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1. —#FEHas, LATe4f —HBEARIARRAPE —F
&9 HMG Co-A 3£ J& B 4] .

2. BRAZX 1 94HAs, LT Bm ki udh
B

3. RAZR 1B s, A THEBEARIAERANZEEGA
B

4, 55 —SWHREARSTHARERA. £ —F8) HMG Co-A X R &
RN FTHRABRAGEDALY, LPHREAE—hHESH -5 —
REBRFEREBSTHAIZERMNE HMG Co-A £ RBHHMNGETAK

—

o

5. RAIERK AHALY, A PHERARTEERARZFEN R
A 9o, lla-BRAHFEFRS O RE-GEBLED.

6. A ER 4 5ab, Kb Atk BB B AR E 4 AR A R

7. RAZRAGASY, A FPHAEABERIARRMNAREG N8
B,

8. RAIZXK 4egasdy, AP kBB MR ARRERANLTEE NE.
9. ALK 468585, L P&k IMG Co-A & REEIF Ak A

WTRARGE: EERMAIT. BLEAT, FEMAET, BEET. RA
RoiT. B SAMIT. FIRAIT, F HAA&MAT. BEEAET, AREAN
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MTHME, B LARRPIEH.

10. RAZRK 40585, HL¥AriE HMG Co-A X RBsin 4l Hlik A
WTREARGHE: AT, FEART, $E-ET. FRERT,
REEMGTHRE, &, AEBEANE.

11. BAERK 465849, HF AL HMG Co-A L BB 4 2 £
ER AT

12. BAZR 484@5%, L f Ak IMG Co-A X R H M A
AT

13. BA|BXK 46985, K FAHiE HIG Co-A & REEIPH A 2 F
ZR AT

14. A ZX 4 mbd, 2 FFiL HMG Co-A if B Bedy 4 7 2 &
KT,

15. RA|ZK 46m5%, K ¥Arid HMG Co-A & R By 4] 7 2%
AT,

16. MAIZR 4650 4%, H ¥ Ak HMG Co-A & R 8547 4] 1l 2 B
SZARATT.

17. BABXK 4 6545%, HFHE HMG Co-A i R &34 ) Z &
AR AT

18. BAIZK 469844, K Pk IMG Co-A ZRBEHHFAMNAY
HFERAT.
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19. RAZRK 4G WEE%, PPk HMG Co-A £ B &34 7 2 It
AZ AT,

20. BA R 40504, PRk RMNSE £ HMG
CorAXBRBmHHAARTREESTHAATHELSO D P: MMERESRS
WRHHE Pk HMG Co-A E R R EST ALY 10:1- 24 1:2.

21. BAZRK 20098400, APk E A4 5:1-41:1.
22. BAIZK 206948 6%, AP EsA42:1-41:1.

23. BAZRK 46505, ¥ XS =56 IMG Co-A it & By
#HMAY0.05 mg—% 100 mg.

24. BA XK 4 5ot R VHER —S0BE R KRR RH
A% 0.75 mg— % 200 mg.

25. RAEK 4 94, B at B8 & k5 TiRaEH
B, F P& HMG Co-A X R R Mt A d FTEARMGME: EKHET.
BT, FHRMAEIT. EBHRAET. RARIT. BIEAT. Mkl
T. FHRERT, BAET, ARECNGTHERE, &, LR
%,

26. BAZR 4 s, FF iR E @R R R AR E A
B, JFEATE HMG Co-A X RBsdr Mt A TRAKRMA: Fickib
T, FRET, LRAET. FHREKLT, RARENGTHME, &,
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A,

B,

27. BAZK 4 898 4H, L PR BB AR A R ARE A
I B P& HMG Co—A i B B ) 1l 2 £ R4 iT.

28. BAIZK 4 58, H Pk B Mk imm 2L H
It B AT HMG Co-—A & J& B 37 4) 1 2 FT e/ 4 7T,

29. BARK 4 9486, L Pk EmcRERNZ4KEA
Jf B A7 i£ HMG Co—A it & B35 %)l % F K4 iT.

30. RAIEK 4 6584, KL PArd st ARR R A2 &S
B PT&E HMG Co-—A i& J& B 37 %) 7 % L% 4 iT.

31. BMARK 4 858&6W, L Pt E R TARERMNZRER
J+ B A7iE HMG Co-A i& J& B 37 ) M & B4 47T .

32. BRAZR 4 65484%, H Pt e Em AR im 2R84
Jt B AriE HMG Co—A & JR B 47 H] 71 % B L XA VT,

33. RAEK 4 854848, XL FAERERTARERMNZREH
F+ B A7iE HMG Co—A iF J& B& 47 4] 7l & AR T,

34. BAZXK 4 5856, L PAMERERTARERMNZRLH
F+ B Pri£ HMG Co—A if R EEI7 5/ & F H K4k iT.

35, MAIZRK 4 9@, L PArEeEmg AR ERMNEIREF
I+ B FF & HMG Co-—A 3% R B 37 4] 7l 52 1B X4 7T,

36. ATHNABEGRENEBT Gk, MRAEFTROHELLHTER

AERABZHAREGMRERAE - SHREARIAERANPE S0

5
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HMG Co-A X R8s H, A FPHAR —ShHAEF 2 —RHARME
MERTARERMNSE HMG Co-A X BB H M2 HF A E.

37. BAZK 3685k, A Pridmumpid Ad TEARGA: &
ERmE., RRBE. FEBMEBE. SMA-FHAXGBE. 5
FHERBA LG RE. BASEALYRE. ABRBBALXREARL
¥AMKBA KR E.

38. BMAIEK 3687k, LEPHERER S oEHIE.

39. BRAEK3I8HF%, APHECAEREX AN TEHARYG
W FHHEBHERL. HGhE, SHREB LETEK BFHEEF. ¥
A, SMEE. ARFTRERES SFlk. FHEES. BEEHRT.
B R., SEEF. HREEPIHRE.

40. BRAIELK 36T &, ATHERELRERE.

41. AL 4065k, AP X Mmarag Py X, ag#
FFo Beahihst, S8EURABEIILRGHEE.

42. BAZR 36 8975 %k, LV MERERNZERAAKX IR,

43. BAZK 28 75%, RYHANERABXAEXAFTRRE
B, k. WA, BlLkk. HURE. HHARE L AREBA.

44. BRAVZEK 36 95k, R PMARELZEMNA-FHA XA R
JE.

45. BAIZK 44 W7k, EPHELSMA-FBA XN HIRELH

6
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TRENERIAHZ .
46. BA 2K 3667k, A PHAEARELLHEK A L6555,

47. BHAER 46 W&k, RPHESHENRBAXGORERAE
K., lEME, ZAEXARERHR.

48. RAIZR3I6 W73, ATHERERLE AL RAE LG RE.
49. BANZK 36 695 %k, P A& R B IR AN K A

50. RAEK3I6WF ik, APHEAREREHERRRA XN R

5l. RAIZR G085 %k, LFPHELERAMEARA XGRELR

52. A& K 36 097 %, H b Prik 8 B B AR 4 Al A HMG Co-A
ERBWHANAAE 7 XL 5.

53. A &K 36 67k, HPArdstE & <ARRE R MNF HMG Co-A
ERBIHANAERA LR 5 XL %,

b4, MAEZRK3I6MFx, APHEABREARIAEARRANZHRIEADRL
A 9o, 1lo-BRGHLERSGHA-GEB LY.

55. RA| &K 36 6975 ik, JF AT & B B MR AR 4 A AR LA 8.

56. MA K 3667k, LATPAHEBERTAKRERNZES A S

7
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ey,
57. RAZR3I6 o7k, APHABERMIARRARAEE A .

58. A EEK 36 95k, K FHE HMG Co-A iF B &4 %) ik A
WTRARGA: ERET. BERET. FRET, LARBT. RE
fiT. B IEMAT. FIeAAT. FRE&RIT. BEEMAET, AREMN
THAE, B, EEBRPWY.

59. BAE K 36 695k, L FrrE HMG Co-A £ REsIv 4 ik A
WTFRHARGH: MIELT. FEMAT, ELET. T HRERT,
ARECMGTHEME, B, EEBPa.

60. A EK 36 655k, R PAE HMG Co-A XL BEEI 4 A 2 £
ARATT.

61. MAEK 36 895k, EFAE HMG Co-A & BB 4| H 2 F
F AT

62. BAZR 36 655k, HPAHE MG Co-A & R &G54l H X F
KT,

63. MA|EK 36 895k, HPHE HMG Co-A L BEEH4 H 2L
Z AT,

64. BA|ZK 36 695 %, HEPAE HMG Co-A X KRB H 7 2 %
ARAIT .

65. MA|E K 36 M55k, HPAE HMG Co-A ZRBEHHAFNZTH

8
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I ARAMIT.

66. A K 36 695k, R FHE HMC Co-A X BREEHH HNZ R
AR AT

67. MAEK 36 655k, L FHE MG Co-A EEEHEAMNZLT
FARAIT.

68. M A E K 36 895k, H P AL HMG Co-A £ BB 4 A 2L I
KA IT,

69. BRAEK 3685%, A VPABEARTAKERMNSE AFE HMG
CoAXBEHHNANANTEEZHELY: MERBRSAERNEMAE
HMG Co-AX REsdpH Ao EELH 4 10:1- 4 1:2.

70. BAERK6989FE, AFPMAESTHAYS:1-41:1.
1. BRA LK 698 Tk, AP EsAdg2:1-41:1.

72. A EK 36 MF%, RPHES —F6 MG Co-A & R Esp
#HFA A% 0.05 mg—% 100 mg.

73. ALK 36 9A4W, LFTAEF — 2658 B 8RR M
A% 0.75 mg— % 200 mg.

74, BA)EK 36 895 ik, L PR ERZRERHZIREH 8,
HF B IMG Co-A R R B R ML AR TRARGH: ELAET. &
AT, FRABIT. LRAEIT. RAEAT. BEAAT. HEARIT,
¥ AT, EAAT, ARECMNGTHRE, &, LEERAPTH.

