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EEF (%) 95.0~105. 0 99.4+0.6 100.2+0. 8
*] SEHME+S. D %2 EERER [3my b, n=3/mv ]
<EAEIRAE TR E M AR > Y
B aR
PRAFSRM RIGARER
JEHE | 40°C WO - K
W | 25°C - T5%€RH WL - BRAk
3 60 J7 1x » hr (25°C) R
f AR GBI
s i
PRAFSRA: 8 (kef) AiryEsy (%) (%)
BH G IRF YR A DO FER 6.7 SNy 89~99 100
40°C g .
3 5 AR A DEER 7.1 WA 89~96 100
o) . 0
25C3 ;;/O R AR A D BEH 5.4 SNy 94~97 100
60 5 1x * hr | RIFEADEEA 6.8 WA 95~98 100

*1 FRBRBHAGIEA 100 & L72




. AERUBRROREN
RN

- teFl EDEREEL (MELFHEE)
A L7

R u el 3
OB ZNRZZF N7 2EE Img (T3] 9

T (% FE =IO EY R EMERER T A KT A HEO—HUIEIZ DOV T
. CER 1845 11 A 24 A, SEABARE 1124004 5)
RBR 71k H AR — el ih s takBryk X Rk
pH1.2 : BARIEFHEHABROE 11K
kB pH5.0 : 7= McIlvaine DOFEEIR
o pH6. 8 : AAIFHIEHREBROSE 2 1K
7K C BAREERT K
BR[| 3720.5C | MBRiER | 900mL | R [12vkn
< FBRAE >
ETORBEMICB N THEEICES L, mA ORI EE L T,
[FHER%K PR IK Ve H 24 HIE
pH1. 2 pEkEy
_ | pH5.0 el b e v Ly | EE
50 [F]#5/ 53 o168 Ry SRR & 612 15 4 DANIZ Y 85%LL A HY N
. L7z, —
7K wwE
100 [Alfi5/57 | pH6. 8 plkEy
<pH1. 2. 50rpm> <pH5.0. 50rpm>
120 120
100 g 100 S & S g
e 80 | 3 80
%60- ¥ 60
@ 40 —O—EANREFUAIND Y LfEimgl T3] ?433 40 ——ERNREFUAIND ) LfEImgl T3]
20 --O-- {RAE R 20 --O-- FEHERE
0 1 1 1 J 0 1 1
0 15 30 45 60 0 15 30 45 60
BER (93) B (43)
BfE(5) | 5 10 15 | 30 | 45 | 60 BFREI(S) | 5 10 15 | 30 | 45 | 60
SAER®IKI | 738 | 975 | 986 [98.6 | 989 [98.8 SHERSIKI | 66.4 | 995 [102.7 [103.9 |104.0 [104.1
EHEHK| | 703 [98.3 |99.3 [99.4 | 996 [995 EAERK | 824 [98.3 993 (994 |99.1 |99.3




