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LA RERZ (TA) 1L G YIECE Frid AL &0 25 5 _F RT3 52 10 36 £ 8 35 B AR R T
T = T LYK E PR 2P 1 3k, e BT =X (TA) EI’Jch/\fFQHJ

0
I i
CH;—C SCHCH>CHs0 C—CHj
HO H;CH,CH,C OCH,CH,>CH>CO,H
CH,CH,CH;
(IA)

Horb iR 2 N50mg /K 2 5000mg /K s DL

Horp, Bk s (TA) B4 & el e A & 2 2 b nT 35252 190 5 0 Bir il 245 W e — 3 1
o

2 ARABE RN ESR LR i H g , For, B i QA2 S8 s H i = B8 AE

3. AR RURE SR TR A g, Herbr, 1 IRt FH ATk AL &4

4 ARIEACRNZR Pl () A, Horr, BLARE R — IR B R PR R B R = it FH v ik b &
Yo

5. ARIEAUR LR L (1) g , Forbr, BT i A6 & 490 DL A7 B3¢ k] 4 750 284 e FH o

6 . MR FE AR B R 1 FTIR I R & , ok, Bl A6 & DA A4 570 284 101 Bkt A 9 5L AR 7
B

7 AR ACR) B SR 1R K B, o, LL50mg . 75mg . 100mg . 200mg . 500mg . 750mg 5§
1000mg 1) 71 B Ak R — IR B R P IR BRE R = it FH R il A &40«

8. AR 4 AR EL R 1 BT 16 A , o, il i G B B 2 TE 1 I = S i Ak
o

9. MRAE BRI EL R VIR I & , Hodr, Brid i SR @R .

10. A w2 (TA) ML S EE Tl (A 0 24 2 b n] 252 1 3R 78 ) 28 B AR S 0 A
O ] 52 T Y80 94 FEE ) 25 0 ) R s, Herb B =X (TA) I &K -

W i
CH;=—C SCH>CH,CH,O C=—CH;
HO H3CH,CH,C OCH,CH,CH,CO,H
CH,CH,CH;
(IA)
Horb, prid = (TA) AL & EE FriR b & W25 2% b ] 35252 11 36 B i 25 4 vh i — 5

7o
1L ARFEACAZE SR LOFTIR 1 38, Fo A, BT e g2 W R AT v L ] e IELAE
12 ARPERCRZE R LOFTIR (14 38, Fo e, 1Rt P i i A 5400
13 ARFEBOR ZER 10T IR A A, Horp, BLRER — IRV RER P IR BRE R = it YT it 4k
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“e

14 AR BRI ZR 10FT IR 1 F g , Horr, B i A & P AR A s ] 42 71) 28 7t FH o

15 AR BUR ZLR 10 Bk i F i , Hodb, Brd A6 & DL 570 284 01 it A, FF HL AR
i BAFAE

16 AR AE AR E SR LOFTAR ) FH i, Fo b, BA50mg /K 225000mg /K ) &t , A 3 b 7 jlt— 30
43~ PR 43 B =50 03 it FH ik Ak &40

17 AR PE AR EE SR 10 BT ik i) g, o, BL50mg . 75mg + 100mg » 200mg . 500mg « 750mg &Y,
1000mg 1) 1) E Ak R — IR BER PR BRE R = it FH R il AL &40«

18. 4 W& M (TA) AL P EE ekt &2 5 b nT 15252 (1) S 7 1) £ B AR R A%
FRENRERE (LDL) Mgk FE i 25 i) i , Horp =X (D) AL &40 -

0 §
CH;—C SCH>CH,CH,0O C—CH;
HO H3CH,CH,C OCH,>CH,CH,CO>H
CH,CH,CH;
(IA)

Horb, prid X (TA) AL S 808 Frid A & 2557 Ll 352 (10 ER 9 ik 25 ) v e — 3 1k
7o

19 ARFEBCR R 18P ¥ FHi , Forb, Bl it G iz i iBof v i B2 1 IUE

20 ARHEAUA E SR 18I i F i , e, T Ak it A ik Ab 540

21 ARYEAUAN ZR IS i (¥ FH 3k, Ferpr, DR — U0 AR W IR sk R = Uit P i A
“.

22 ARYEBM ZR I8P i 1) Fage , Fovk , ik A & 1 AR B3 ] A 751 2R ot P o

23 ARAEAUANZR IS i (¥ FH 3k, Fo vy, i A6 & W LA ] 44550 2 11 it F 9 EL AR 7
dhAE A
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PR E M =F5. S BRI EEEEEMARENTG A

[0001]  FHSCHIERIZE X 51 H
[0002]  AHITEER20134:7 H25 H 22 1 3 H G B 5 5561/858, 4505 AR JE AL, Firid
L I S R A a5 AR AR .

BRARGE
[0003] A< & BH S K i it it FH i# AIMN—-001 FIMN-002 1) 7% 48 Ik Jot I R B ok P A B 3 1 T v
PR Il = AR e JIEL [ A B2 A/ B IR B IR

BEREA

(00041 ey g HOLE B vt I £ 11 MLRE ) R VR m 57 5 T s R PS8 ) A I Jo 5 A M Jo A/ B
AT G 2 1 ST R AR 1, I HL T 0 e AT S K sks A ASE A PO SR 000 T s g 4 a0 I A
TR0 O XURSE [R5

RAAE

(00051 ££—J5 1, AR SCHR A T B AR S A0 H o = I R P 1) v, BB 1 AT 7 221K
xf gt A R R 38 (D A& AR 2 (D B & sSSP s L 2 B &
H 2455 A2 A,