9
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75. A &K 36 095k, Kb AT BB R AR R A AR A B,
JF BLAT#& HMG Co-A X REgipH Mt A M T X MMM FIeKMEIT.
FRET. LEET. THEERT, RRENHTHERAE, &, L%
B A w25,

76. BRA| &K 36 695 ik, A P ArE 8B BRI AR E ) 8,
Ff B P HMG Co—A £ B BG4 7l & £ KM iT.

T BAIZK 366575 3%, AP EEcARERANZRELF &,
B BT HMG Co-A 3% & B dp 4] 7 2 M 6448 7T,

78. A E K 36 655 ik, K AT BB B AR A R ARE A AR,
F+ B BTiE HMG Co-A i& J& B3 %) 7 & F X 47T

79. A E K 36 8975k, AP Ard B E IR RN RS A 8,
F B BT iE HMG Co-A 3% J& B 37 4 7] % &% 47T,

80. M A| &K 36 895k, P X 8RB BRI R A ZRLEA R,
F+ B ATk HMG Co—A iE & B3 4 bl % &% Ak 7T .

81. MA| &K 36 95 %k, L PArE o B8R AR I4KEH R,
F B FF & HMG Co-A if B Bgdv 4 7 2 3 LR 7T,

82. RAI &K 36 855k, L P AT BB 8 AR A Z4EH 8,
I+ BB iE HMG Co-A & R B&37 4 7] 2 RAXALIT.

83. MAIZ K 36 5k, X PAREE MRS RMNTIARLAR,
JF B F7 & HMG Co-A & R EEHp 4l H R F R AEAMIT.

10
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84. BA| &K 36 897 ik, 3L oF AT X B B 89 Ak 3 A R AR A B8R,
It B P& HMG Co-A & & 8537 4 7] 2 IE /X 4677,

85. LS —EWBRERIARRMNE S =36 MG Co-A £ B8
R F g E.

86. MA KB WIH4E, A PHMEABREBIAREANLAHMESRL
A 9o, 1la-BRKGFEFRISHHE-§ LD LoD,

87. RAIEK 8 A E, LAk 8B 8RR M 2 k& 8.

88. RA LR HHE, ATHEAMERIAERAZERY B
Ao,

89. ALK MAEE, LY ERERMTARRANTRY AR,

90. RAZK 85 M9 &, H b A& HMG Co-A & R &7 H Al ik A
WTFRARGA: ERBIT. BERET. FEMET. ERET. A&
i1, BAEARET. MEAET, FHRERET. REET, AREMN
B THME, B, LB,

91. RAI&EK 85 W95 &, HF A& HMG Co-A & R B ¥ 4] # ik
WTRARGA: FMEARRIT, FEMAT, LART. FREMRT,
ABRCMGTHME, B XHEBFa.

92. MA| &K 85 9 &, K PAE HMG Co-A X R Hl /2 £
AT,

11
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93. RAIRK 8 #9&, M FArik HMG Co-A &£ REFH F /2 F
AT,

94, WA EK 85 #5925 &, H FFAE HMG Co-A £ REFMHH H 2 F
AT,

95. MA| &K 85 #525 &, K PATiE HMG Co-A & REFH)H 2 &
Z AT,

96. A XK 85 &5 &, Kb ATk HMG Co-A & R B4y 4 H 2%
Z AT,

97. BMA &K 85 8925 &, HPAriE HMG Co-A X REEHF ML H
SARAMIT.

98. M A &K 85 85254, H Ak HMG Co-A £ BB 4 7 2 A
ER AT,

99. RAIZK 8 t§H &, K FAE MG Co-A EREBEWHMNEY
HARMLIT .

100. AA|ZK 85 4 &, L oF AT HMG Co-A & JR B4 % ] 2 I
AT

101. BRA KB AL, EPHERERTARERNSE AFE IMG
Co-AZRBIHHAATEEZILAL: MMABARITARRANL HRE
HMG Co-A X REsEWHFI AN E S AL 10:1- %4 1:2.

102. BAIZR 101 8% &, ATPHMEETEAL5:1-41:1.

12
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103. MAEK10169%€, AP g Ay 2:1-41:1.

104, BAIZXK S %L, AP S —F6) HMG Co-A £ B EH#H
HH A4 0.05 mg—% 100 mg.

105. BA|EK 85 W9 &, HPAMER — S8 E MK RA
#%0.75 mg— % 200 mg.

106. MAIRK 85 a4 &, Kb AT BB B AR HE 4 R ARE A
B, S HATiE IMGCo-A X REE M H Mz A TRARGH: £HKMET,
BARAT. FAMET. ERAET. REAET. BLAET. FiAL
T, FHRERMET. EAET, AREMBTHRE, &, LB
%,

107. BA| &K 85 6954, Ak 8 B MR KR R A R ARG A
B, JFHPTE HMG Co-A X REEHF ML AW TEARGH: Ak
T, FARMIT. EAAMAT. FRERT, AREMNGTHRE. &,
LB A A2,

108. BA &K 85 6925 &, A PATEREFSARERMNRLH
A, JFH A& HMG Co-A & BB 4] Al 2 £ & 4LiT.

109. WA/ &K 85 w45 &, H P ApiE e B M2 ARE 0 AR E A
B, JF B AT HMG Co—A & B 837 4] /| 2 F ek 47T,

110. BAEK 85 W&, AP ERTERERNZRLA
B, JF B A7k HMG Co-A i& B 37 ) 2 FRAIT.

13
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111, BAEK 85 694 &, H PATE s E MR Hi A2 kEH
A, JFHEATE HMG Co-A i B3 4 ) 2 £ &4k 7T,

112. RA| LR 85 95 &, P Arik st B M Sk 3 40 ) 24k 5 A
B, JFHEATE HMG Co-A iF R B3 4] 2 %KAM iT.

113. MA LK 85 HE, APHEAREABESAERMNZIKLA
B, JFHEPTE HMG Co—A L REGM 4 H 2 % LK AMIT.

114, RAIZK 85 984 &, A FPAHERERTKRIERMNZREH
&, JFHEPTE HMG Co-A &£ BB 4 # 2 A AR IT.

115, BRA&K 85 694 &, L VAR E R HAMZREH
B, JFHEPTE HMG Co—A & BEEHH H 2 F HF&E4iT.

116. MAZK 85 ¥ #H &, A VAL E R ARERANZIKEA
B, Jf B PT#& HMG Co—A & J& By ¥ 4] 7 2 I &4 7T

14
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B B B AR B A A HMG CoA & R 8
o F G B m o

EPHEE
K WA AR 3,

AXPAFARLEEAGTARBER B EFRIIRX L mE 0
REMAAKRY, HAIRAEFFRLEFLETRESEAXREAF T
M EGARKF LT Fo /X —FHXERARBREEGT . Rk, K
ERFREHEERMLARERNE HMG CoA E REEHFHIHNBELS A TR
ZAEFBTATEARY —HRXEHARREE: HSChETHXGRE.
5XERLAGRE. HERMALRE. SMA-FRAXGHE. 5#H
GRBALGRE. BRNSRAXGRE. ABRALERERSEAR
kW RIE. BHNE, KAWRFTRAMBGRESATRABT —FR 3
AR RmE, RPHABRARTARAANZTA-GENLESY, o
& &) .

A8 K AR R 0 B i
BE ] WR AR 3 4 A

Bt ) 8 (aldosterone, ALDO) 2 § AR A Lot A XA L ¥
FEEF., ERERARBIHNALHEL, IHEXRFTALAS
WAFERE., CEREERF, RAEANTHEEARRER A TR -1
R AR 6 ALDO-H 2 M40 22 — P42 3 Na'69 -k, ALDO w4 4F (K') #=
4£ (Mg™) o9 3 R A kA ¥ Na'fo K o B BOK.

ALDO Rt B A LA Mo P HERE., XERFHN TS hEEZL
AR L CHBABENLEAPDRLSEATAGLER. A, ALDO 2
WT$ARE MG RIXLREHRE,

$# B XA ALDO &5 A H AR M. TEFAFOLEFETARR
g ALDO A p kBB EAE (Al K. ACTH) . FhisddH

15
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P YEERE ALDO B9 AR R MBI ALDO W9t R IR E, mbe ¥R E K
MRS EEPTFLAZTE IO CARBFRE A ELRF.
BE-mFERE-RARAERMS)ZFAAYESN/E TN
NFHEFEET R G ERXEG—AEENS. FE- T ERF-8
AR ALNBENT POEIRF@ERS LB EEHB, FEAHBARL
EEREFI - BRARGIZEHRD R — XA RE. IHNK—F
kA Il RBAM BT REN, FLEF LKL CHERFHEH 4okl
BEEFS s, RIAPRPREGRE, WHREE2X%, REXEAANE
AoEH, MEMEEGS %, JIIRESCERKEEZXEAZLBATRE
AT EN, BAXFANKRGLEENAR BT ZHHART
KBEEARNTRE-LEEREFLZEAOER, AAEL TR LERR
hERRKEF N LEERTHANWANEEF-TERETALNER. AF
TFTodg Rk ERFRELETERE IT KA.
HEBMERITAKAFHEDR L. Hlio, BEABL —FHidd
ﬁ%'ii*‘l’i’ﬁ'lﬁﬁlﬁﬂ#‘l bmAERERBFTKRKFERENGE Y.
ZEENSMERR THEFEZS DT PRBBERGAER, LK
ﬁ*W%éﬁ%iﬁmﬁE#ﬁiﬁmﬁﬁﬁﬁw.MMWO%A
Clin. Sci. Mol. Med., 45 (Suppl 1), 219s-224s (1973)]. ¥E & AN
BAFLEATHEAACE HRARALGER, HlfRtf LR
M xH, FAFR 1 ngE EH K 400 mg 92 HE M H G IE S
ME[BP 1 mg/X. 5mg/K. 20 mg/RILVAIEE AB R MEEF LS
i 5L X ey K [P. A. Greenberger ¥ A, N. Eng. Reg. Allergy
Proc., 7(4), 343-345 (Jul-Aug, 1986)]. & 2iNiR3], ML 44k
AT ThERKE I B ERGIERKTHKE, W8 E R R
BEARESIDED PRSBSP4, AR BEREFLT
P BB AR KD Klug A, An. J. Cardiol., 71(3),
46A-54A (1993)]. AERACERAGAR G REGHE, TLP
BEANBLEGDER FREBSTRG 4440 [C. G. Brilla FA, J. Mol.

16
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Cell. Cardiol., 25(5), 563-575 (1993)]. % v JR% vh&g474k £ )
RECHBZ AR T ERAARSEN, THEE AE L 25 mng—100
mg/ X &5 F = A T #& 575 A & # 5 8 49 4K 47 & 5 [Physicians’ Desk
Reference, 55th Edn., p. 2971, Medical Economics Company Inc. ,
Montvale, N. J. (2001)].

AWM EAD, BIRAARA LT 2MEEERREIINBR, W
HhFRREREHBACETIHRFEF-wEERKFLEHTHN. 72
ACE HI M2 AEBAKRERA TEMAGLE. K& ACE W4 H Tl AL
WGk, A@FHEAQERAZR. L5 RE&k. &
G K Aok PR E KT ENGIEA.

o, RAACEHHMESAZLMEREFERE ITGHX, 12
EXEEASCKERGES T, BRARKFFRIAFERIFOLEHN.
Blde, BREBTFHEANGSZLESE L T ACE HEZHIE, 21
AR e FHREFXEZMEE ALK []. Staessen FA, J.
Endocrinol., 91, 457465 (1981)]. A#ZHEFEA MG oMEEE S
AL KB KM ey [C. Borghi A, J. Clin. Pharmacol., 33,
40-45 (1993)1. XA F AR “BEFARLRL” |

F—AAEERNRERATARRNGEARSARAEGEEA
BT . e T Grob FAMELHE LA 4,559,332 $E T HEA
FANGEA 9o, llo-RRARAGBRGENEITEY. LERFTEL
9o, lla- KR A-G$ XS HEFEABMLG AL AR de
Gasparo ¥ A, J. Pharm. Exp. Ther., 240(2), 650-656 (1987)].

ARG EA-AEBERTRIERNG L ZEER. XiHd
Schering AG FLX Lo WA AKGERX R B EFABEHFTRGER
M, FINELARFEEETHHE.

CHR TEERZERMNE ACE R MK T#& 7 S RFH L
X. b XBEARKFASORAT, B8R TEKS, FA
L CHF TR H- P8k E-HEAMAL RAMS)EERALN, &
Bl K TP G, FRAEAARMNSE TR EHBEFGKF.

17
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ACE #H B Loty hTRRKEGHR, BHFLEER
MR ERER.