<pH6.8. 50rpm> <7K. 50rpm>

120 120 r
100 ) SE—— S S 2 100 S S— - S S o
fo\; 80 ’0§ 80 r
W 60 , 1%} 60
;'J;‘qag 40 r —o—EANREAFUNILY I Lt Imel T/ K 40 ——EANRAF ALY LGEImgl T\ ]
o0 |f o mEmE 20 L o M
0 1 1 1 0 l 1 1 1 J
0 15 30 45 60 0 15 30 45 60
BERE (53) R (42)
BFE(5) 10 15 | 30 | 45 | 60 BFREI(5) | 5 10 15 | 30 | 45 | 60
sAERHIK] | 69.2 |102.1 |104.0 |{104.7 {105.0 {105.3 sRERHIF | 75.7 [102.6 {104.3 {104.9 {105.1 {105.0
EAERF 613 |95.1 |976 [98.0 [97.9 |98.2 EAERIK | 493 [94.2 | 975 |98.1 |97.7 |98.0
<pH6.8. 100rpm>
120
100 B« S
3 80
W 60
%433 40 r [ —O—EZNREFUANTY LFEImgl T3]
20 L --O-- *?ﬁé%ﬁ“
0
0 10 20 30
BERE (59)
BFfE(5) | 5 10 15 | 30
SRER®IKI | 89.9 [102.4 |102.9 |102.7
FEAEHK| | 903 [97.0 |97.7 | 98.2
OB ZNRAZF T 7 AEE 2mg [T 3] 9
i [P 38 1= 3L DAY F R SR T A R T4 L HEO—H S IEIZ DWW T
. (AR 18 4 11 H 24 A, SEAEAETE 1124004 )
AR A A ARSER 7 — etk ekt S Mk
pH1.2 : BARIEFHEHRABROE 1K
A pH4.0 : HEH 7= McIlvaine DOFEEIR
e pH6. 8 : HAHKF HIEHREROE 2 i
K c BAREF/S K
BR[| 3720.5C | MBRiER | 900mL | R [12vkn
< RS >
ETORBEMICE W THEEICES L, mEA O 2880 L T,
[F iR E PR IK Ve H 24 HE
pH1. 2 pEkEy
R T . S L | B
50 [B]#5/ 53 o116, 8 FEAERIE)  REBRELK] & 12 15 S LANIC YY) 85% L FiwH N
- L7, —
7K wWE
100 [Alfi5/57 | pH4. O pkEy




<pH1.2. 50rpm>

<pH4.0. 50rpm>

120 - 120
100 | —» . ———— ®* 100 f S & & 8
;§ 80 r p § 80 | ,
1_%}60 W 60 !
& 40 -;’l ——ERNARAFUAILI Y LfE2mgl T3] ?il 40 .‘," —e— EANRREFUAILL™Y LEomel T3]
20 L --0-- FEAE I 20 ] o imsmu|
0 1 1 1 J 0 1 1 1 J
0 15 30 45 60 0 15 30 45 60
RERE (43) B (5
BRI | 5 10 15 | 30 | 45 | 60 BFREI(5) | 5 10 15 | 30 | 45 | 60
SREREUFI | 71.0 | 97.4 | 98.8 [ 99.3 [99.4 | 994 SREREIFI | 65.9 | 99.3 |102.4 [102.7 [102.6 |102.4
EAEHIK| | 813 [95.9 | 982 (985 |98.6 [98.3 ZE#ERIK | 776 [ 935 |98.3 [99.1 |98.8 |98.1
<pH6.8. 50rpm> <7K. 50rpm>
120 ¢ 120
100 | GO P—  — g8 100 gt S S — (SO o
S 80 1 g 80 r
W 60 | i 60 r
g 40 | —e— EANRREFUAILLY LE2mel T3] Ko 40 | —e—ERNRREFUAINI T LlE2mel TR
0 | o mEmw g0 |j O HRERH
0 1 1 1 J 0 1 1 1 J
0 15 30 45 60 0 15 30 45 60
R (53) B (42)
BRI | 5 10 15 | 30 | 45 | 60 BFREI(5) | 5 10 15 | 30 | 45 | 60
ERERSIKI | 71.4 [100.6 |102.5 [103.2 |103.4 [103.9 SRERHIFI | 51.8 | 93.6 |103.2 [106.1 [106.4 [106.5
EAERIK| | 744 | 922 | 972 |98.3 (986 | 986 ZEHERK | 655 [ 884 | 940 (953 | 949 | 945
<pH4.0, 100rpm>
120
100 A R 8
g 80 ¢
W60 |
H o . - .
g 40 |/ —e—ERNREFUANL I LEE2mg TN
20 / -0~ *}:E%ﬁ“
0 1 1 J
0 10 20 30
B (5
BFREI(S) | 5 10 15 30
sAER®IKI | 84.9 [101.9 |103.0 [103.1
ZEAERIK] | 94.4 |100.0 [100.0 | 99.9