CH1CO X!—(CH)m=—X? COCH;3
HO CH;CH,CH3 O=(CH2)»CO,H
[0006] CH»>CH>CH3
(I

[0007]  Hrhm g2 501 AL, oy 3ZESI BEHL, X RN & B SRR B R 1 U L LT
o ok SR TR 25 , 2% PF X I AN e AR T

[0008] NSt 5 2, RS W A e H I =R AURE o 2 55— St A, R A
AN I H i =158 LR L

(00091 £ 55— J5 Tl » AR SCHRAE 17 B AT SR AK) S L o] It ML R FEE 1) 5 9 He AL 3 1 A o 2
FRIn S0 A 2 3 (D A S s AR 803 3 (D B9 A& P s AR (9 1 L 5
HEAIF BRI 25 BRI #h, Hrp prid e (D fite & ESOE X

[0010] NSty 2, S RS Wi 8O e A [ IR o A 5 — Sty srh, MR B
BN T 110 el L] e L R

(00111 8 55— 5Tl , A SCHR M 1 FEARR R AR AR 1 (LDL) B0 BE (7 ik, H AL g
[ A 7 LA GOt A R R 2K (D) A S s A 80 3K (D AL & sEEARE )
T B e AT B I 2552 ERTse i i, e prid X (D AL & i B3 E 3o
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[0012]  FE—sit 7 20, S R A2 W SR iR B A UGE o 78 55— S it 7 =0, X 3 B
BN N 1R AR 25 B g B LR R

[0013]  FEfltid syt 7 =, 20 (D B4k &9 v (TA) AL &4 (833 MN-001) -

W W
CHz;—C SCH,CH,CH,0 C—CH;
[0014] HO H;CH>CH,C OCH,CH,CH,CO,H
CH,CH,CH;
(IA).

[0015]  7F A — Rk nysLit 7 =, (D) f=t (TA) ik &Pty =t (OIB) Btk &4
(EMN-002) :

OH
CH3;CO S€CH2¥50 CHCH3
[0016] HO CH,CH,CH3 O==CH3)3COOH
CH,;CH);CH;
(IB).

[0017]  {EJIMN-001 (1) 3% PEAR I A , it F B R FIMN-00 2 4% THUH B A AL T it FHMN-001 08
LR 1) FR L g

[0018] A A A A B I AL A i FH T 06h G 850056 H v =88 (TG) s IFL & B (TC) RIS B
JEEE E (LDL) F LK B2 5 5% AT ARG A BT R AR A 7L TR B 2 FIRTT S RN R, BoR
TEARA TR TR B 2 PG TT 7 1 it 2 M) & ) R 254 2 Ja — Fheli 2 Fh LR W i
BEAR o VB IT X S AME LTS AT FLEBE S 5 5, 1 LIS B RGEET 5, FTidk 5 22 5
At S Wity 5 [ B S PO 8 o AN TR T RE , 455 SR S s A e YR 9 6 G I LR Ak 2 DL RE 1) T =X
BUAE, ATid 5 AE M T 5852 22 BRI R 6 FR RAEE L A & W AE B R TG TCAILDL I Vi ik J
HH 1 S o DRt AR B AT TR 97 SRR R i B, FURRIEE T A A5 B2 1 GBS 9 T s 1)
TG TCHFILDL LR FE o 2 1% 25955 150 A F55 (H AN PR w3 H i = g v L 30 I i 8 v i
A MAE « BRSNS R BVA T 77 S8 AT LR 38 SR IR R0 MO 25 2F B V6 B AR i B v e
R AU, (TR e st g 5, R S 5 12 W R I T B S IO 8 1 9 T X
RHEBRTEIATT A1 o A F e 5t 77 A, A AT ET K 42 B B SRR 1 R i I 9 93
FETPAE P A 7 P BT 28 IRV 9T 0 SRR TR VR TT b

BEiE N
[0019] & X
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[0020] AR ST A S Fv B AR EE SR T Y, BRSO 20— A/ —Fh (a/an) 7" DA “Prid” (45 5
AR, BrAE BT S EELE -

[0021] #4259 “Hi H (Administering) ” B¢ “Mi H (Administration)” & # (LA %515
(R TEVESE IR 4) GG B4 A (B B AT it ) DA% IA) 2t (B 4& A 5 29 AT ) - 1
wn, WAL 18 5 s B AT i 25 AN/ 850 S SR A 245 W Ad T7 1 R M DE AEK 245 it
T8,

[0022]  “Cx” 4B T-H:[ Z A Fa 7z A b 1 B 120 H X

[0023]  “edk” 48 B A 1IN B 12K IR T 1 — O AEHR AR I o be 5 1 AR FR i) 14 S 45140, 4%
R O AL R T B T2 VBT & 2, O AR 5%

[0024]  “F5 " B4R HA Z IR 10AER IR 1 1) — 0 5 e Jak o 575 R 1) =1 PR ) 2 5 49 7 4
MZEHE,

[0025]  “JeI5 B R ARAETT RIA N HA I B 10K IE T LA R LA 24418 H 28 BB 2
Ji 1 5 TR Bk A, H b 05 B ) U - R/ BB R Tk g A A (8, NS840 40 S (0) -
=S (0) o-) B H 75 FE AT B BN IR (91 4, ik g 2R Bk iR 22) B8 22 AN FRER (51 2, W e
FEBUR R E Wy L), A AR AT DL BERT DAAS &2 55 T B A/ BT DA B AT DAAS B 4 5
1, A S R I 5 IR A 0 BRI SR T o AR D A ) A PR A A S A5 G L 2 | g | g
PR 25 | IR Iy o RTIR PR 2

