1urasidone 20,40, 80 i1 120mg
FC v W

[0364] <k 13>

[0365] %1% 1 40mg FC 51 /2 B 20mg FC B3, 1/ 80mg FC 5 /2 7 40mg FC 71
/4 20mg FC 3,1 f 120mg FC 3] /3 /i 40mg FC F37 /6 Jr 20mg FC Jy R PP H
R P PRI AR AL o

[0366]  (a) SEE 7%

[0367] W& £ AR J7 2, U A5 R5E 12 Hhs Rr AR AL

[0368]  (b) &5

[0369] il & 1 il 351 0 HH AR Pk AL AR ABL I 201 F s
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CN 102048734 A 25/25 7L
[0370] % 39
# #) I 40mg ¢ 20mg 80mg | 40mg | 20 mg 120mg | 40mg | 20 mg
! N IO i AR L AH | A5 el AR AR
EE R . 1 2 g 3 6
wa A 2R AL E LA LA A K
t s \ o
T~ % ik % (%) ) B E %)
1 ) ]
1 77 79 77 78 75 77 90 83
[0371] V0T .
B0 150 90 1 90 88 86 84 92 94 90
. ] [} ]
(min) , 30 + 98 1+ 98 93 91 90 96 97 94
3 i ]
| 45 1 100 ! 100 94 93 92 97 98 95
2 44 Lo- ) 100 - 85 74 - 88 83

[0372] iR LLRTE RIS, BT (075006 2 AR W UL B b Brad (9 “C. e vl (2) %

AR AR AL Bt
[0373]  F=MbsSERIPE

[0374] A B W] LAER AL — i I T OO IR 25 25 1 B AT 1R 4 9 AR e 1) ol 50, 22 il 570 5
N=[4-[4- (1, 2- A TFF Fpmeme —3- JL ) —1- UREIE 1- (2R, 3R) -2, 3- YW &L - T2 J-(1 R,
27 S,3" R, 47 S)-2,3- XK [2,2, 1] Pkt —WE Wi » Ehigh (lurasidone) VE iEM: >,
LA AH R R3S T e s R S RIS G Ao (R R 1 20 1 2 2 e AR AR Al =2 dn it
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1/2 1T

100

80

60

40 /
ol
0¢/ - n

0 15 30 45
B8 (4-4F)

——10mg A #] (4h/)
—5—40 mg k4 7

EhE (%)

i 1
100
80
g 60
« oL/
il
20
N
0 15 30 45
By (44%)

——40mg HH (24)
—&— 80 mg B A

K 2
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CN 102048734 A w BB F M 2/2 H
100
80 2 = 88
( 2k 40mg 5 ) 4X4:80mg it #) )
60 2 =97
~ (45 20mg A #)4X480mg K #) )
W oao L[ -
-
4
20
N
0 15 30 45
BHE (24F)
—e—80mg 5 )
——40 mg hy 7|
(2K)
—a—20 mg K 5
(41)

Kl 3
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