— 11




BHE (%)

OB X NRAZF L L™ MEE dmg [T /3] 10

i & BN F 72 D N ETERAN O LM Z R SRR T A K71 V)
CERE 24 922 A 29 B, EREFAIE 0229 5 10 5)
R LA B HNARF L H I BEE dmg 5% , ,
e | EHNAKF I AEE 2mg [T 3 WA | DA
R 5 A ARSE R )7 — s WL S Rk
pH1. 2 : AASERHFIEHERBROSE 1)K
pH5.0 : 7= Mcllvaine DOFEEK

BRI S por—
B 68 PR RO % 2
K C AAERT K
ABGIR | 37+£0.5C | #BieR | 900nL GRS [ 12 ~ven
<R R >

ETORBRBFICB O TEEITHEA Lz, MRFOEHZEEITFR%ETH Y . mEHI3AM 7RIS
A% TH 5,

[Efz RBRIR Ve H 26 HIE
o pEvERLE|  REBRELA) & BT 15 A LLNITEY) 85% VL IR L
PHL 2\ = T
- B R ERESIE S (15 4)) 1B AR BREF| o 2 OEHERIC
bl15. 0 DNT, RBREA OB R+ 15% DOEPHEZHB 2 5 b DI A
2o T,
 FERERIA  SRBREUE) & H 1T 15 S LAPNIZ ) 859% LA FIRH L
50 [BI#5/ 53 7.
pH6. 8 | « FAELLEEHE A (15 43) 2B 2 RRABREIA| O~ DIEH=RIZ | #H
DN, B BLH| DR R 15% OFPH 2B 2 5 B DN
12 {EH T{EELT T, £25% D& Z#E 25 L ORI o7,
- FERERIA  SRBREUA) & H 1T 15 S LAPNIZ ) 85% LA FIRH L
7k 7":0 i@/ﬁ\
- AR (16 29) (T30 2 AR D # ¥R R
100 [E#2/4y | pH5. 0 DN, B BLH| DO FIR R 15% O®iHZ B 2 5 b DI o
2ot
<pH1. 2. 50rpm> <pH5.0. 50rpm>
120 ¢ 120 ¢
100 F O @ezozceonooonne e 100 [ S
80 I S 80t
60 'I:}' 60 4
40 —O—ERNREFUAINY I L dmgl T/ E:(l(ﬂu a0 | [ O ERRREFLHNYY LlAmel T3
-0~ fEAEBIH [ o R
20 | 20 |/
0 1 1 J o 1 1 J
0 15 30 45 0 15 30 45
BER (49) BER (49)
BERI(9) | 5 10 15 30 | 45 BERI(9) | 5 10 15 | 30 | 45
ERERBUKI [ 755 | 946 | 96.9 [97.0 |97.0 ERERBUKI [ 652 | 90.6 | 95.2 [98.0 |98.1
FELEBIKI] | 710 | 97.4 | 98.8 [99.3 |99.4 EAERIF| (569 | 908 | 96.8 | 986 | 988




10.

11.

12.

<pH6. 8. 50rpm>

120 ¢
101 D Y o St > Sithistisiistisilsiiiet * hisblsibssbistlsibset
:\5 80 ;3
# 60 - o
40 —e—ERREFUAL L LfameT 781 A
-0~ BB
20 |
0 1 1 J
0 15 30 45
BERE ()
BFRI(9) | 5 10 15 30 45
SRERBUKI [ 72.3 | 93.1 | 96.4 [98.9 |99.4
FEAERIF| | 71.4 |100.6 |{102.5 |103.2 |103.4
<pH5. 0, 100rpm>
120 -
100 g o
g 80
M 60
a0 —e— ERNREFLAI Y LGAmel T3]
-0~ AR
20 |
0 1 1 J
0 15 30 45
BERE (5)
BFRI(9) | 5 10 15 30 | 45
SRERBUX [ 88.3 | 96.5 | 97.0 (974 | 973
FEAERIF|| 731 | 96.7 | 98.8 | 99.3 | 99.4
YRR E