[0026]  “FRJEHEE” R 48 B A3 12N R T 1 — W JE 75 R AR I 5 o BRJe B 1 JEFR il 1%
SR FE IR EE AT I AR IR RS

[0027]  “JRIAEL” RIGLEIN BA I B I0MR R 7 BL LA 4418 B A B BRI 28 SR 1
() — A B J7 R BRI FE 1A, FG e 2% 5 R 1 805 1 AN/ B JiR 1 R gk i 4 AR Ak (45 4n, N—4 Ak
Y)=S (0) —8=S (0) 2-) o B 55 Fev] A AR (514, Wik ig JE 5 DY S0k iR 55) B 22 A
R, Forp BREA T DL B AT DUAS & 75 e i A/ 80 nT DL & A BT AAS S 4 51, S i e
I AR T R AR PRI S o e AT 1) | PR ) S 48] 0 F55 b gt o s | IR G R P 4

[0028]  “ZJE” 2 4E-NHz.

[0029] etz A" J2 45 -NHRp, H i Re Ay A A A 14~ 23 340> 05 Bk | J 05 Bk (PR e R i e A ik
BRI Cr—Cobe 2 .

[0030]  “ AR AL A AE-N (Re) o, HeHRetn BT E s

[0031]  “Q&” M EFETIEMAEMEFEIZH TR HAHRR L EnR. A Fl -1
B 24 F TR € T AN S, N 48 T FRIR I B W HERR X T2 A AR AT 28 0¢ B 2L )
HEILER. “H- M (consisting of) 7 M IEHRR 2 T 7o 2 1 H e s A T it
AR B 20 A ) S o T v 2D SR B AR 2 S BRI UG SR L2000 R . X e
PE (transitional) AR FIALE H1 AR BT IR 28 1) S It 7 UAEA R W B G L A o

[0032]  ASCHRI AL G “B AR IR PR & 240t T BoA s B R H il =5 R
fi] Pt ANLDL H ) — il 22 P ) 83 ), B 100 BA B V6 97 R, 9, 9 F0 50 D B
SEE I R 2R L I — Fh il 22 PRI S8 R VR IT R IR AN — s il it — 7 (8D
I, IF BT ARG e — RN E 2 5 A I R, mT AR — sl 22 it K it A
R

[0033]  “Z4 BRI EAZIN7 AR LRI Hid & Tl T 8, i AR
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[0034]  “Zj% BRIz 37 AR TE N IF HAG & 10t FH T 2838 1 28 o FR PR il P S 45 A0 4
il <6 JeB B Bt 42 i A DA S A e 3 e i AT B < 25 20 (D) B4 S P01 R R0 45 BH 25
T, A, 2 L AR R R R I, AT ER AT R A A AR IR B R R B AN R £
(miner acid salt) . bR ERR G Se LR ahER L B b AN 2 .

[0035]  “fRypELEH” AP MBI B RER], A4 & T EReRIny, AL 2 R 10 E
RE DT FEAL S P e 80 23 Bk AT 10 BB DA B AH ) B B 25 A e P 1 ) 5 DA S AT #E i
PRI AN R BLCA A fe ] B RE L o DR P R O B A 5 70 T R R BB 0 A o “FRIR TR 4
B AE 2R S B e L R IR B 1] DR AP 2 B R 5 B e M o FR IR DR 4 25k (A1 1 FE FR ot 48 Sz 491 0,
FEARIE 6 AR I R A AR A P AL L AR R = IR R IR R SR 1 A
SEB R TR ER 2% T A A9, iGreene fiWuts,Protective Groups in Organic
Synthesis.,#2f,1991, John Wiley&Sons, #iMcOmie Protective Groups in Organic
Chemistry,1975,Plenumtt ffckt o A8 ST A TF AR 47 TG ORGP BRI 7 VA W] LT A @it , A
P UL T-Greene fiiWuts (WL _F30) BL K& oA 5] FHIR) 225 STk

[0036]  “VRo7” [ “7 i 1t B S 3 2 i SR IR Tt LA SR A5 A7 2 O BT B2 ) 45 R, A0 9 Tl PR &%
BN T A &S 7 ANt 7 2CH) R A f ) s B2 A i R RO AR AE AR T T
et VAR FEE ) e =8 L[] o NTLDIL R F) — b i 25 Aol ) A7 T 50 B8 5 7 v R B ) H il = s L R
] P2 AMLDL R ) — A g 22 PR S5 B A7 T 50 B8 — T 3 22 i AR R B FR) PR A1 L 92 R Bl 3 5 —
Tl 22 Filin PR 45 SR 1R 53 9 R 2 52 ) PR AT, 5 T i R 1) S AR AR 2% , R o IR A8 PR D538 Uk
B E AR e w4 R .

[0037]  fJtagk i) S it /7 =

[0038]  7E— 75 [, A SCHE A IR G ) H Ik = 8 LA B2 1K) 7 92, FL A ) /e
XG0t A R E R (D BE Y HAREH =X (D 4 S s AR s Bl iR %%
H B 245% ERTEEZ R

CH3;CO X!=(CH2)m—X? COCH;
HO CH,CH,CHj 0O=(CH2),CO,11
[0039] CH,CH,CH3
(I

[0040]  HAFm A2 50 BT, n A3 S SRR, X RIX? 5% [ M 37 H R R A ST L U T it
Pk i B AR R R , 2% R X A AS BB R 1o

[0041]  FE—ANSLit g s, NP R A2 W BB s H I =8 AR 7E 5 — Sty P R A
BN IR B H I =g R