AAZBIE ACEHH A 53 & MBS A R RALEA RAAS 8 5
R¥HE. B, BERAREHNEZEARKSEALNS &L, R
oo & # 47 353 [P. Poncelet A, Am. J. Cardiol., 65(2), 33K-35K
(1990)]. £ 90 LB AATHHAT, FFHREHNPEY HEES
B, AARGABERHAEM CHF, mAXALA L= EM hifid
5 F# [U. Dahlstrom ¥ A, Am. J. Cardiol., 71, 29A-33A (21 Jan
1993)]. ERE, HEEANE L ACEHHMNKLSL L 16 L 24 At
SHEBHESE, AT 13 LEHFAAFFIFGHR[A A van Vliet
¥ A, Am. J. Cardiol., 71, 21A-28A (21 Jan 1993) ]. s F# %
BE AEF ACEWHFIARAREHNGIKSELTHES, CEATHEAK
E2HRE, AR ERERINEZE EH T4 RBRB KA T RAA ZH ZF,
FEEZREEENESLF P HEKK[F. Zannad, An. J. Cardiol.,
71(3), 34A-39A (1993)]. AMMGEG AEFEAT T, BENE
Fo ACEWHI A K R FE AL 1663 2 B S EC A RBWYEH T k47
# [B. Pitt, % A NEJM 341(10):709-17 (1999)]. Z ARG H e %
XA, HHFEAB M ACE W H M F& 78, L EBK 30%,
ABE ST RBAK 35% BIIE/L 6000 3 625 FHiT—FEKRMGBE
BF % —EPHESUS, A X % 5 ACE 47 4 # B & 4 A w4k £ A &
(epoxymexrenone) &5 3 &

e ERRKFIIZARERANEREARTAERLAGHDALSRL O
B. Blde, f£ 1992 % 6 A 25 A )ikt PCT F35 US91/09362 & T
KA RAAA%LhEERE II RRACSDEREARRLRH
2 oo JE

EREAPERMNGBESEF O TUARNYESRH., RERS % 8
(SH-641, Angeliq) 8% M A A K IEE L T 5 2 ¥ — 8 (SH-470,
Yasmin) 9 A4S R ey, SH-4T0 4R A THAB O IRBEF .
HMG—CoA 3% J& B 47 4| 7
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RT&FahBREFEARYG., AARRAERAFXGAKLASH
RGRBEMNCEAF TP, XBFERMNECIEH T8 624 HH
WIAE, A RESHN, AT REERE RFA. 3-REA-3-FEX
ZEEHBE-A R REHH N ( HMG HEE-A RS AT X “HiTH
HH” ). EFH X fibric acid 474 %, G TERNFAENH.

A& 7 HMG Co—A i J& B39 4| ] 69 41 & ofn Big K 75 bk ) R 38 i 4 ) T 8%
3-RE-3-FRR_BLHB-A LR ( “HMG Co-A EREE” ) Mk
M. B F k4 HMG Co—A 3F R B 4 4 0] 4] Jo S X 48 7T 5k A 4539 %)
HMG Co-A & R 8%, & 2 E 88 % 16 Jk b 4K fo 7% LDL f2 ) 8% 69 A 25 % .
Sacks FA, “AEAAFHEBAEKFGELS P SMEES EKMIT
st T AKBRFESGERE” , New England Journal of Medicine,
335(14) :1001-9 (1996). A EXAMTHATHE—F A TRAFH @I £
@ LDL &4k ag L3R, 454 3o B BE 3R A A A A e i B & A s L)
Fujioka FA, “ERETHA—F 3-BE-3-FER-_BHEBG-A £
REwHANGEERFREEAAGHIE, ERFERIEXP L
FTPHRATHHER — R HBRXBHRG%E ST % %" , Jpn. J. Pharmacol. ,
Vol. 70, pp. 329-335 (1996).

Ksn B e it 8k 335 % & (apical sodium-dependent bile
acid transporter, ASBT) 37 4] 5 HMG Co-A &£ BRI A B A2 %
— ML FF T PCT w35 WO 98/40375 .

F HMG Co-A & R Badw ) 7] 5 M2 it B & G- MW IR B G- 7 & e 1) BF
feJE A WGP LA IRE. HMG Co-A X BB H A& ALITS =
TRESHUMKE RBANKSLAENTT Vega FA, “AEAMIT
(Mevinolin) e kB TP T ESHEE B~ , JAMA, Vol.
257(1), pp. 33-38 (1987). HMG Co-A if R ¥y 4| A & X4k iT 5 f2 it
BRESHMIEE R B BGKSL B AT T Pan FA, “EBHREF X
R ERETESEAGE L E T EDFRHFE , Clin
Pharmacol. Ther., Vol. 48, No. 2, pp. 201-207 (August 1990).
6L 2 fe ] BE B 312 % & (CETP) 47 41 7] A= HMG Co—A 3% JR B4 ) 7] 6 B &
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ERNLHAFTXEEAF 5,932,587 F.

AAECABENKES T RETN GRARLEARXG K FTLAR
if. Ginsberg, “/ HMG Co-A E RBH M N PHKESB L FEELHHE
B8 32857457~ , Clin. Cardiol. , Vol. 18(6), pp. 307-315 (June
1995) PR, T HEEAHLEGHGRF, A HG Co-A £ R8s
WAERETBRAESERE. BB fibric acid T E DR THBHES%
J7 il A R H &% B 4. Pasternak FA, “ABA T KN E K
FOEE MBELEPEREKBRAGGHGKASSETEAER” , Annals of
Internal Medicine, Vol. 125, No. 7, pp. 529-540 (October 1, 1996)
THRE, HMG Co-A & JR & ¥ ) il & & A 7T 55 M MR 09 35 By 41 6 X, E R AL
Th fibric acid 4T AEH T E N F e M A S %A KL MK/K LDL f2 B
B K F.

XEEAChEROKEETEAXLKRFEAERE., ATHR
S fn 5 9% &9 ASBT #7411 5 HMG CoA i2 R FI A MmN F T £
H % #) ¥ 3 09/037, 308 .

J. Sasaki FA(Id.)#HET RALTE XRWABEHKES LS.
BHRAAZE, RELTEXwREGLHAES L 750 mg/ R M
MEMFARARERIABARERETHRAAZLR” .

L. Cashin-Hemphill % A (J. Am. Med. Assoc., 264(23), 3013-17
(1990)) F# & T X R FAFBRGKESE TN T AR B H A
MABERR. AHEGHEROBEARBARIKRBREGRR L= A,

MEBEa5 FAETHRELETALAGH B ZBKFGEL T
BT A/ #H ey HDL % F (N. Hoogerbrugge ¥ A, J. Internal Med.,
241, 151-55 (1997)).

H. Gylling F AKX T 5 & bt 5 8 margarine 5 & XM T 8 K5
# 4 (J. Lipid Res., 37, 1776-85(1996)). 4Rk, ##& 7 B L
FHERSGEFRMABEBRBES FHHIEARGRK, FEEEHRIK
LDL A= ) .,

Brown ¥ A (New Eng. J. Med., 323(19), 1289-1339 (1990)) 3%
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BT EHREMAGERETHI, BRETEEESAGBELSLT AR
B Bk A B AG R F 64 B it Fo ST REAR F 0G4 4B

apoB 4~ s34 H 5 CETP ¥4 M e§ 8474 57 Chang FAAF T
PCT 4 #] ¥ i WO 9823593 .

Buch F A (PCT ¥ 4| ¥ WO 9911263) A TH FRF LK HK. &
BRI, KA EoERSR Rl AMRORESLYT, AT ek
RAW T AT EAY, ERHE T SRASH G %57 . Buch FAL PCT
FAH wih W0 9911259 FHA T CLRARFPRFIEALITHIES L
7.

Scott A (PCT 4 4| ¥ 3% W0 9911260) #i% T 6,4 F e K4t iT Ao 4.
o e B 25 B KB T .

Dettmar #» Gibson (UK % #| ¥+ GB 2329334 M) ZXH#¥ A TH%
M REEEBEOFEEAEKFGETAEGY, LA Paashesd
HMG CoA 3£ & Bg %] | fu R it % 4.

ALEE XA, ATRAGRAFTARALLARES., AEKER
G EWN KRR E &6,

BKEe%S |

RN HWET, WA TRESFREDETHRAERELA
HEGEERI, REFTEEY. A, ZHNRRARE, ALk
BhEohERALNRE. BXEAXORE. HEKRMLBE. 5N
H-TBAXGRE. SHERBAXGRE. BASLAXGRHE.
BBmAXmEREBEAXGRENKRRZILASLEIT, REFE
EHEERMAFFREBARARA LS TEET TR, RAP4HX
NEZRBTHAEHE T 7, QIELALE —F 54 HMG CoA & &
BHFANCEIRESERG—FHXEHAREARERANCESY, ATE
AFFREEARERGEFFTHREEOA KB FLEARATARE
BRRBFEFERI A B G EE -—FRXEFRRERE. INRETH
RBHERGRBEEABERBRAELY, ARE-ANEZEFTEP, FEH
ENTRTRGER AT SMBEERTR. EF—ANEHRFEF, KBS
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ERNTATRGERAEN GRERCERBILELER. EF—A Lk
ZEY, BEEF TATHGREFEARERARLXBBERE. £
A—NEEGTEY, BEAATRATRGRAEFTBER. AF—A%
AR, BEE AT TATREREF R EHEL BRI F XI5 5.
THOEFHARRTHFAS, IR TROE—FREHA T
B AMXARFLEFRBELFIISIAGFSGEFTAS (Hlw=
BEBF) .

EVaAFTERIKFHGET TR, KAXBHGEHAL
BFTHRGZEEN. BREGKXER/XERGERICLEDHNEE
.

AR E

EXERGEAFTBE FA:

I, EAKRT A /A RGRETARERL AR ER DL B &
—HRENRBREEN T &, EPHMEFT OB AL ALTHR
] 89 % AR 3 3 o HMG CoA iE & B dw 41 #1.

2. AT#AK a5 chERLGRE. SXEHALNGRE. #HE
FABXMRE. BEMA-FBRALGRE. SHERBALGHE. BA
THARGRE. EBRRBERERPEBREA LG RENS —FX S
FBIE Tk, QL AL HA LT HEEE B SRR 5 A A HMG CoA
E R B H A

3. B — A7 @, AXARBAEBESBAELT —FX$#
FridmumEeg sk, A PEARBARTAERANZIRE -G LW B 4o
& F) 8.

4. EH—A7F @, AXPARBAMEBEEHTREF —HX$#
ik maedy ik, AP ERTARERNZIES AEELESHH
Jo 3% G P B,

5. RAMAFRGHME, aEhhmdhm, Lvas—FR32
BB R AR RA A —Fr X S A IMG Co-A & R B34 A,

6. EF—AF @, MEHHAL AL —FXSH HMC Co-A E R
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iR N ARERTARRN, AP ERAHN AT A-E 2406 H 4]
Stk LA 8A.

