CN 1536999 B

(19) e AR FNE ERFIR =G

(12) ZBREF|

T

(10) IR AES N 1536999 B
(45) A& H 2012.08. 08

(21) RIS 02815132. 1
(22) HiEH 2002.07. 25
(30) LA EUE

A6TP 43/00(2006. 01)

(56) ¥t k3244
US 6124340 A, 2000. 09. 26, VLI 5 £24

30 1T — &6 10 #2568 60 4T, BRIk 1-20.
US 4739073 A, 1998. 04. 19, 4.

01810756. 5 2001. 08. 03 EP
(85) PCTERIFH AN E KM B B

2004. 02. 02 HER K
(86) PCTEHHIFRYERIEE(IE

PCT/EP2002/008276 2002. 07. 25
(87) PCTERIFRY A (I

%02003/013512 EN 2003. 02. 20

(73) TRA 74 PR R S R 2 7
sk F ot EEEIR

(72) KBAA P« A« JEREVPIR  C+ SARLH
Mo BHE4ESR A fAeatE
He SR A« IREDAG

(714) ERKEBENH FEERCE (FH) FRA
H 72001
RIBA 285K X%

(51) Int. CI.
AGTK 31,/405(2006. 01)

CoO7D 209,24 (2006. 01) BORIERE 1 T W 3 T HE 5

(54) ZBREFR

FARAM YT BN
(57) HE

KL TE T SCHBRRA CODVE FIF Al g
VI AR T 8K S BT Y« IOk, AR BRI
J i 4 X 8 S ) 7 5 4% B 4 R R A B GRAR
YT AN IR T35 CA R B X e R I 29 A &)



CN 1536999 B m # E Kk P 1/1 7
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(£)-7-(3-(4- Ak ) -1- (1- FIL LI ) —1H-W|Wg —2- 55 ) -3, 5- —J2JE —6— PR H4M
NPT TEATRICLY/

24.6(vs),12.5(w),8.3(vs),7.4(vw),6.2(m),4.97(w),4.85(vw),4.52(vw),
4.40 (vw) , 4. 14 (vw), 3. 96 (vw) , 3. 41 (vw) , 3. 10 (vs) , HoH (vs) =AEH SRR ; (m) =
SEHRIE 5 (w) =99MBRAE A (vw) =3EH S5 IBRAT .

2. —HMUnBCRE K 1 BTk () 45 6k 2 i B i 26 D7, el s e v T S B e
FHXHRSE 30 22 50 % (1) KT AHRE Al .

3. WAL SR 2 BTk i) 7732, FH T il 28 Qo BOR)EESR 1 P (1) 45 5 22 5 240, Evb BT U 1)
FHXTEE A 35 22 50% .

4. — MG HAEY, HE5AA RN WBCRIER 1 ik 4 i 2 & 209, Fim] 25 2
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[0001] A BH¥D S AR VT BN BT i S48 7 VA DL R B X S8 i T I 24 50
[0002] FAR BT R B, Hib2E8h (2)-T-G-U-mAEE)-1-(1- FHE &
55 ) —1H- MWk —2- J5 ) -3, 5— 520k —6- PUGIR B Eh . A E VT 82 3R, 5S— 1 3S, 5R- —
FR LT W S A R I A TETR S 3 B R I g5 8k
[0003]

F

()
O V. CONa
N

OH CH

[0004]  FEAREVTANE 3 FRoE —3- ML R4S A (HMG—CoA) HIFMHIFI I 4 ] T A it
VRO [3] 2 7K P

[0005]  {F US-A-4, 739,073 AT T @A eTT UL EE . faz LA, ey T il
SV R ER T RIS . WO-A-97/49681 2 36 [ 155 [R] L8] US-A-6, 124, 340 {4 A e
VTRV R TIRAT B TR A A LR b T O € TE A T R -G ), IE AT T — MR A
B AT im o WX L8R BTk (R I AR e v AR TR T RIS 1 A B A A 20 50% . B
i BRI LA 5 A ) iR B BRI K BT R0 I A 3RS 1Y, B2 i
WA HUES R AR &9 T 45 T ARAR 1) o ZERIEHREIR T B 2L RIS T Ay T8l i)
A B TCE B, HEGE T AR BEFGEAE . HE, ISR 77 B — PR AR T A 2
HA] K P TR IRA (R8T b T

[0006]  FATTIRAE th AN RORHL R B, AR E VT8 RT LA il £ R ELAT O35 A e T PR 2R 25
K AW, I BAZOH LGS & K-S mT HH K PRV TR, ANAFAESR B A ATV ) 0 XU o IX 48
X AR R C.DLE FF BURSE B 45 dh /K G4 SEAS B 52 28 S0 P )50 ) JF 3R B0 HH s e MO
HAEIE R SR E AT 5 TAR B Aty TN 8 i T 2K & 858 3 22 32% IKF &Y
KEW

[0007]  [Alith, AR BHAR AR T 20 B as At v T4 IR B8 B

[0008]  —FhR I H HAT LL d- (LAY 7R HI U0 7 HE V6 (¥R R 1 X S5 0 A i 5 P 1
(£)-7T-(3-(4- oAt ) —1- (1- IR LH) —1H- MWk —2- 5L ) -3, 5- —J2 5L —6— PHiAmTR 4h
HIIZ b 2 L Y, AR IX LR C Y .