[0042] 75 55— 5 [HI » AR SCHE A 1 B AR X G2 1y ik JOEL [ e of 9 3R B 1 v, FL B ) o 7 22
55 G it FH A R ) 3 (D) B4 &P AR L 8035 20 (D 1940 &P e AP e 51
HEMNEBNZ S Eariz ey, g prid sl (D B34b-&4in F e Lo

[0043]  FE—ANSi g sH, X G2 W BB v IR B A o 7 S — Sy S, R B
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BNy T 110 el L] e I 9 K

[0044] £ 55— Tyl , A SCHR M 1 FEARKT RO BEAR B A (LDL) B0 L (1 7 ik, H AL g
[7) A7 5 AR G0t P A R 2K (D) AL S s LA 8 3K (D AL & s AR )
[RIBE B E AT B N 2558 Rz i i, e prid 3 (D AL & B3R E 3o

[0045] NSty 2R, MRS W B R S E I UAE o £E 53— Sy NrR L R B
WAy A 1 AR P i IR

[0046] AL AT, “HARUY” 5245 S 530 (D AL & YR A _ESAG T i PR AR
Yo e A P ) AR R i S B A R X R A &4, b X (D b & i 5 &5 H-0-
(CHz) nCOH R 73 ) 4% 2 74 422 ) —COCH Jk [ e A0 Bl 1 =2 £ (—CH (OH) Me) %41

[0047] & K152 CFEM AR E 1 -8 LB 10 17 B AL 576 AN XS FRH Ao o FH L PR 5 SR
R R ITREY), WARSME IR &Y, B AEA SR AN 2K (D) # 4k &P A Yo N -
[0048] AT, “HLBE” 2R3 (D B4 & W o 1 By F 2k R 158 A/ O R ) T DA %
XD SRV 12 43k (R D5 IGFEHE) FO 18 o By e A/ B T 7 I ik ) B ] L4
EANPR F-AE D9 AR L A R ) FR R RA—CO2H , FLRa A Cr—Coke ik « 57 2k L 5% 55 5 L Cs—Cra¥f e Bk B
Co—CoZe AL, Horh lrid e ik 57 L 25 7 ik (B4 Joe Sk B A I mT I LA 1> 24 Cr—Cali 2
75 3 COH B HE Ve 2 T B e S A U il e 1 LB IR, A0 IR . — W R B =
P2 o FRIR 1) W T A F5 AELAN PR 11 D9 AR L ) 2 A SR -OHA AL B0, e rbRa i b ST T RE S o A —
ANty A, 3 (D A OORBRBERAL o £E 53— 5t 7 3, 3 (D) A AU R T g RR AL . 75 5
— it 7 U, RN C1-Cale ik o AR GUSEAR N 532110 5 WA 72 5 USRS 78 2 A 24, FL AR K
R LURE B (D AL & e &

[0049]  fEfLi sty =, 20 (D b &K (TA) AL &4 (BMN-001)

W T
CH;—C SCH,CHLCHLO C—CH;
[0050] HO H;CH,CHAC OCH,CH>CH>CO, 1
CH,CH,CH;
(TA),

[0051]  7F A — Rk nsLit 7 =, (D) f=t (TA) ik &Pty = (OIB) Btk &4
(EMN-002) :

OH
CH3CO S+CH¥»0 CHCH2
[0052]
HO CH,CH,;CH; O+CH;);COo0H
CH,CH,CH;
(IB).

[0053]  #E— st )y 2Urh, Rt AL &4 o £ 53— St 7 S, BLEER —IRVEER IR
AR = Ut A 40 o £ 5 — St 7 3 S A5 0 AR B[] AR 750 R it P o 4 53— STt s
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A A S CATE AR RS 1 kit L 9 HLDUE AR EANS e 2 s B R T S AR AR T —
S 77 A, KRN A MR o 7E 5 — St 77 sk, BA50mg/ Ok 22 5000mg /R Y & , A ik
Hh 53 B — 40 PR R 2o B = 0 it A S . A S — S 7 U, BA25mg L 50mg \ Thmg
100mg . 150mg~200mg + 250mg - 500mg  750mg » 1000mg » 1 500mg &%, 2000mg [ 7| & 55 Kk — IR S BF R
PR B R = Uit A& o 78 e STt 7 o, A & 4 LA 50mg gd (R — 1K) +50mg
bid (B K MK) 50mg tid (K =1X) .100mg qd.100mg bid.100mg tid.500mg qd.500mg
bid.500mg tid.750mg qd.750mg bid.750mg tid=500mg tidjii Fi5K , 4R )J5LL750mg bid
it F 55 A R o PE e St 5 SN il A A P, 22 /R Fe L A 2 3 JE LA R L8 A L 12
B PR S it

[0054] &k

[0055] = (T) (AL G & RS AN B e A Wi 1t 77 56 [ 5654, 985, 585 5 Hh i , Hoid it
5] FEEAR I ANA ST A5l , =X (TA) ik & d i A =X (1D My 50 (1) 146 A9 I B2 LA
=X (T0) L &Pk %, Hor  RAVIRIR R 47 BE 4]
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)
H o () CH;
H3CHLCH O QCHCHCHCULR
(11)
()
CH—C SCH,CH,CH,Br
[0056] .
ITO CILCILCH;
O ()
i - i
CII;—¢C SCILCILCILO C—CII,
BQ H;CHYCH,C OCH,;CH,CH:COsR.