7. AR —AF@, HEHHBES AL —FR S FH HMG Co-A £ R
BB RAERN, HTHERAANZEE ABLEHH
3R & N B

8. AAVNEFROL—FHASHBEARMTARERMNF—H RS H
HMG Co-A & REEH HF A 695 &.

9. AEXPREFROLELE—HREIHABREARTKhERLNF—FXEH
HMG Co-A X REs#H H F 69 e 41 &

AXRHRLeT@RETIFRSAARE.

ik LG G mPpGE

EREA, AARER—HRXSHABREARTAERA (LLRZ
ATF&EBEARSHGRERERTERKERN) fo—F R % # HMG Co-A
E BB E A (LR Rk B TE ALK AE WG AR HMG Co-A & R Bs#
HA), TLEAGTAREERARBEZEHIIRK I mE oG55
AR, BHNREFFRAEALET, R HBAXEAFFIEAE
OARRBAEAL /ARG —FREHRBRAEGER. 47
2, KEXARAS BB RERZIKIERMNE MG CoA & R B4 A B A1
A, REFAATHG—FHREFAREREE: S hETAXGRIE,
EXBEAAGRE. FERMELBE. SMA-FRAXGRE. HH
GRBPA XM mE. SASRAELNGHE. SEARRAXGREME
BREAAGREN. L PREBGIRE TIHRBHEIGHREE,
B —ANEsyEF, BESHFRTRERE T S IAREX P K
MEHERER., EF—AERTEY, REETATRABRE T &R
EXRSHEBRESCERRKILERR. EF—ANERFTET, KE
BAMTRGRETEHEERBRELBERYG. £F A XETET,
BABTATRGREFTEERIMERERLZE 5 X RE R IEIK
B, EA—AFERFEP, KEETFMATRAGRETETREERRX
BREIWRERCLEEIRGDRBR GO REIABHG. £5—
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FTEY, BERFTATRGRERFRAREXINAZ . £FH—A
EHRFTEY, BERAR TR RET XY XA XA EHF RMRAEEK
AR BERERERALAGREFHE., EF—AFERFTEFY, KES
BRRATHRGRET OB BRACELT. EF-ANAERTEY, ¥
SRFATRGRAETAREALARRAERE. LR, KAWUF A
RHEBREERAR—HREHEAR, A TREAFTARERAL
FEA-E EWAW, Bl etk EF) 8,

EEBHERFTEP, TARAEL—WRFEZETIPEG —HX 5 H
ERBREE, BHEAHKEHTRTAGAERRER G M ELA—F
REFITEBE BRI,

B ) B Ak 3 4 A

AiE “BREFERAN BESLLOBREAMIAKGLEY, AEH
HERAFAEZTAFEERAGEFHHANLRAT RN FTHRERE
B,

AFAZXAFZ S HBEARARRAMNBFTEAREAREDE X LED.
RiE “BYEARYE” TATHEIHGLEH, LoL20RaHT &
BESHLE —BASE D REHABK., — ARG AREKE
B 42 5 A0 A4 W 3R - & K B AR S B N AL A ) e 4k A BRL AR
F—IAESARARRACSDHERE-$ERBARAERANLSE
P 5] o 3R & P B ALK,

AFAXPRFRMHFRA-$ERARERARSHEFTRLA A
HAERFRLSBRRGEH. KiEF “KARE” FHITHOHEHEMEFEL
EBAERTFZAAEA —ANARETHEAFHGRS:

/N /N /N

FALHE 1,3-FamA  1,2-FAA/E

AiE “EE”, WmiEE “KEA-SE PHA, ATHIRHIFE
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FoRBHGFE, LEAFRG “A” . “B” . “C” # “D” 3. i
AR TRAEEMTHRERTRAGLE W AR FRREFEHL,
LHARH, AELIAEEY AL, REZEFOTAEKZGHKELL
IR, 5 “FE-GE EROELA-AXRSARETHHKEA
W EH.

EARMTAARFA SRR A-SEARBERERAN, 6HELHF A
BMENEHCHRLAFER IS AR. HAKEHZLAY VY,
117 Y- 89K &3 589 20-spiroxane tL4-%. Ta g4 o4 1—11,
RITAATAEKAFTEGHERLD Y, 1) Y-RHRAS LY. £ 8
FE-GERBAMBREANGHNTFL, odEkEHBAGLGE, 2L
FRERATERLRBEAGELATE. KREARERGEERTH
SERBRAL, ZIHIAEATAHNBRERLELRLANIIL, LEXAHELRE
M S THEEAREE K o BEFXFEFE K.

KR E - EESHTAHRHE T Grob FAMEEE A 4,559,
332 THFEME. AL 9 II-FRE-S$ XS enNeitey
ik, AFFF Ng F A W097/21720 #= Ng % A4 W098/25948 .
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HREFREGRED L TGS 1 GRENR (LA
epoxymexrenone). R EA WA —HREFSTARERA, FATTRE
FZARAEA S RS A ESHOR . RBRLEHNRELLALDP
ZEVEARERNEAA THKELEIANER, flod TEALAR
MR FHGBERERN TR LG F FABBLE.

ERTARAG EFHEFRA-SEREARELAN, e X 1A
X —%RBEAERLESH:

€y

EFREAATHESABRREFHKBRL, FA8

7
‘ﬁ:‘q] \C15VC16 ;%

Nt s T~ &% TV

ol @}
10
I
S

oA RO L EP A LHEAR, KEPE ZEAPERR,
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EHRGERXEGX [ EHT:

To- LB A 3-8 4K -4, 15-# = H-[17(B-1" )-&-5 ]& 4%
-2 -B;

3-H K -Ta- "B L -4, 15-B = %-[17((B-1" )-%8-5 )L &%
H-2" -8,

6B, Tp- & ¥ A -3- &K -4, 15-F = H-[17((B-1" )-&-5 )& &
-2 —8;

15a, 160— & F ¥k -3-A K -4, Ta- B BA KL -4-BH [17TB-1" )-3%
-5 ]2 A%w-2 -8;

68, 7B, 15a, 160—= ¥ F X -3- AR -4-#H [17(p-1" )-3&-5 ]-
A Avkwh-2 -8

Ta- L BB & -15B, 16B- & P X -3-FE K -4-#HH-[17(B-1" )-3
-5 J4&%w-2 -8;

158, 16p— & ¥ A -3-A XK -TR-A B AKX -4-HH-[17T(B-1" )-3F
-5 14 Aavkw-2 -8; #

6B, 7B, 15B, 16p—— & F A -3-A K -4-#H-[17(B-1" )-%-5 ]
2 A kh-2" -,

HEX ISP FEMET 1978 F 12 A 12 A A&, BT
Wiechart A EEH £ 4 4,129, 564 F.

H—HARXENEREA-SENSH B X IT K&

I

APRECHREXCBE, FARIZHXC KA,

ARG EFLEGX I HEH T

lo- LB s -15p, 16B-E F A -Ta-F AL -3-ANK-1Ta-F 4%
-21, 17-F A & (carbolactone); #v
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158, 16B- % ¥ i -1a, Tao- = F AL -3-&K-1Ta-F-4-%-21, 17~
YA .

HEX II RSB HFEMET 1988 5 12 A 6 BAHG. KT
Nickisch ¥ A8 £ B+ 4| 4,789, 668 ¥.

A—HRARXEGEXRA-§ESHd X TTT K 4:

(1)

PR ZBEEKRLE, KENKERAALZFTEA. LA AAFTA,
BEREF X EHLE M alE:

3B, 21-—F X -1Ta-%-5, 15-—H~-17-F & y- A 8;

3B, 21-—F K -1Ta-F-5, 15-—H-17-F By- N & 3-L B &;

3B, 21-— K -1Ta-F-5-%-17-F &y- A &;

3B,21-— K -1Ta-F-5-H-1T-FB&Ry- N & 3-L B &;

21- X -3-&K-1Ta-F—4-5%-17-F By- A &;

21- K -3-F AR -1Ta-F-4, 6-=H-17-F &y- M &;

21- X -3-8RK-1Ta-F-1, 4-=5H-17-F By- A B;

Toa-BtA A (acylthiol ) -21-# X -3-A R -1Ta~F-4-H-17-F B
v-REE; Fo

Ta-LBARA-21-# K -3-AK-1Ta-F-4-H-1T-F BRy- N &.

#HEX IITSeg k4T 1966 6 A 21 A aHey. & F
Patchett # £ B % 4] 3,257, 390 ¥.

F—HRAFREGERA-G EUESHEX IVARL:

34



02814557. 7 oM P E21/53m

(Iv)

EAFE ARLE, RLHEEAFF(KEEBEL)AXRTE, B 0 &
BERTHA. RLHEA. (KEARBE)ALELES (KAL) BE
FRE REFE, L E #F ° SHRELEP(KRARBL) R
APTEN, RBEAEZFTE P #P ° HABEREZVEHELE—A
(B L) sk,

—HAEEGX IVIEXRE-§EHEHIX VET:

[_—[‘-———O
)
)

o Cis

4&?&%%——-@ —s V)

AVERRGHEADR 1-CBAL-1To--BETH)-1TB-2 %
— M —4-H-3- 8 P B,
ARG IVIEFREA-S LS B X VI £+

WO
0

*

‘V

CHj

(VD)

(¢}
I

s—c— KRR AL
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FHRAEGX VIS WEHERT:

Ta-TEAE-1Ta-C-BETR)-1Tp- A -#-4-H-3-8F A &;

TB-LMAE-1Ta- 2-B A TR)-1Tp-# X - -4-%-3-F A &;

lo, To- = LB E-1Ta-2-BZ X THK)-17p-# KL -4 -4, 6-— %
-3-% A B ;

Ta-LBARE-1Ta- 2-H A TH)-1TB-F X -#-1,4-—H%-3-F N
A

Ta-TLBARE-1Ta-2-Z X TH)-17B-F X -19- %k ¥ 4 —4- % -3-

&N B Ao

Ta- LB -1Ta- 2- B A LK) -1TB-F K 60~ F K H-4-3-3-
AR P A

EXIV-VI ¥, K& “BA” BREGELA 1 -4 8 A5G A
o XA, KiE < (RERBER) A" a3 XKERL—C(=0)—S

P AL
FANAFRENRLAT @EMAEX LRGSR EG A B

“SCOCH;

“WEAE @ 1T-BA-Ta-# A -3-AR-1Ta-F-4-H-21-F By-
MBS LB B,

MEX IV-VIeWuEHiET 1961 F 12 A 12 B AHH. &K
F Cella A EREA 3,013, 012. &K HFH 25 mg. 50 mg A
100 mg 9 Rh A HBXHEE ABH G D.Searle & Co., Skokie,
I1linois 454%, ® &% “ALDACTONE” .,

A — A S E BB B RN KN X HZLEERN
[6R-(6a, Tat, 8B, 90, 10B, 13B, 14a, 15a, 16a, 17B)1-1,3> ,4* ,6,7,8
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,9,10, 11, 12, 13, 14, 15, 16, 20, 21—+ 5 £,-10, 13- =¥ A ¥ [17TH-—3F
# bt [6, 7:15, 16] 28 R 4w 5f (al E-17,2° (5° H)-*%]-3,5 (2H)-
— %, CAS i85 67392-87-4. & Fit A RFEW 5 LML T H A
GB 1550568 1979 ¥, 4kt DE 2652761 1976.