[0009] 23.8(vs),11.8(w),7.8(vs),7.6(vw),7.4(vw),6.4(vw),6.1(vw),5.90(w),
5.00(vw),4.88(w),4.73(m),4.56(w),4.40(vw),4. 12(vw),4.03(vw),3.96 (vw),
3.50 (vw) , 3. 36 (vw) , 2. 93 (vw) , 7EIX LU R 30, 65 P A 54810042 < (vs) =HEHF K
SRAL 5 (s) =BRIBRAL 5 (m) =P SEuRAE s (w) =590 8 (vw) =HEE SR . Bl 245
BT CRIRIRFIEME X B R ATE L

[0010]  — BRI H HAT LL d- (L (A) R 7R 1 U1 7 HE Ve (5 HE 1 X S5 o0 A Ao S5 P 1
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(£)-7-(3-(4- Fadk ) -1-(1- MILLHE ) -1H- W|WE -2, - 3£ ) -3, 5- —F2dk —6- PERIR 5

BIER IS a2 i B, AR AR O D B

[0011]  24.6(vs),12.5(w),8.3(vs),7.4(vw),6.2(m),4.97 (w),4. 85(vw) ,4.52 (vw),

4.40 (vw) , 4. 14 (vw) , 3. 96 (vw) , 3. 41 (vw) , 3. 10 (vw) , B 3 iR T D BYFIRFAEME X— B 2dy R

TS

[0012]  —FhRILH HAT L d- (5 (A) 7= FI U0 R HE U6 (7 1R E X S5 4 0 A i B PR 1

(£)-7T-(3-(4- A EE ) -1-(1- FEE L) —1H-W|Wg —2- 55 ) -3, 5- —F8 5L —6— PEiA IR 40

R G a2 SR B, AR BLARRCh B A

[0013] 27.6(m),13.9(vw),9.2(m),8.5(vw),8. 1(vw),7.4(vw),6.9(s),6.1(vw),

4.98(m),4.77(m),4.63(m),4.15(w),4.03(w),3.97(vw), 3. 52(vw), 3. 33 (vw), 3. 08 (vw) ,

2.99 (vw) , Bl 4 #5318 T E BIRPRFAEYE X- 2k RATH K.

[0014]  —FhRILH A LL d- 1 (A) 7R B0 5 E 06 Ry 1 X B 00 A 7 S B A

(£)-7-(3-(4- |z ) -1-(1- P L) -1H-W|Wg —2- 5 ) -3, 5- 385 —6— PHIA TR 40

HIIZ b 2 G ), AR IX AR F AL

[0015] 29.6(w),14.8(vw),9.9(w),8.6(vw),8.3(vw),7.4(s),6.6(vw),6.2(vw),

5.93(w),5.03(m),4.94(m),4. 35(vw) ,4. 23 (w) , 3. 98 (vw) , 3. 54 (vw) ,2.98 (vw), & 5 Hi i&

T F BURREAE T X Bl R AT T K.

[oo16] Ak, AL Kbl % C.DVEF BT,

[0017]  C.D.E #1 F B A] DAF RO mU Aty T 4k b B R AR B2 R SO B Al i 7 2ok

HEAT il

[0018]  FAREVTENN C R— B m] H 45 i i AVDLELF BYs e 2 TR R AR By T AN SR &

WDk HEAT 4%, B e B A AR 2 15 & 25 % HUAHAHE B4 N 3E T P4 (fltn 6 % 24

NI ) RIAT IS o ARERK S BT A 3-6%

[0019]  FAREVTEN D B —MmT LA 45 10 AL COEF BB e T I AR e VT 8l B ILTR

AR IEAT 4%, B ] 8 b H AR ) 30 2 50 % FAHXHE B S E N REAT AT (B 6 &

24 /NINE) SRIFATHl A . AEERIK S Bl A 6-12%

[0020]  GRARE VTN E B — M mT DL 45 b i A CL DV F BB T2 I R AR e v T 4l BELR

EAHEAT HI4, WA A] I AE AR 2 55 & 75 % AR B 44 R HE T (i an JLR )

KIATHI & MERAKE BB AN 15-22%.