CILOCH-CH;

(IC)

[0057] PR R4 Ik [A] sl R Ik (41 1y I PR o 1k S A9 E, 45 o —Coooe 22 T 0 L R AR R — R A 0L
o R g | R R Bl = IR B T IR LS B2 6N Co-Cobe 2 L 1T 2R 2 [ RN/ 85 C1—Co ot A 2
HUAR 0 T A 4 R N G352 1 & L) A2, m DA FH B 1 3 (DT D) iR A 2 A1 i) 1 2

P o It S e 1 25 2 1 1) AR 1 1 SI 491 B 5 S i PP R B R i

[0058] 3 (TC) (32 RI KRR 1A Bt PR g g1t 1 3 (TA) Ak &4 o 2 T A A T 1 5 WL )
7, 3 (10) MIAL B DLERRYE A A B I — 8 St J b2 TR o B OR37 5325 1R AR BR 1 1k 52

1911 E0 3 B L 7K AR AT AEHo LA B3 4nPd /CaiPt/ CHHEAL 71 T Y 20

10
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[0059]  J REAEAE A HLIE FIH 2EAT , BT 15 1A WLV 0 B AR T P9 B 20—
A B~ B FR g o CEAFAE TE LB, U R B B BRI BRI 15 000 DA R ] 3 b 7 A7 Ak
BRIAE IL T 5 S5 4% B S N AT DAAEAR T =5 305 B 28 9 791 00 [ R 8 0 0, R 3 AT o S AT
— I ] B, 12 T B A DA (3 O B ) a3 3 4 2 7 2 6 9 AR H-NMR P 38 S 4D 7 9300 5 )
F=W o A SCR) FA I 3L b B 40388 3 38406 AR STRIT 3 1) 20 B8 DA K ke G A ) 1) 3 24 BUAR RN/ B
GG FARN RN R 7 EH1S 2 W3R E LRI 55,290, 8125 (Gl it 5] BRI N A
30) .

[0060] X (TA) AL A ITESZ 35 540 T F- 45 il LSRRI R B2l &7 2 S 244 Rk R
AT (Form A) dib A (121, 90 % o5 58 1y, AL % 25 /095 % HIATY) o 2 S AL I F T = A B
AR T2 E L REET,060,854 5 FEET, 064,146 ; Tk 4 R i 5] AR I A AL 1
(D I B A 2 BN B ISR E 2 S RN IE ) AR R T, %2 S R
VoS R RN A R REAR T3 2 A 2R, DR SR AR AT D 8 6 5 e 1y 3 4 1) 751

[0061]  ARY S AKT], 40, @i A 25°C E40°CH R (TA) ik SV MRAES BB £ 10HE &
1) 2 BE R DA 7 A2 36 60 2 B B VA R T 3RS o B L 21040 I K I B L BV W, 7E20°C &
25 CHEFE L1500 Bh 2604 8, SR JEZE5 °C 210 °CHeHE 7 AR 1IN Z 4/ I B L A83%2. 0
ZINESF A2 3L O/, 77 AR R 16 BV o TR 12 VRIS NS 43 2 1548 K IR A TES C 210
CHERE B AN LN ZE4/NEE AR L. 5/ Z2. 0/ o [ 8 F K [ 1 [l A 7= 38 it B2
U B I /K W5 AE 25 C 240 °C T B4 b TR 12/ 24/

[0062] S F- A SR FH I AR AR TE AFFE AL &9, 4=t (D 40 & P 3L AR5 4 (1l
un, sCIBRIAL A YD) PR Bl AA AT 78 6 2% B HEAT 37 29 o SR8 HR 40 38 B (AR 5 FH B
HIRER AL BT A (U0 (S) — (5) —1—- (1-Z83) 2 1%) R AERTme £ , 53 4 FH 7 M A e 159
53 B B OR HEAT o L ZRAL B P i H TR At R T DA AT SRABKR AR 43 5 B v ) A 41 O e A
T ARAELE

[0063]  jsti JFH A1 ] 51

[0064]  ASCFI AL A AT LAZ 1 IR BRE G Bk P LA RS2 R 9 S B8 12 7 925t
RGN E KA B, 1 i A Z1100mg / K Z4000mg /)32 ZB Ak, o 48— AN szt 7 2, 45 H 7
B H 9250mg 2 2000mg , LA — &4 BB 4> B = 8B40 45 T o AE 1 —SEt T o, FlE R
1000mg , — R IK o £ H & SLit 7 X, & & R 5F = 451000mg qd+1000mg bidFA750mg
tide

[0065] SRR & M HL R T IEAE VR TT I A A 0 o WA SR RN 53 20 I, 8 v M)
JRAE B 2 R R0 7 R T 2% FE TR, a0 B8 3 IO AR 68 AR R L 1 31 R & RO D it P )
[i)  Jit FH T 56 R A% o % T 45 7 95 Dt 4L 1770 e A 77 2 ] D pl A 3B AR N D2 4ok o BT 77 o
I 5 ARG 2