BARRNA

BEIh DB S OHEREERE
1) 2RI AT SE R EE (I A7 R )
2) WE/a~ ST T 4 —

HHEPOBEMHSTDEE!
Wikra~ 777 4 —

i

BARRNA

BATDAREED HEHHMEY Y 7
FEEWE 1 : Pitavastatin lactone
FEHEYE L : Pitavastatin calcium diastereo isomer

<JK. 50rpm>

120
100
80
60
40
20
0

45

L I Qoo -0
| —e—EANREAFUHILL Y Ltgdmgl T\ ]
--O- FEEERH
0 15 30
BRI (53)
BFRI(9) | 5 10 15 30 | 45
sRERBUX [ 68.9 | 93.8 | 98.0 [99.3 |99.6
EAERIF| [ 51.8 | 93.6 [103.2 |106.1 |106.4
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PG PR RRBR 2 B W TR IZ %9 2 4 ARRBRIZ 22 0,
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=3 LRTH—)LMmIE

WE. RACIZEZARAZREZF oA LT l~2mg & 1 A 1 EROEET S,

2, AEMR, JERIC X D EEI L, LDL-2 L AT 0 — UEOMK FAR 457228 A I3 & T
D, RKEGEIZL Hdng £TET 5,

RiEMSa L AT O—)LIE

B lE, RACIEE X ARZREZF o hE LT lI~2meg & 1 A 1 RREOEEGT 5,
2F, AR, ERIC K VEEHEE L, LDL-2 L AT 0 — UMEOK TR R AIC I HE T
0N, AEEGEIT1I P 4ng T TLT 5,

ANV aEEL 10 LA B/ NI E A NRZTF o Al LT Ing 2 1 B 1 [REREOEET
5,
7B JEWRICE D EEHEER L. LDL-2 L AT 2 — U fEOIE TR0 70 A 2 T & T X A3,
ARG EIT 1 H 2mg £ TET 5,

<BE>
IDIN
1mg 2mg 4mg
oL AT e — LE O O O
FEME 2 v AT v — Vi O O O
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FHEMEE 2 L 27 v — LfE O O —
O KRHE - HEd  — KRz L

(i - AEICEET 32FERLDEE)
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5. EERERNBTLZOERH] OHESMHR)




Q) AFN TG (EFRERE) OV, B RAEREA EHRPER T 50T,
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AARERTBEIR I TEE T2 2 & DRABEAMEIRARBRIZ ISV T 8mg LU E OB 51 IR0 At
FRIE X OBEAFEEROREBRICL Y PilEsh T D]
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VI. EMERE(ICEHAT SHIER

1. EEZFMICEESH S LEYRIIILEME
T RANRARZF T LAKFIW, S R AETF 7 B D HMG-CoA 1% T/ 5 BH 2 5]

2. FEBEEAR

() e RS - 1ERRE ©©
HMG—CoA & TTEESE % i A HIICFHE L, HMG-CoA D A /N1 U EE~DEMZ D SE5 2 L2k,
I L AT a— )VAESKIZE T 5 R OHEEERE 2 5 5, HFigicks T 52 a L A7 e — VA%
Wkl lickoCibal 2o — iR KT S®5,

() TR+ B HBAE
LRk L

Q) fEAEIREFRE - FriuhrfE
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VIL EYEREICEAT HIER

1.