HMG Co-A 3£ R & ¥7 ) )

K& “HMG Co-A & R EG# 1M~ % 7 4L 45 FE 1K 1 B8 HMG Co-A i£ R
BT RN E., REAMILEZR NS Y. A3 FHEH
65 HMG Co-A X BB W F AT AR TARAKXAGASFo T X F. THG
HMG Co-A £ BREEHFI M TAZ, Hldn, SRR FSRFAHLESY,
MEARF RO i P RIGILE Y, IAELGREDGIZ BT
HAAEBARMD LB L RGAH. TR TARLPE. HMG Co-A &
Jo B3 ) 69 3 R B ) 46 D T TR 2 69 AR 2k HMG Co-A £ R Bg 4
FH, aIEETvFHIKR, oMK, SRS, & L FHAK,
B, Mk 2 PFT5 65 HMG Co-A X R Esdp R M egaT . & 2 894 574C
SMRBUABSHHBIXEATALAY, aFERBX. EHBX. SMHr
. ek Mk, BB TRL T RHAK,
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% 2
A5 Fo B fo R fOBE AL A B LK
R K ES Wiy CAS 5 &
XRE A 23602-78-0 ES 474498, Servier
RARAL T 93957-54-1 EP 244364, Sandoz
B EALT 75330-75-5 EP 22478, Merck & Co.
H# &M 81093-37-0 DE 3122499, Sankyo
FHEMIT 79902-63-9 EP 33538, Merck & Co.
M ie&kHe T 134523-00-5 EP 409281, Warner-Lambert
5 3 X7 145599-86-6 JP 08073-432, Bayer
MR IT AR AR K6 K | 132017-01-7 EP 380392, Merck KGaA
Hutvh o
ZD-9720 WO 97/06802
ID-4522 (£ # A4 ¥ A 4% | 147098-20-2 EP 521471;
4&77) (&) ; Bioorg. Med. Chem.,
147098-18-8 Vol.5(2), pp. 437-444
(#3) (1997) ;
Drugs Future, Vol. 24(5), pp.
511~513(1999)
BMS 180431 129829-03-4; Sit, Parker, Motoc, Han,
1567243-11-3 Balasubramanian, Catt,
Brown, Harte, Thompson,
#2  Wright, J. Med. Chemn.,
(1990), 33(11)
2982-99;
Bristol-Myers Squibb
NK-104 (& #& % & 4% & | 141750-63-2 Takano, Kamikubo, Sugihara,
iT#0 nisvastatin) Suzuk, Ogasawara,
Tetahedron: Assymetry,
(1993), 4(2), 201-4; Nissan
Chemical
SR-12313 126411-39-0 SmithKline Beecham
Carvastatin 125035-66-7 Tobishi Yakuhin Kogyo Co. Ltd.
PD-135022 122548-95-2 Parke-Davis & Co.
kAT 120551-59-9 Pan Medica
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&2 (%)

L84 Ao
WA KRS

Bk KR ALy CAS 57

A K

(BE—_RX-B%H
i) s A ag i s
¥, 835 S-4522

148966-78-
139993-45-
139993-47-
139993-49-
139993-51-
139993-53-
139993-55-8,
139993-57-0,
139993-59-2, 139993-60-
139993-61-6, 139993-62-
139993-63-8, 139993-64-
139993-65-0, 139993-66—
139993-67-2, 139993-68-
139993-69-4, 139993-70-
139993-71-8, 139993-72-
139993-73-0, 139993-74-
139993-75-2, 139993-76-
139993-77-4, 139993-78-
139993-79-6, 139993-80-
140110-63-0, 140128-98~
140128-99-0, 140157-62—

3, 139993-44-
6, 139993-46-
8, 139993-48-
0, 139993-50-
4, 139993-52-
6, 139993-54-

139993-56-

139993-58-

5,
7,
9,
3,
5,
7,
9,
1,
5,
7,
9,
1,
3,
7,
9,
L
3,
5,
9,
9
6

b

EP 464845; Shionogi

Z Bk A =Bk 89 B
¥

125894-02-
125894-04~
125894-08-
, 125914-96-

125894-01-
125894-03-
125894-05-
125894-09-

b4

»

Sood, Sood Spielvogel,
Hall, Eur. J. Med. Chem.,
(1990), 25 (4), 301-8;
Boron Biologicals

Zaragozic Acids

157058-14-
157058-16-
, 157058-18-

157058-15-
157058-17-
157058-19-

H

y

2
4
8
7
5
7
9

b

GB 2270312

-G EBEMM, 6
3£ U-88156

1,
3,
5,
9
157058-13-4,
6,
8
0
7,

157555-28-7, 157555-29

-8

Larsen, Spilman, Yagi,
Dith, Hart #» Hess, J.
Med. Chem., (1994), 37
(15), 2343-51;
Pharmacia & Upjohn

U-9888; U-20685;
U-51862; # U-71690

39945-32-9

Pharmacia #» Upjohn
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2 2 %

5% Fa
R KRS

Bk R A PSS CAS
5 5

BH LK

o I R A A
H, QHEFEHE

64405-40-9, 101197-99-3

Hermecz, Meszaros, Vasvari.
Debreczy, Hovarth, Virag, #=
Sipos, Hung. Arzneim-Forsch .,
(1979), 29(12), 1833-5;
Mitsubishi University

BMY 22566

129829-03-4

Sit, Parker, Motoc, Han,
Balasubramanian, Catt, Brown,
Harte, Thompson, and Wright,
J. Med. Chem., (1990), 33 (11),
2982-99

& k@

50673-97-7

Raulston, Mishaw, Parish #»
Schroepfer, Biochem. Biophys.
Res. Commun., (1976), 71 (4),
984-9; American Home Products

CP-83101

130746-82-6, 130778-27-7

Wint # McCarthy, J. Labelled
Compd. Radiopharm., (1988), 2
5 (11), 1289-97; Pfizer

KR4 T

132100-55-1

Kuttar, Windisch, Trivedi #=

Golebiowski, J. Chromatogr.,
A(1994),678 (2), 259-63;Rhone
-Poulenc Rorer

ZRERMT

77517-29-4

Falck # Yang, Tetrahedron
Lett., (1984), 25 (33),
3563-66; Merck & Co.

DMP-565

199480-80-3

Ko, Trzaskos, Chen, Hauster,
Brosz, #» Srivastava, Abstr.
Papers Am. Chem. Soc. (207%
National Meeting, Part 1, MEDI
10, 1994) ; Dupont Merck
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A2 %
E-4 Fo BEhRFeREMLES G CAS| £ LK
e fHk |58
whor K fougEvog X | 122254-45-9 Beck, Kessler, Baader,
~LEHR E PR Bartmann, Bergmann, Granzer,
YEERE, & Jendralla, Von Kerekjarto,
# BoAkeT Krause, ¥ A, J.Med. Chem.,
(1990), 33 (1), 52-60; Hoechst
Marion Roussel
GR 95030 157243-22-6 US 5316765; Glaxo Wellcome
&= jfatez X | 130581-42-9, 130581-43-0, | EP 369323
- 130581-44-1, 130581-45-2,
YR A% &, % |130581-46-3, 130581-47-4,
AR Ao 130581-48-5, 130581-49-6,
130581-50-9, 130581-51-0,
130581-52-1, 130619-07-7,
130619-08-8, 130619-09-9
6- %X & X -3,5-|127502-48-1, 13606-66-1, | Jenderella, Granzer, Von
—RE-T & |136034-04-3 Kerek jarto, Krause, Schnacht,
2 F- Baader, Bartmann, Beck,
Bergmann, ¥ A, J. Med. Chem.
(1991), 34 (10), 2962-83;
Hoechst Marion Roussel
L 659699 29066-42-0 Chiang, Yang, Heck, Chabala,
# Chang, J. Org. Chen.,
1989), 54 (24), 5708-12; Merck
& Co.
L 669262 130468-11-0 Stokker, J. Org. Chem.
(1994), 59 (20) . 5983-6; Merck &
Co.
£ AT 73573-88-3 JP56051992 ; Sankyo
Pannorin 137023-81-5 Ogawa, Hasumi, Sakai, Murzkwa

#» Endo, J. Antibiot., (1991),
44 (7), 762-7; Toyoko Noko

University
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02814557. 7
2 2 %
8- Fo B Afe KA A | AHFLH
Aot o FF £ & CAS 575
Rawsonol 125111-69-5 Cane, Troupe, Chan, Westley #»
Faulkner, Phytochemistry,
(1989), 28 (11), 2917-19;
SmithKline Beecham
RP61969 126059-69-6 EP 326386; Phone-Poulenc Rorer
et B AT A6 HMG Co-A Kramer, Wess, Enhsen, Bock, Falk,
EREBEHHN, €I Na Hoffmann, Neckermann, Grantz,
S-2467 #» S-2468 Schulz, % A, Biochim. Biophys.
Acta D, (1994), 1227 (3), 137-54;
Hoechst Marion Roussel
SC 32561 76752-41-5 US 4230626; Monsanto
SC 45355 125793-76-2 EP 329124; F Lk
SR BEHG HMG Co-A & | 133983-25-2 US 5274155; Bristol -Myers Squibb
B H A, €45 SQ 33600
6-% A ¥ -4~ v | 135054-71-6, 136215 | EP418648
Akw-2-8, R&fHE | -82-2,
136215-83-3, 136215
-84-4,
136215-85-5, 136315
-18-9,
136315-19-0, 136315
-20-3,
136315-21-4,
136316-20-6
T $e AR A0 i 45 134523-03-8 Baumann, Butler, Deering,
(CI 981) Mennen, Millar, Nanninga, Palmer
#2  Roth, Tetrahedron Lett.
(1992), 33(17), 2283-4
BARAL T R EP 245003
wh.oh BAAT £ US 4937259
1,2,4-="%-3, 5-—8 | 16044-43-2 WO 9000897
ek -3, 5- — & 124756-24-7 EP 321090
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k2 %
144 Fo Ak oK RS | AF Tk
R RS &5 CAS 5 &
CS-514 81181-70-6 DE 3122499
1, 10-= (HZA-FaE) £5 |32827-49-9 DE 2038835
a, B, Fey- A RE X8 EM Huang # Hall, Eur. J. Med.
¥, 63 N-RE-%EFAX Chem. , (1996), 31 (4),
ATKE® 281-90
3-f A -1-(2,3,4-— A & -, Huang # Hall, Arch.
—-RZARER)-H-1-8, Pharm., (1996), 329 (7),
B - GRR-FkRTFA 339-346
~1-(3-AEXK)-R-1-8
B 84 ok ok bz B4 &% | 64769-68-2 US 4049813
BESTAED JP 07089898
4-[1- (B 09 R 30 ) -2- K- Watanabe, Ogawa, Ohno,

Yano, Yamada # Shirasaka,
Eur. J. Med.

(1994), 29(9), 675-86

Chem. ,

—HFE(mEaREk, wWwAK
Kk, RN EHKEKR
Fubed) e B AT AW

US 5134155

HMG Co-A 3% JR B 37 ] 5

British Biotech & Japan

Tobacco

HMG Co-A i& & B 37 ) A

Merck & Co.

A-1233

Kitasato University

BAY-w-9533

Bayer

BB-476

British Biotech

BMS-180436

Bristol-Myers Squibb
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k2 %
4.4 Fo B F R A B Lk
1454 oG # £ WA A8
CAS 57
BMY-22566
HMG Co-A 3 & B4 4 # Bristol-Myers Squibb
HMG Co-A 3£ & B ¥ #) #) Ono
HMG Co-A X REEW# A, FH Chiroscience
HMG Co-A & REEH H A, Jto& =k ifut Nissan Chemical
4
HMG Co-A & REEH H H, Bi-R &8 Pharmacia & Upjohn
HMG Co-A F B EgipHl#), X% Sandoz
HMG Co-A X R EE#HF M, 6-K AKX Hoechest Marion Roussel
-3, -—RET&
M ofn fig ) Warner—lambert
N-(I-F AR -ERK)-8-2- (W& Sandoz
“4-# Kk -6-A K -2H-wHh-2-%) ¢
A)-2 &%
N-(I-EKA#L)4a, 10-= F £ -8- Hoechst Marion Roussel
BE-AX-RR-3p-%
P-882222 Nissan Chemical
S-853758A Hoechst Marion Roussel
(-4-(2-4--R X X)-5-w % Bristol-Myers Squibb
2-(1-FPRTHK)-6-F K -3-mwe &)~
LHR)RA-RBE)-3- A TR =
# 3k,
SDZ-265859 Sandoz
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ik 2(%)
ot Fa Al &4 89 # £ EHhfRARLES | FEIHK
g CAS 5 &
(4R-(4a, 6B (E)))-6-(2-(5-(4- & %X Warner Lambert

E)-3-(Q-FAZH)-1-2-m i
“H-wtk—4-R)LHE) WA -4-F K

—2H-wt. % -2- 8

SB-RE LEA-BRRRARITED Boehringer
Mannheim

6-RE-2-A-5-FAER-4-FTR North Carolina
University

6-XREATHE-H 6-FX A THE-(4- Hoechst Marion

FRA v Ewh-2-8) 0P Roussel

E—ATHFER, iTESGH g ERRLT. BARET. F&
o iT. EEAMAT. BAAAAT. MieART. BaRAT. AR T,
7D4522 (¥ #R ¥ osuvastatin). BMS 180431, NK-104 (¥L#R# It X 4k 7T,
nisvastatin. 44 7T). carvastatin. PD-135022. s.#&4iT. &
H# 2 g DMP-565. #& £ 4% 7T, 1-659699. 1-669262. S—2467 F= S—2468.