[0021]  FEAREIVTEN F 20— nT LLH 45 b i AL CL DV E BB TR IR A e VT 4l B LR

EAHEAT HI4%, A AT IE R AE HAE 2 80 £ 90 %6 FAH R B 44 N HEAT 4 (i dn JLR )

KIFATHIE . HERAKE BEEHE A 24-32%.

[0022]  AHXJ A S BT BN AR AL AT BE 238 1 X— S 8k AT 5 IR AR08 d— {8 R 30 D

72 o I, 71 35 %6 HIARX B 45 B 45 i D B e VT BN AE 24. 6 (vs) , 12.5(w) , 8. 3 (vs)

A16. 2 (m) FRILH LL d—{E(R)FARN I X— LW AT SRR 0, T2 50 96 FRIFH G RE T il 4%

[RIFE AR 26. 2 (vs) , 13.2(w), 8.9 (vs) FT 6.7 (m) FILH LA d- {E(A)E R K X- G4k R AT

UPRFIE VG, LI 6.

[0023] W, &K&W & (2)-7-3-A- 5 22 F)-1-(1- 7 & & &) -10- 1

W —2— L ) -3, 56— 3R —6- PUE IR S A Eh I &5 i 2 5 A, LA X- S Bk RS B
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PL d— {8 (A) 3 715 FRF i 06 ] HL A 90 [ A 24. 6-26. 2 (vs) (12, 5-13. 2(w) .8. 3-8. 9 (vs) FlI
6. 2-6. 7 (m) MR/ IMImZ , %W 7= BUe T 35 4 50 % IAHXHE R, Hih (vs) =AF I ;
(m) =285 () =995,

[0024] S B —AS B =8 A %0 CDVE B F AU 45 54 22 4 70 LR m] 24 F 304 1) 24
MAED

[0025] £ fh 2R m] DL DL —20 2y BRIR A (T8 s A o

[0026] X T4 & ARARYT B 2 AL G0 5 5 LAY T 4 () 5 2 4 A, Pt e
5 25-100% i, JLHZ 50-100% E = 12 /D—FiZofiib . ik, FARAL YT 88
% B h 75-100 % BB, TR 90-100% E . ik g E 2 95-100% H & .
[0027] [ ) SE TG T AR R BHAEAT T SRR UL . PR RS S R IR .

[0028]  SZjfids] 2 :C 7 £ i TR I il 4

[0020]  #4 100mg A EVTHI A FE AL X— BTERATH T ALY 20 % AHXNRFE (R 451 F 1185
12 /NI o SEARHXVEFE AL DL 5 S C B4 b, W 2,

[0030]  SEjfiidsl] 3 .D 7 £ i TR I il 4%

[0031] 1@ AR TSRS 5 e AR E VT IHE R PR BRI FE R 7E MgC1,6H,0 YA
Z EAFTRL) 12 /NI, B ALY 33 Yo AHXR L4 R AFIRZY 12 /NI o BT A IO i A dffR
(R FFAHN T D B S AT T 8h, W 3.

[0032]  SEJfifsl] 4 <E 78 %2 (3 R [ il A%

[0033]  #f 100mg #AKEVTHI A AL AE X— BTEATH T 72 65 % IAH XN B2 45 N UEAT
AT IXMHXEE 2 LTI E B4, WIE 4.

[0034]  SLjiEfp] 5 :F A4 £ AR i) il 2%

[0035] K 100mg FAKEVTHN A AT AE X— STERATEHS TF TP 7R S 85 % HIAHXR B 45 1F T 1dFAT
AT IXPIARXEEE LGRS F AR 4w, WIE 5.

[0036]  SLjitafh] 6 -

[0037] 78 IE% IR EEIR B2 45 oK 0.5 50 A BYGRAR 'S TTARAD 0. 5 70 D AR e VTN kTR
G P AT A 5, 32— M FK R R . X- 5 8ok R AT 5N & 3R B4 iU
SEARAEI D B AT T BN o

[0038] [t el fiaj 22 1) B

[0039]  [&] 2 J& C RUFIHFAETE X— S Sk RATH o

[0040]  [&] 3 J& D RUFIHFAETE X— S Sk RATH o

[0041] & 4 & E BUPReAEME X— S Sekn RATH &

[0042] & 5 & F AURPAREEME X— S Sekn RATH

[0043]  [¥] 6 FREHTE 35 Fl 50 % FAH XS 2 0 902 1K) D BYHe Ik 1 X— S e RATH Bl 2
(B FRT MR ZE o
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