mEEOH - BIEx
() AEEAESGmMAERE
MM ER L

(2) &= I Hh iR FE B R ]
VI— 1. (3)ERARGER CHERE Sz OHS R

Q) ERERAR CTHRRIN-MFEE
OB ZNAZF LU HNL T LEE Ing [F /3] 9
EENZAEF I ME Ing [T /8] EEERERIFIZ . 7 o 24— "—EIC L) ZnEh B
(BEXNAZF Iy A LT Ing) HERBERRA S ISR HERE 085 U Tl RZ2 (bR
BEEZAE L, Son-3YEhne 5 A —% (AUC, Cmax) (ZOWT 90%EHE X MBI THEHR
Wrza1T > 7ok, 1og(0.80) ~log (1. 25) DEPHNTH V. MFI DLW FHIREMES R I,
[ R E IS DAY LRI SEMERBR T A R T A VD IEIZ DWW T

e CERE 184 11 A 24 H, SERFFAFE 1124004 )
BREREEL 16 4
Wi 2K 2 WD v A F——k

7K 150mL & HAZHfE R B RIRE 1 f¢ 5

! BIFI1§E (BEZANREZF I T AE LT 1ng)

R 1 F 12 B (B G, 514 0.25, 0.5, 0.75, 1, 1.5, 2, 4, 8. 12, 24, 48 W§[H)
IR HIIH 5 HRILL I

SIMTiE Wik~ s757 40— /%07 NEREGHE

40 r
35 o . .
—— L INRIF VALY I LR Img[T/\]
’_E.“ 30 t O IREERHI (FEF]. 1mg)
o 25 FHHIZERE. n=16
-
i 20
il
= 15
i
H 10
5
0 —a—p o
L 1 L 1 ,4/ 1 [/[/ J
0 4 8 12 24 48
5% O (hr)
<SKWENRE /N T A — K > (¥ = FE#E(R 7=, n=16)
whE AUCo 45 Cmax Tmax T2
(mg) (ng-hr/mL) (ng/mL) (hr) (hr)
EXRAATAHNTT A 90.74928.5 | 26.7+6.8 | 0.8+0.3 | 12.7+8.3
$E Img [T /%]
PEAERLA (BRI, 1mg) 1 90.9+31.2 | 29.4+9.1 | 0.8%+0.3 8.5+5.0




<HITERER >

AUCofxlg Cmax
ISRESIpYsg log(1.01) log(0.93)
90 %15 FH X [H] log (0. 95) ~1og (1. 06) log (0. 82) ~1og (1. 06)

I HE PR EE ONT AUC, Cmax S 0D/8T A — 1%, #lRE OB (R OTREAEL - FpfE] 5 075k
R K> TERD RN D S,

OB ZNARF U TN 7 LEE 2mg T3] 1

EHNREF TN LEE 2mg [7/8) CAEHERIFIZ | 7 0 24— "—IEIC LY ZnEN 1
(EZANZEF TNy Le LT 2mg) BEFERAR FICH A HER O b L iRz ik
BEEZAE L. B o3 ERE T A —% (AUC, Cmax) (Z2OWVT 90%[EHE X MIEIC THIEHR
Mr&qT o 72fE R, 1og(0.80) ~log(1.25) DHIFHNTH Y | WA DAY TR M PSR S 7,
(%58 = 3R 5 D AW H R S RRER T A R T A O IEIZ DWW T
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B s 2H| 28 D7 v A g — R —E

7K 150mL & I HL RS O B 5
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PRI ] 5 HEILL E
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’g 60 I |lr o~ IRAERYEI| (F2HI]. 2mg)
S 50} T EERE, n=16
B 40
L
H 30
W,
B 20
10
0Oe ) — o
L 1 1 1 // 1 /L ]
7/ 7/
0 4 8 12 24 48
5% OFRE (hr)
<EWENHE N T A —H > (P R =, n=16)
whE AUCo 45 Cmax Tmax T2
(mg) (ng-hr/mL) (ng/mL) (hr) (hr)
EHENRAEF T T A

- . 2 162.7+67.2 | 52. 7+30.9 0.9%0.4 11.7%4.0
$E 2mg [T /%]

PEAERLA (BRI, 2mg) 2 162.7+66.8 | 53.7+29.1 | 0.82+0.4 | 11.5%3.9
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