[0066]  AXSCHI I AW AT LA AT AR 24 2% b n] 8252 (1) % b AT R i), SR VAR R oK 3L
BN FLA LT BT AR B VF IR I B AR SCRI AL & 0167 A YIS E R
O 0 EL A 2 1) S FH — bl 22 b 24 2% b mT B 52 100 R o0 R 1) o T, R P 0 A .
() S T Ry B 5 10 36 8 96 (R 38 P 4T 45 2 (Avicel) A TR #2877 i 72, 78
100075 2300085 1K 77N 45 #1175 « A 700 S5 7R 6 7 38 B M 291 . 5kp/ em® %28 Okp/cm?
3% 5. 0kp/cm*ZE7 . 5kp/cm® o AR (8] I ZI30FD 2 29155 8P 81204 Bh A5 4k .
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[00671  FH - 10 AR AdE P ) o) 7500 T DA Ak B A A el Jis 8 , He o A S R VR T T TR A ) S
DB T 5 Tt I 5 B8 vy W P s 12k [ A R TR 5 B0 M A O IR IR 3, o i 5
THTES FE L, 9 U B A 5 R VR VR B o I ) B LR AR R B I T R R A B L
S Y R cy S N B S A R i e B S A R i N (1 S = I I
[0068]  ASCHI FHI AL A4 v L 1 5 22 b a] 8252 R E FRIVR A R /K M B, BT id
2y AT e R A By 57 5, 38 R SRR AT ok 3 R SR AP 4 2 R TN IS IR AR 4 2
R TR A 2R I M s o T 2= P AT A AT IR 5 40 R B 8 791 » R SR A7 AE B Bl g (491
WIONRAEAR) B B SE A 5 R T R B 4 A T (B B AR LM RE R R TR B AR L b
KN WTBER 48 G 7= (01t O & A L B I (heptadecaethylene—oxycetanol)) .
B IR 8 508 T R R R0 R B 1) e 5 T 406 B P 4 (491 4 3R 4 2 0 1 0 I o i 7R
B) B PR 5 5 U5 T I 7 TR R0 O B I %) A T %) 208 6 7= 4 (91 T 3R 4 2 0 L B R .
THMERTE) o KM B WIE v] LA &R — PPl 2 Fhiy; 65 1) (19 40 £, -85 1 P -0 2 O
H R TE) «— FhE 2 Fi € 70— il 2 Pl iR i 75 R0 — Fh B 22 Pl B AR 77 (ot vl Ll Bp e
FERE RS BOA O R R B R AN B O 2 AR PR ATS) o
[0069] &3 B iR B HE S RE 7 Y, anfE S5 H £ 554,788,055 ; 254,816, 2645 ; 54,
828,8365 ; 24,834,9655 ; 5H4,834,985%5 ; 554 ,996,0475 ; 555,071,646 5 ; M ZE5,133,
9745 H BT IR (1) AL, ik 5 [ &R 1) P 2 ad ik 5| AR N AR ST
[0070]  X& & T 11 it FH A JHG e T 6 4 VA T =X 3710 R 2L 7010 W 2% 7)< T 51 L 7KV
) B T AT 20 ) GG R AE A5 FH I B 20 % A4 R A4 T S 7)) o 770 o] DAAE S
(il , 76 T BRI ) i 4 B DT LB LA 48] 4 O 1l T 1L 2R e B ol 7 I
0] 57 A FZ o 7K VA YR AT LA 3B Ak 8 35 P ol 43 R T 7K R 03 0 35 B 591 R 71 e 1) R 1
R FAI A 1] 25 o [ A T 2 )50 AT DA A ok i 1 20 2 A/ 4D 3 B 551 R 7] S e 791 G s
TTRAIR SR B AR T S 43 HR S B0 751 V45 e 7R 46
[0071]  ASCHR I A &9 mT DAL BC i F T % 18 40 it (51 el ot 33 5, 48] dann bR sk 3 45 B
HE ) I BooT LLCATE B A I NI J8 700 250 TS v 2% N A E R A A B2 =
25 A ) A 7 B T A7 AE o A W mT LASR F I W AE T BOK BEN P H 1 B W T B L
T 2, 1 a0 5 20 B 7K I R T 2K o B R AR I 8 A A B 7)< 3 7 BB A ) s 1),
FER W IR R (0 dn , RS ) AR] VRS A HLES (B4n, ShER 2. B8) L 3 LAl bA
SRR/l o ITEa P i I R A i 5 = S (I < v S WA o )l | P v L O
J 43 AT LA R 3 et 0 1 ] AR PR TG 1 0 5 B ik VAR R A R TR RIS R R T X, TR
BT A& 1 TG o= FI7K) 5 (constitution) o
[0072]  ZASCHR R A 4 mT AR C 1) FH T DUBRRCE 770 3L8 7B 77 L B3 DLOZE B UG 771 =)
e F 3R B o 3B FURIFUE 7R AT LA R B s in A 3 (14 B R RN/ B R e R P K A 3 R
JH 22 O K FC 1) o 8 700 P LA FH 7K 2 J 8 et 2 O A ) L@ IR B — P 2 LA R AR
SE T 43 R BT 7] AR SR Bl (7 & A TR 0 Ry it P %) 1) 7] L 7 TR 2 o (G
B R T RIS az A1 g B 3 5 R0) AR A v A R TR B TR 5 7 1 T B P A ek R R AR iz AE
2 110 s e 368 Joit H i e S 2 (R W SR B TR 5 DA B TR A 3 ) VR AR 28K A AR A 5 v M B T
Ko
[0073] A SCHI FH IIALA 4T LI IC il B 751 FH T it FH o 70 S 550 R RS it ety , o i iy
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i i P B AT ] R VR A e S A T I 0 T I B G R 2 A o R AR S K A 2
SHREMEINAGE RSP RIBLE A, DA Z0F1E 4L

[0074]  ASCHRI F I A0 & 40T DA C i) B 1 9 38 it FH o Bk 0 14 B o 2 40 3 B 1 1 B 4B
AR A FLE T B R R VA TR BT 55 A B AR SR L R 1

[0075]  ZSCH| HRIAGA 4 mT DA TC 1) FH T S e FH o 50 V8 Y B8 v v o o R 92, 6
FH A I BT 55 B I T B i o il ) o] DA DL R SR R SN 2 ) Uit B T &
95 7 B e PO 24 1) T AR P 3 A B V7 R W% 55 T I 61 G B B A 55 AR K
Jite FH -