ER—AERFEF, TEGH BAFATEER 3 HETE
B, k3 ANHEATAIHHET X EBITELSHORET &,
A FHEMI RBEE.
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02814557. 7
% 3
144 A CAS & it ¥ &SI EAFGEH/
kA E
B-1 £f T 73573-88-3 U.S. 3,983, 140
B-2 AR AT 75330-75-5 U.S. 4,231, 938
B-3 FERAT 79902-63-9 U.S. 4,444, 784
B-4 £ &AL 81093-37-0 U.S. 4,346, 227
B-5 BT 93957-54-1 U.S. 4,739, 073;
U.S. 5,354, 772
B-6 M 3448 7T 134523-00-5 EP 409281 ;
U.S. 5,273, 995
B-7 % 3R IT 145599-86-6 U.S. 5,177, 080
B-8 ZD-4522 (&LARHK | 147098-20-2 EP 521471, % &4 7;
¥ HERMEIT) Bioorg. Med. Chem.,
Vol.5(2),
pp. 437-444(1997) ;
Drugs Future,
Vol. 24(5), pp.
511-513 (1999)
B-9 NK-104( L #R B T | 141750-63-2 EP 0304063 ;
E T CA 1336714
nisvastatin.,
AT

BEFHH TR R, iTEGHik A B LT, FRAET. &

RAE T, FiERAIT. B EEAMIT. ZD-4522

(FRBF FERALT) |

#o NK-104 (AR IE X 47T, nisvastatin., FEMEIT) .
ARG ERGTEF, iTEGHR HEREIT. FAEIT. £
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BT, FHAMIT, Fo ID-4522 (LM T HFE~LT) .

EFNGERTEF, RITEEGHE L FREIT. EAMET. &
FARAMIT, Fo ID-4522 (AR T FEMAT)

BRI ARFTEF, iTEGHE BB LKA IT. ZD-4522 (&
T HARALIT) Fo NK-104 ( AR EK AT, nisvastatin, 4%
T .

BEARSNEHRFTEP, HiTESHE A ID-4522 ( LARKTF F &b
iT) #o NK-104 ( &L ARB X 47T, nisvastatin, FERLIT) .

EFIGERTEF, ITEEY R HERET. F/hIET. £
RALT. AT,

W E@AE, THATARXVKASLAAHBERATAEZEIRMNF HMG
Co—A if J7 B3 4 7 3 €L 36 37 4 H] 69 104 28 4k Fo AR M 4K, ) o 3F 2T
Be S MR fe st me AR, XA LAKFMART AR F R R, @it
Atk RHRAERBISL B EARALPALE DA FHEARANEF S
. T QUMK L HEREGRXFHERXR X FHAK,
WA XFGFHRERROIEERALAS T S b, XA F MK T
st XX RE Lk gl A RA 6B XA,

wot, wmb@mirE, TATAXPHEALAF PHRBRERASARER
FFe/ XK HMG Co-A & REEIFHI A T A e MR X EH RTTH., K&
“WH” GLIERGMEKRGLSY, L UMRHBKE, £KRA
sz, FldHEREEL, AETRERLLSY. FHi4A
TEGECTD TURGBEIIRLE, RAKLGTHRELTA
FAEBFAARZLGTY. P, EAHTRALZERNLS DGR
7% K.

RTHMNESTALAN, RANEKESELETELEN TSHH, aif
MY, Fled, ¥, B, KA. M. F.OBF.

RS W HERE X

RFEH—FHERLEGHN S THENE. BXEEAETAE, 555
. BRETAFBRAGHBXANNARG., ARARFLIRSY, &2
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(X TRBEAFERMNEREANFAGE T HABX. ZLaEHBX 1 H
XL SHEERENGHALEHKENF, XEHBX, #&XEH
X FEARRARXEBXENEASMAGHTHEA, AFTTEX
A X#E, BEIIAKRIALLRE: WO 98/25948. WO 00/33847.
WO 01/41535. WO 01/41770 #= WO 01/42272.

€ L

RPHRGRE AR, BOREALT. AEIARXBES LY
B, KEHLHH. LERA.

KiE “BR, BOARA P LSS, GHEALLTEFHS
AT . R, BR. BFF, BOAETHLEX N E K EH L
DA, QIEBRBAREFIHN,

RiE “HB” = “BE” , QHELEAKRFTZLELEARLA RN
FEGEAEREBLGERATH RO RENGKE, X2 RECHETR
AR I e g AR B AT TR 7 77 .

KiE “BEBH , BERLVUAHXSAHMNRETRE. LA
BHOEDEARK LR ETEF X, Flol LA B G EHEN G
¥—RE, IAF—FHWRANGES. LRREGHXLE. 54,
XA R OEAMSFH XERE—FE TN, EZHEGET—FF
WAT, BAFFEELAREs GG TLEMKESGA EHR.

R “BARREG” AR, EHE-—HEMNEREALERE,
K KERENCEREREAERERY, ANBLAFTELCESN
AEHARANINERNGE—HHNGE.

RiE “THRAY” WP ABHERE, ERAEHGLFAESEN
FHBER, HHFLETEXNEETFTOELEETAANET. £
kWL EETOEEARTELINREEE. RE2EEPLCE
BETHESHEEET. BTFHFEAOELTAFTRAAENGE. 45,
... B, RANANB TR TRORERFEMS
F, KW OIE=ZFE, —CE.N, N —FRLL k. £L&FH.
Mgk, —CEBE. Lok WTE PRAGER ALEEFR. 24
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BTHAROERARTHER., S8, B8R, K. TH®. L&,
YR, ABRKR. LR, ¥X8B. HER. FHAER. A%, L&,
WHR. HABER. AWK FLR. L% AR XRLAK.
HEB. XVRF. MEAGEARGERRETHH D P oyiErEA
WA LM, ABTHEAEN T EEMEART RN Ay, H A
TARZTHAGEAHEFLE H, #l4 IUPAC HAEFMH, P. H
Stahl, ¥ A, eds. (Wiley-VCH, 2002), st¥ 3| A A%,
PR
WRAERAKXAESE TR FANE, TABRIZILEE
MBERTHRERMNE HMG Co-A ERBEIHFFMOBELSL B I AR
H, REAAAL A/ BENEIHHENIRAGES AT R fin £
MR E: My THEFERAN, BEXZTARERBEAGEHERE, A
B F HMG Co-A i R &3 H A, A 5 ¥4 12 B B Fo - FF b 10 4R 65 AR 3k &
RR. BRI IE R PE 42, & T HMG Co-A £ R B&d7 I 64 R B,
HiEBEFRWKRERERY, A FHEERSRNEK. XHGRL
EXBERIAERMNGEFEAR LA A4, RERLERMNP
HMG Co-A £ RBs¥FI M Z M &9 5 — AT MEIFAMNE, MTrRIL
BTEEEpegn Ry, WHFEEKLF LDL fodh &, XEET K
T 5k BHERIA KGR ERFERIG R L.
KE#% 9T 04K 5
AR W ik 6 o B B AR 450 o HMG Co-A & JR B 3 ) 0] BK A4
A, PHEGRULE R A BZR. #lde, BB AR RANF HMG
Co-A X RBsIH MWK ASL Y, B FRIRBEZLT SFHLEH
FORBRAL, Pliod LDL KF. SREBKFE. Sk, AEMNE
BERF. B3R TG R AL F 69 8 -F ) B 8 K.
EXRBRCEGFRT B, KXWZEETAR KRG F/ XK
B mIE, FIEBEAKE R, Hlde, HMG Co-A ERBEHF ML %4
FHEGIERAF o, 2FRRT, HEMX (rhabdomyocytis). R FH4Y
JrE, 424, BA. HAURRE. BB, A#H. &K, LHh. UK. £

49



02814557. 7 oM P ZE36/563W

X, BE. WF. £¥#H. L. FH. HENX (AR PR
HEHEE (Hlwd 8 8E) AKX B MG Co-A R RBWHMNN R HHHE
MNETREREFLARE. AAKXABELSEST T, ¥ HMG Co-A iE R &I F)
HOEMN TR ERTFRE—ZBAANEATH, Edlot—45746 HMG
Co-A X REEWHMNNHL AR LG IR, ERALAPERELFTAX
HAERAKLBRERIREZNL.

B B X%, BFESSA—K, 8% HMG Co-A &R &
WHANE—FENARETGTAT R, A TAXAKRSETRBH
BRI EKFRGOAERBRA L, Akl £ — HMG Co-A i R B3
FRITEML, TAFPHEZTRKLPRESEFTONMKGITEXE, X
EREFIRGIRERIT. 5 HMGCCo-A R REBWHMNA XK SR A
FRMNERAEYG, BRALAAZANERGHRALSE . MER,
B # 55 ik P4k A4 & A 5 69 HMG Co-A £ R BRI 5 H AR, A &M 2
B 4K69 HMG Co-A £ BB HI M F AR INER L LY, RE 2 HIRXH

BEaREERE. B BREAFERMGER TALEREG RE ST
et (LIER AR AP L) 7@ 2 EEMOAHIR.

AZXPBRLAFT A AIALOCELARARTAENREARIARER
MEwE R THTREGIIREFARE, FAEEREERTKA. #
do, —FHAGREARSTERERANZ —THRESAREFERER X
RBESAKRENFXAFERARATKRGLES. AXAKSETN
F—HL A, ERART, SALXFNEARIARERAE, Fiod
REAFGEGTRE-S ERBARERANNE, A TEeNLHEAEFHY
BREBERLN, LA RRERAELERREBAE TR (i
BEXREREZTHKR) GLH5FREFTRFHGEE R RN T LS
UFiEF LW

MEMRERFTE

BERTARERANGS S

AXAFZ AN BERERANGL U LG ERETEARAE,
OIS, KE, BAPAMOETKRAL. RREXEHTELE, %
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LR E, ARMEAGHFZRERERN, AT EHALX
. BIAANKGEIHNEZTARLKY 0.001—30 mg/kg h &, RKY
0.005 —20 mg/kg ¥, XKX% 0.01—15 mg/kg k€, XK% 0.05
—10 mg/kg hE, KXY 0.01—5 mg/kg hE. BHEAEANMRMGR
ERERMNGTBEFTAHKY 0.1—2000 mg, * 0.5—500 mg, & 0.75
—250mg, %X 1—100 mg. MKFRFLE ZRHGH RF/ 3R & ok
AEGEERELMNGAFTHNELLOEELRKAT Y. FAMNZE
TR —EWARI 5 LY.

B WA AR BB E T A A M4 10, 20, 25. 37. 5. 50.
75. 100. 125, 150. 175. 200. 250. 300. 350 3% 400 mg &9 & & &
ZHRBERA, HlekLAm. KEGELENELSAF KXY 25. 50, 100,
& 150 mg AR EF) B, T AR AL R B k45, DEE R K P
MEGAMNENMERGLEHE. XTAL, 2GR ALHEGE
ERBGEASLEFERETENAE, QEFE. KT, BEiFA
KEEFKRAL. ARARENEERLE. LUNELPRE, BT
AR % EA.