[0076] A SCH FH B9 A6 G 70 mT DA B 1) FH T 00 B it P 5 4R il 2 I I 3 EL /B 4 & Y it
F o A6 938 5 B A 91 oK 29 5ICK BICRE /NI /N R AR o B SRR A2 v DLE et A 4k © 0 1 7
V5, W S O A SR AT o FH A 3 ) 7 D SR AR B (CRC) (il , — & — 38U e « = &U3R
H el = DU 3 2 056) ~ AR Bl B A 38 (SR TE I A R SR v M Bl 2y« R I I ]
DT 2 b5 A5 v a0 SR B i 1 3R T v VR 7R o 25901 350 B o] LUJE s Tk 1R T 9 o nT R kT
PR AT DA CA AR 6 7 CER AR , 48) 40 75 638 1R R A J2E R Gn LA S VB T R AT AR (¥R T
SR LA 2 R ANERE SIS ) A A DR RIR G4 o b AR AR TE B i T BRI o K
R A 0T CA LA B fise B v 2840 25 1 4] 2 fe B 24 8 P 1 PR R R T R R B, R R AT DA
TR I N A I BH I B i ER A 2 A i F

[0077] 435 WS, il 77 vT DA ) 2% A 0 & T 3% M B2 1 88 8 B4 8 it FH %) 1 s £ 4 . T LA
A0 B3 B B 5 W # R f R e s s (pEsk) 32— 2 Hewa S a N E
ZIVI B R DL ARSI E AR SN E R = 2

[0078] AL Ry ZKVE PR B AT B IK B AR, I HL AT DA A& R0 kb FH A 588 B A AT b 2t s o]
F Bk BER (AT AT L 242 b RT3 2 i K 1 3K AT B K B A RE o S8 T LR AT R ER A (B
JERE/VE R CHHERNF) | JHE0E 5 1) Bl Fh i Al il 21 4 2% R0 SPLO0 1 TR PR 351 4Ll P 5 T P
TRABRA

[0079]  FEZ— 2 A LA T /KM RLE T N “CIATE ™ 8 G AV 2R
E W) O BB FRAE ISR ARSI T DO R LA AR AR AR LR T IRET
ez R RN IGIREE , N IATR £ B8/ H 2L ISR H BB 3L 2R ) (Eudragit NE-30-D) PL A& HH
B TR IR A i R SR 2K A FIB (Eudragit RL3ODANRS30D) LA K fik Wi s itk A . 0 5, 389855 5
EAEY— R IER B S 2 R T IR B TR R = ORI IR =T
B« BRI L BEAE B H I SRS L B AT TR = LR LB IEATIE IR TR AR —HR 4
Fig AR ZK FH R T =BT O A Tl (R BEH T =1R) .

[0080] & V&ML 43 B B8 )2 AT LA & A B B VR R & 70 B SR A I 1 B (2
W) 41 o 2445 R, R 7008 A s K B B AT DU K VA PR SR AN 1 o 78 S B T
290 5 R R BIPE R S YN RK R EY), IR £ IR S S B , 56 e i i (n
RO WD) I, R OIREE, JER L IHLATAEDD , A4 R AT, e P JE F R 241 4k 2 (HPMC)
AR RPIRTER PRI BER AR R BT ER ROHETER R
HILR O IRA AR, IR G W), P NG R B BT e 252 B2 R &) 1E
F R A SRR AR IEE AE1: 10082100 1 (w/w) (7GR P

[0081]  FEFZ I 2 MR 5 — 2 B A A FH I A 18 B R A vl LUE B KN IE R &)
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B H A pH- K M VA R EE R S A0, B, 41 4R IR JE FR AT R AR R &
TRAFAE R AR —HRIE . L IRAF4E R w2k — TR IR R W AL NG IR IR B EA TR &4, vl ik Hb
i E iR K IR g R

[0082] Wl ihHh, 5B R AFER LR R AW AN B AR i R 0 S A 4 5 BA 1
SN T TR R RO AT DL 541 U0 £ FE A A 2K — i R AR oM R s £ 1
REVOAFE HPMC R LA R RN e A4 R R R R KO iR
LN FEME R el (PVP) 3R OB B pH- OB S AR FE I SR B, N TR A 2 32 AT R —
PR I 8 Y TR i R A T S SR A R R 58 TR TR L R sl e T TR VR S ) o I SR 75 205, s
A GnRERE L FUNE AN 245 W R R T PR AR T DL RE fE R =

[0083]  ACab At 1 I BT B IR R AR SR A, HF g A N S IE S EN
YR (i, AHANBR 20 (D A4 & E L lE , 308 e 145 B I ER) B9 B A7 771 & o B A 55
=0T DL AL ) iR, Bk A0 2he 5 B B 0 10500 S A /N 22 3 P R AR I 7
R 77 T o, B A BT 2R AT R HE 7] e 355 Bl R A &, B3 B 0T DA IS 43k
H T IX B 28 T =

[0084]  H. & & & WA B HoH7HE A T Remington: The Science and Practice of
Pharmacy 1995,E.W.Martin%w= ,Mack Publishing Company, 519/ ,Easton,Pa.