BREFMZERAMNGOAN ETRAEN T ERLCETHHEREIY
(BlieflBEK. ARERTEREALCEREIY) LR LER
AFHE B, TURLUBERBERANE L Ef/XRERFETHHK
FHELUREBARERANTEHEREKEMALEK, AEHERKF &
AR, FHEREZRITAY. TATARAAGTENBEREED S
IF B M AR B Al B R H KRS,

FREG MR %

ERENEXER LG TR ANRGHEL UARERRE
HARBRLEAKRGBEEEAXRA S T RPR %KLL ARERARER
FAFFRESG, B, STRAVEERAAEBRHZREHL
BRAMK, TULTHRGRNZHEEARERNCESS. AR H
TR TATHERBAARRBRERRLGHNZ, 2ifFELHMmit,

o g SE 2
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7 S e o BB SE 69 ) T A 2 B A B R ik K 8G9 AL B
kg fe il . AARKEZ —EEHAMEEE LR AR E K,
FEChE. BRASEAKAATHEIGRLARRGHER. < FHH K
Bk ( “ANP” ) FolAl44 &8k ( “BNP” ) R Koy, @ C-H
FlA AR ( “CNP” ) R A EARKEE. ANP f= BNP T & & F 4 K Ak-A %
# ( “NPR-A" ), £%2W 3 ,5 -3RBHF—58 (cOGMP) XA F4 &
¥%. hEsk. BEWH. KAE2LH 2 lusitropic . A&
Tk KRB KRER LTRGBSl PAEEG AR, BF R
Eo bk PAAKKRKTFREG, 52 0BNP K-FREG, FHELAEMR
Ee—RBRuMEgEgEL TR GHKS. (Uusimaa FA: Int. J.
Cardiol 1999; 69: 5-14).

M TLRAREARERAZ TR ZHEEKRE, FHRKKF
Bk R ERGRERLSBK, FRBIRBAERLSGTH. BH,
TR ERGH ARG KT 5L ARERERANZ I GAE
EEARPFHFHITER, ABEHZERKKXBF ELET RERE 7 @62,
AIX A A AR 2 A K e, THEERZERANGLHEHETA
O OAKmBRShERERER., MMM, AFKRK cGMP KFH
R, LT AFCRBEMAAL, AfsEETHHE. cGMP &) f
RARFIAG, R TFHHIRESGEIK. cGMP &) K 5 338 R 5 4
k¥ %A X.

SREFEELTARNR T GHEDRCMBEEGEAXASCERK
RO HEBREL, ASFRRXTARSE ) B XA EHR G LA L,
FRATERELEFGEBRNEGE S K.

B, EAKXWEH —F_TEY, AXAHFHTARTHEARAF
A RMAKF, AFZBNP AKF, B4 5748 K 698 do F F e

B A2

BREIRBENNETALANZZROR. REEZOK. BIKHY
Bkt 8 & (GFR). X B/ ILE BT A R R oy R mb Lk 4 52 foifl £,
FOERB 24 I HGEFETAELLIgA EREORHAL. BREEFAR

52



02814557. 7 oM P ZE39/563m

TR EGROFOGHEmEAE. RAXHFGRTAHRER, AX
REFREAMNGHN ZARBETRERLE.

2 A Y%

WERK, LRARIIANZH, TABAIBREEAXEATLEDGED
M EFEERAL, FEGRNEGEBERAERY.

LW /IR A% A 2

ARERTABLRARELRHAL , FEZREGEABLAER
%,

HMG Co-A & R Eg¥rHl M 4 %

TR T AL BBEA % ST 65 E T HMG Co-A £ R B 37 4] 7] &9 7 2 K F
BEAKXY0.00lmg— X% 1,000mg /X, XK% 0.01lmg— k% 500
mg/ X, XK 0.05—100 mg/ K. HKikeHF—&ZH MG Co-A ER
B39 ) 695 B H AL T 420 HMG Co-A £ BB R M B AT69 F M %
— A EBEGANE. BHGFAREL AN T0E, TTHE
AT (#i4e LIPITOR®) A X% 10—80 mg; xF FF&E4LT (Hlde
ZOCOR®) 4 X% 5—80 mg; * T#4&4iT (44w PRAVACHOL) h K %
10-40mg; *F F & 4% 4T (414, MEVACOR®) A X% 20—80 mg; *+F
7 &AL IT (440 BAYCOL®) A X% 0.2—0.4mg; 3 FRALT (4
4o, LESCOL®) % X% 20—80 mg.

Koo, LE8#, F-L50L KGN EKFRETEHAE,
CIEFE R G AR NG W, T8, KE. SRERKA. HR.
A, SN, HEEE. AFGHWHAAES, BT EKAREX
ARG EERE, ARLHNBR. EAHHNETRAEXBE TH L.
K, BRERSARRANE MG Co-A EREBEIHHAMNGE (F&/
T¥) AFAHAKY 1:100—100:1, HKH 1:3—50:1, XK 1:2—
20:1, %K% 1:2—10:1.

TUARE—FHEDEFIENERE—F 2, XAEHG A
EHELAEE., THEHNIZHEXLRA_ENK., NETARAKE
M ZERGERG I BAHBAXXRERBX. QLB ARTAKERAM
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Fo HMG Co-A £ RBsH # M6 2 — M B T AL L ZWER .

R 3

wE@mpTE, RAKXPAHPALSPBLEMWTG. £F. ABRK
ERENABFTE, ZRESFAFHTAE. ILEAFOELR,
S RE BR. KA BEWHERRAL, ARGEVAEEEE,
B HBFRAFNARHERRHANGERE S&. GHFEPE
BEHEHR. REHARGEHWEELEA. RERWHMNELERS —REL
%, A, THREMEANGLEFTESATNFAZIRE LEAEH
KL B 5 EABAR.

BEAGOBRERARGELGMBET TARLBREGH
Fris., oBw, BABAFREEGHAZHARKSF, AHZ LR
HEXEROCEBEFHRERA L, THEZAITAFGAESRAEY
ARGEBELRATFTALER, Bl AR hERIETY, XHEN
TARRARGEX Rt ik Z ok, HBH. hiF LDL REfE=
BB KF, HAHTRSEAOHER. STHBERTELESIN, £%
HAPRATAMBAELET T E, ARBERBARENHE—FH LD H
P &A, FhTHEZETGELERE., X4, £ I7HE T A
SRUKERFRFE/LHEABRMAGE, AR EARAHEXRGRIKE
0 8L B B 2 AR 4 A A HMG Co-A 32 R B I M A & 4, Wb AR
FET ahBRENENTHEL Y.

BBEABT P, BERZARIERMNF MG Co-A X RBEIHH Meg%
BT AR NABEHR T, R E—F H RS T H A FE T AR
BUHTRAIHEMTETNER LA, A RAKR, FrdmeH
FEELTRALSALE@HEZTE —H XS FBEEFATERRERNP—F XK
% FF HMG Co-A 3% & B3 41 7.

DRASHGLHEFTETRAERERGE-HNE. — KPS K80
faflE. BR—XNE—HE EREXGE—F=E. AALCELH
ZE. ATABRSETGREARTERIERAN A IMG Co-A & REEH 4
A, TRAKESABREIANDRNLE (FEALHARFRNG RS
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%) . T RAAEL AR E R TKRIERMN A IMG Co-A £ 7 B3 4] 7,
KA BTEAG T ELY. AR, 2HFETRELEA
2 VA B B8R % AR 3 0 A A HMG Co-A 3£ B BR 47 40 ), 1] R 4B\ iX b 5 JF
BERN. FARBATHRZ WG E B TAEILS4 ZH8 N,
LIk FHMEEMNGHE, Hloikh. Z8E. A2HHARAE. R
FRPFHANGH Y, FRETEFGFHERE. AHGH
B ABLTAMEHNBREFEAEGEREY AR A CYERE, Hlioit
B, AR Em RAE S, AREGET, FREH L
Ae., ARXERAHIXEMART, BRTAFTRER O REZEL A E
B SRR A A B IR A B2 L L HMG Co-A X REFIF R M6 5 . Lib
HEERANRZHORIBRAER, SRR —RLY, F—FHEH
HEENEHECASATITHEAREN. HHEMN. RALecHNasaEr
HPRAP. EEGTHARNNGEH AL LS,

R b R o R

AXPRFRGHME, OELHHALYM, AFves—FHXEH
BB B R R A —FF R % #F HMG Co-A E REEIFHI M. £— A%k
FEP, AXPROLLF—FHREARMTARERMN, REMNGTHM L,
B F W HMGCo-A X BB H A, XeMe-THME. &,
B RWH; ARTHARK. Kk, F—hEZ_209HHAN
—RMREFARXZTAWHN. ATASWH N FELQGREERZ
IR A A HMG Co-A TR EFIPH H kel @ ATE. T k38 34 34 A
5eMAEKRANERFAATEBERGEMS X, T @AE, HFAL
B 6,4 R Bk R A A HMG Co-A R R &G H My hmbfom
LB IR, KRG A/ R 9T R EE.

# EBRB GBI T RS FRH, DA EE T 61474 A
omAg., F—75@, THRERTFHREFERLSGDEAREZHK
ERRENESTEH LA,

AXPHBLETAEHASHGHAE TH A RK R4,
E585WHaEECRIBENELLERH, ZEALALTRETY,
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HANTFESLELARLEY. BHEATARLEKRKREK, XE2H
#, FEKELSLSDRARLEHN EAEGY, FlohH, ETRE
4 0.05%—95% E2WERALL Y. LTRAELCHEEFENRY
B, QR TRATFAIXBPHELCHEY. TAREMTAA L F
BR, #linasyRs, RHAGAXVHOHHAEH.

AXRAGEYBES DL TURBLIEN THOOGETFAS X%
%, o i B B B K3 B A0 HMG Co-A 3% R 854 ) 71 38 % R 4k &
B (ZRARRIMGCCoAERMWHMNEZH M EBRLHN, KX
AAEEBAARL) . KB AT ER®, ZRANMPZARRARG A
LRASHPHE—FIHAMNGE, FRETOETEANET T A
R ETRAE.

ToRLHGELEMN RN, Pleh HNIKE, TAEAH K
24 0.1— K% 2000 mg. K% 0.5 mg— K% 500 mg. K% 0.75—
X% 250 mg. A KL 1—100 mg B E M ZTKRIERA, Fo/RKH 0.01
—500mg. XK 0.75mg—100mg. &K% 0.1— X% 50 mg HMG Co-A
X 7 B 4

o e KARR T AT A doty, ORBERLXPVRERTERERLANFo
HMG Co-A £ REEH M TR O AL TN ERE I FEEZRLELERHF
GHEEPERBTAGFN., B EFH AR, ERRT, 9RE
B, ORESFR. hREEMBANIKE. BBANF. LEIFEE
FRANOELRBRTFAT B pH & T mMAMNE fi3t 7 pH H B HHE
A, AMNRKREHEREZE, ETHADEFEGFTFEE. AR
B ARG LR, RESERATAMNEFELEREH. M
MBERRABINNEGEHNAREKREREGY S T XD FRAFRALG
WA REB . Bk, BORIMEEREFNFRGHANETALH
HEH., EENMROELRFE_TRAEE. RLBRAX TR
LB, REX_TRAEAAXTEASEFARFTHRAFTHRT &
MAETRED.