CN 105407884 B i)

[o085] St fs
[0086] it 5] 1 : MN—00 1 it FH i A ZRAS B A H i = Mg A ) B A1
(00871 iy N\ 2t G it FH A H AN ) 8 FRIMN—00 1R 22 J 751 78 A 7] Bsf 1) st 0 At AV T A6 vl

=PRI BGARE (ng/ 73 THERAL) o AR SCHIEE MR A A BT, MN-00 1 1) i 5 50 HEERT R (22 &S
7 AREE s CRA BELe i A1) - 25 T = T 0 Bk J58 S 35 P A o X TR 1-Drp Y “ 55 14 87 IS
8] i, BRI A 58 12 815 LEMN-0011 fiti F 22 Ji B 7 28 1) H i = ek 5 2R i » AR 7= v

I AL R T = R AR 12 BE U7 1) S5 0 R AR B R B2 L R a3

[0088]  F&1-A (B£MGXI %)
[0089]
A 8] & 2R 500 mg tid 750 mg bid 750 mg qd
(N=36) (N=36) (N=36) (N=36)
i 1% 132.3 109.5 125.5 112.3
% 4 J 126.9 91.6 98.5 117.2
[0090] R 1-B ([a) Ji P4 b 2 X %)
B 4] 2 REF) 500 mg qd 500 mg bid
(N=100) (N=94) (N=106)
[0091] | A& 1443 136.1 135.7
% 4 144.5 109.5 106.7
% 8 & 138.8 124.7 110.7
[0092] F1-C{EFEXZ)
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[0093]
N [E) £ 1500mg/ Kx10Kk N=11)*
[fiipes 145.4
EAIGN 87.5
[0094]  FI&/FR4EN ] =500mg TID x 5K ,4R)5750mg BID x 5RENE
[0095]  750mg BID x 5K ,%RJ5500mg TID;
[0096]  Ei110K.
[0097]  K1-D (B X %)
B 18] &, Lol 500 mg tid 750 mg bid
(N=44) (N=54) (N=53)
B & 1354 1594 117.0
[0098] | % 4 123.1 112.5 94.1
% 8 167.6 132.4 101.4
% 12 B 142.6 147.7 114.0
% 14 B 155.2 134.1 104.6
[0099]  SEJitif51)2 : FEMN—00 L it FH J5 A 0T G 1 sk JIEL [ P 82 ) A IS
[0100] i) A 255 it 4 H AN 6] £ I MN—-00 1 11 22 Bk 351 9 75 A [5] s 18] 50 00 A 411 1) S

W IR L (mg/d 1) o Ui ST, AR AR i W, MN=00 1Ay i FH -5 6 JIEEXH 5 (22 BRI ARLEE

R (RAT B LA 1) ~F- 15 50 L 2] et o YA JEE 4 2 B 1K o e 2- A (B M X )

[0101]

B IE] & Z-RREF 500 mg tid 750 mg bid 750 mg qd
(N=36) (N=36) (N=36) (N=36)
i i 197.5 193.5 180.5 191.5
% 4 199.7 183.1 181.6 180.6
[0102]  ZR2-B (Ja] Fa P 5k 28 X 4)
B 4] 2 REF) 500 mg qd 500 mg bid
(N=100) (N=94) (N=106)
[0103]1 | 24 169.4 173.8 174.5
% 4 167.8 171.5 169.8
% 8 166.7 170.5 168.7
[0104]  ZF2-C (f@FEXT %)
[0105]
g EIg=Y 1500mg/ RKx10K N=11) *
i 17 176.9
EIGN 167.8
[0106] 3 i FH 741 & At AR , & MR 1-C.
[0107]  3R2-D (BERG X 5)

15




i BA

H

CN 105407884 B 13/14 W
B 1a) & oSl 500 mg tid 750 mg bid
(N=44) (N=54) (N=53)
& 198.1 182.5 185.4
[0108] % 4 192.0 179.3 181.6
% 8 1943 176.9 187.3
% 12 B 2214 169.6 192.4
% 14 B * 200.1 182.8 182.6
(01091 X T “BR14 J” B 18] 550, & 95 M 312 F 452 1EMN-001 it FH 2 J5 I Bl 17 B

[0110]

S it 113 - MN—-00 1t FH Ji5 N FRNE R R AR5 B I 8 1 (LDL) FRY B IS

[0111]

[0112]
[0113]

) N 25 it FH A H AN 5] 22 A MN-00 1 1122 J 751) 5 7 AN 5] B i) i 300 &2 At AT T 1) L LDL
MR (mg/d1) o 4N SA-DHIFE , AR 5 A & B, MN-001 f1 Jiti 1 5 06 FEOGE5 (22 8E571) AHEE
N (HLAE SR L 51 41) P35 LDL I 3 R P Sl 38 P4 AR o A R 3, HDL PR L7 94¢ P58 7EMN-00 1t FH Ji 5K
J R R AR S (ARG ) TSR HDL 7E RF ] 25 iy R4 i b AR A 7

R3-A (B XF )

A 8] & IR 500 mg tid 750 mg bid 750 mg qd
(N=36) (N=36) (N=36) (N=36)
i 1% 113.9 113.8 100.3 115.7
% 4 117.1 105.4 104.7 106.9
[0114]  3&3-B ([ BRTEREAE 230 5)
[0115]
B 1] 2, ZREF (N=100) 500 mg qd 500 mg bid
(N=94) (N=106)
AL 55.6 65.8 62.6
% 4 F 50.9 60.1 54.5
% 8 JE 50.1 55.5 52.2

[0116]
[0117]

F3-C (REEXTR)

FJ 1) 5 1500mg/ Rx10Kk N=11)"*
[iipun 99.1
ESIER 103.0

[0118]
[0119]

s e 77 B AT P AN , 2 W& 1-C.
23-D (B Xf 5)
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A 1a) & sl 500 mg tid 750 mg bid
(N=44) (N=54) (N=53)
B 112.9 100.2 106.3
[01201 | % 4 J&] 109.2 99.5 102.3
% 8 J 110.6 99.1 106.6
%12 J§ 142.6 92.5 110.9
% 14 F* 109.9 102.6 103.6
[0121] 4T “BE 1487 B 18] /5, ‘B30 M AR 12 A5 1EMN-00 13t FH 2 f5 R e U5 3
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