EAHORLENEB ALY TALE R LTI, FleikE.
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mER. RANIAH, B—2AFEAREZENES —HALARLS
B, Bl B AR BEMNPBL; Hl e A KEXIERERK PG ER XK
BRI, REAKCHRBOKALMNRE, L ELAHE, XHH
WMAEMTARETAEGFT ERNE, GEEFHMNEEHK (LTS
—FHREAMERY) MASH TR, —f&H, AH8HE&ELEL
KM ERAEAXBBGEARBEAIBEYIBLEEHRRE, Kiw
REE, B FHARRE. #lde, A ATl H8 B AR H M,
iy —FrREFHHBRSY, EHXBEELRFE. TAHAHASH
Xegisd, Pl EHLEHN. AREN. BEHENF/XEBEH
M/ P BEANBRESGNARBE, EETONBTEZANEEEN R
., BEXK A TRIH BB RS HEE LGNS FAE RSP E.
ATFoRLHdaAkMNETROELSARGRERENGHERE
Pl KGTHRALN., Bk, BFR. BX. PRA. IHGHE
AT HY, PlefEAN, LAREFAH, ARHK AR,
Fo Aok A '
ESTRE(ET)LGG ALt L THRAR (A
FAERPTEMRIABEZR) POHAAALESHGEAN, &
58 T ¥V b A ] 4 B R o o KRB e BT LA R 69 I 4 A e kAR
.
EEMERLT, TAERAHASIRERA TLEHE—HH
8 8L B AR AR A fo HMG Co-A E RBs IR M 6h =, MERIEH L T
HEIKRFHFETHLEHIAMETH. Gl LamE g, KA. LA,
B, ABEEAGAToORLHARANE, 05520 —FHH
HBEMEE. LBRHARSGGALBHRAN. 5LEFAERE
b, EHGHNB LT AOL, KRB LI E MM,
PlhaiE B H BB R BRAE. ERE. KA. PAMNGHERALT, HNEFL
TREEEAN. B AN TAHNREABORGEX.
THARKCIEMATEGARERARE i E, KA LGH A
LHBFHAGLERNEYALASB A BLENE T AEAH
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v Bl de, 24 M P& F Hoover, John E., Remington’ s

Pharmaceutical Sciences ,

Mack Publishing Co., Easton,

Pennsylvania, 1975; Liberman, ¥ A, Eds., Pharmaceutical Dosage
Form, Marcel Decker, New York, N. Y. , 1980; #» Kibbe, ¥ A, Eds.,
Handbook of Pharmaceutical Excipient ( # 3 J& ) , American

Pharmaceutical Association, Washington, 1999 ¥.

k 4 BABFEH

o ) BR % 4 AR 3R HMG CO-A 3% JR B 37 4| )
(bW %5 -4 3)
i % #) &9 B-1
& & #| &7 B-2
& - F) B9 B-3
S Rl B-4
& &4 & B-5
& - F) &9 B-6
1 X #) &9 B-7
& & #| &9 B-8
& £ #) & B-9
BEH AN B-1
HE AR B-2
G A B B-3
B A B B-4
EE A& B-5
& A B B-6
& M B B-7
¥HANE B-8
2§ N B B-9
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He

AEPALOHEENTER LA EAGE T P/ARGFTEHHE.
B—ANEHRFEY, GHEURANERAKXPF EHE, G244 AHL
ALY —HREHBEARATARERIMNGE—HNE, PEAHE 2 R4
3 Fr# i HMG Co-A £ REEHFI MG F —MAE., Kk, ZHF M
R MR —REFEFTAKLEGHHN, A THRE /RS M.
BA—RAFTET, ZHEOLLAREAMIARERAKEAN RN F
— MBS A MG Co-AX RBEHH NG E M. EF— LG E P,
BRESOLLLAMERIARERANKEAHNBGE MBS H L 2
H A HMG Co-A £ R B M F MY, L EHhkeg LT £ P,
BHLSOLL2AREARMTARERANKRENRAGE —HNE SR L 3 T
B IMG Co-A Z R RANGFE MY, EF—FEHFTEY, &H
EOLCAMBARIARERANFEE ARG E —ME 4 A HMG Co-A E
REEWHAMNGE _MNE., ERAGERTEY, ZHEOLLSHARKE
B ARBERAFEE NEGFE M SH K 2 Fr# 2 6 HMG Co-A &£ R
BRI A E —HNE. EEKANERFTEP, BHEOLLLARE
FZRBERNEEARGFE —MNEfSH K 3 F# LM HMG Co-AE R
B M e % — AR,

TaagERFIEELEP A RAPARKLAGEAFT@E.

LB 1 &S

HF SRR ot R A Fo RSB F EfF A TH TIE £ L BBt
A48 A BB B % AR B 40 A A HMG Co-A & R Es ) A R & FF ARG AT ik
FRREBGH. RBEHF ERF EGERMEEEMAMHE T T @A 7
GEE XY, HIARIAB{LE,
Pitt, ¥ A NEJM 341, 709-717 (1999)
Pitt, FA ¥4 Ther 15: 79-87 (2001)
De Gasparo, % A J Pharm Exp Ther 240, 650-656 (1986)
Blazer-Yost, % A Am. J. Physiol 272, C1928-C1935 (1997)
Vijan, ¥ A J Gen Intern Med 12, 567-580 (1997)
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Gentile, FA #HhM, MEMHFHEARM 2,355-362 (2000)
Sheng-Fang, ¥ A Am ] Cardiol 86,514-518 (2000)

Jick, # A Lancet 356, 1627-1631 (2000)

Albert, ¥ A JAMA 286, 64-70 (2001)

Ridker, % A NEJM 344, 1959-1965 (2001)

Wang, ¥ A JAMA 283, 3211-3216 (2000)

Meier, ¥ A JAMA 283, 3205-3210 (2000)

Sugiyama, % A Biochem Biophys Res Commun 271, 688-692 (2000)
Mundy, % A Science 286, 1946-1949 (1999)

Xiao, ¥ A J Endocrinol 165, 533-536 (2000)

£B8+#4 5,730, 992, £H+# 5,932, 587, £H+ 4 6,180, 597
WO 00/69446, WO 00/69445, WO 00/45818, WO 00/45817, WO 99/66930,
WO 99/11260, WO 01/34132, WO 00/51642

LHp 2: WHWY

AEXREDAS B DEBAIEMFTRAGA TEHEDGF X4
2, o R R B B AR R A A HMG Co-A 3 RS 4 M@ % 2k
M (RRZH T HEL Y IMCCo-A L R HAMN AL B F %
BRARERK) . EALXRHALSIALSH T, ZXXBMPEGEDF
BARGHHANGERRETOEELGFH. KERFKR/MEERLE
N ETRE. S0P ERBAMEZRARE T TRNFGLEE
Xk, HIIARALIApERE,
WO 01/41770, WO 00/33847

Fap 3 HYmLsW
AAEE X1 AR 120 mg AR TAREHNERAH &
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% X-1
48 4 % (mg)
1% & # &9 25
%A 7T 20
ER 54
O EE Y 15
RFAXTES %A 3
XBEE TR %% (Croscarmel lose Sodium)
ARG B 1
hAEEE 120

TP 4 HHhusH
BAEX-25 M6 120 ng A A TARABEGEL ERXF &

* X-2

4 45 ¥4 (ng)
& & F) &R 25
AT 5
S48 69. 5
COEE X 15
o N Y - 3 0. 5
2 2. 5
RPEBRFTRELGREN 2
ARG B4 0.5
AAEES 120
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LHb) 5 HBMsSY
BAAEX-3HINARE 120 ng A A TARBEHER R &:

% X-3

45 ¥ ¥ (mg)
5 F) BR 25
FARAEIT 20
L5 54
O EE XS 15
rRAETRAS%E 3
REBTRELAEER 2
3543 1
FAEES 120

EHP] 6: HWEEW
BAERX-4M7Amt 120 mg A ATHABEERBEKHFE:

% X-4
945 ¥4 (ng)
& & F| 87 25
FEAIT 5
54 69. 5
O EE ¥ 15
i N Y < 3 0.5
BEH 2.5
REBEFTRULEEN 2
ARG BR 4 0.5
hAEES 120
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fwbB T HHALSY
B A& X-5 Frsl by 120 mg b /T A Bk FEEAH &

% X-5
4 45 # ¥ (mg)
& & F) B 25
BT X 4 T 10
L5 64
SO EE XY 15
RARTEAASEE 3
REBETESEEH 2
B B 1
AREEE 120

Rp) 8: HasWm
BAEX-6 FHAKRG 105 mg AR TRAAABEL BAH &

% X-6

20 24 (ng)
i % #) &7 10
M iX T 2.5
FLHE 72
COEE Y 15
)l WY < 3 0.5
wEH 2.5
REBETEASGEEH 2
ARG B4R 0.5
hMEEE 105
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ELaH 9: FERERZARIERMNA HMG CO-A iE B 87 4 #

A B B B % AR B R HMG Co-A 3£ B B 4w 4 Al 69 B 4E 2 X PT A
Joty, HFEMETHSBERGIBKT. SRFEPRFTEOERSMEE
BIRE T T RAF G 5E LA P.

B ) BR AR LA

£ B+ #) 4,559,332, £E+4 4,129,564, £HEH %A 4,789,668 £
B +# 3, 257,390,

£H+4 3,013,012, GB 1550568

WO 97/21720, WO 98/25948

HMG Co-A 3% J& By 4 4] #|

ES 474498 EP 244364 EP 22478, DE 3122499, EP 33538,

EP 409281, JP 08073-432, EP 380392, WO 97/06802, EP 521471,
Bioorg. Med. Chem. 5 (2), pp. 437-444 (1997)

Drugs Future 24 (5), pp. 511-513 (1999)

J. Med. Chem 33 (11), 2982-99 (1990)

Tetahedron: Assymetry 4 (2), 201-4 (1993)

] 10: P PREEBTARERMNF MG CO-A Z REEHH A 94
2 X

RBEH—HERASNN S TRE. ABXEAARAR. 55
W& REZAFRBOHBIAIHENARNG., AP RERY, T4
SNEBEERFARRAKEHNFAELTETFLERBX. ILEBXOETH. L
B, SHEREMNCH AR EHAKEF B, XLEBX. LHET
ARECEMENGHEVRBANTHER, XAFTTERGERD T, €
MIFIAK A5 F: WO 98/25948, WO 00/33847, WO 01/41535, WO
01/41770 #= WO 01/42272.
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EHH 11: BEFH KB

ATHETRKABRERCARIZRAN A MG CoA iF R B 47 4] 7 69 Bk
Bt F AT R K, ARHIHPARE S k.

ERAMBBRGLREFH AL, SRAFER LDL-f2F & 130-190
mg/dl ( X%, R EJ2E &/ HDL &9k £>6, W <130) F= HDL-Ae E] 8%
< 45 mg/dl. #HRXBFITRA KRR EE R ZKFERA A HMG CoA &
REWHMNGKESL ST, ELAFHEE8BI 54 LDL-F2 B 5 fa{K
T3 HDL-IE Bl B3 69 B A F 69 K.

XANE., M. AEBEMNEFRBGEXE, LBk 74
5 $ 364 HMG CoA & R EEIpH M A AAEL, B E &8 KERAF HMG
CoA X REEHH NG KES BT RELRRMRERZRARTFS (4
W RRGOSRT. BEPEXFHIMBEARFTBIHGCKRRK) &
Wk, FoARMGERIRN T TEFTAGKA: (1) KPfERG
BREKFIRFRETHLIE, (2) REZHSKA, (3) HFhEXK
SR E, (4) BEPERKFHSETFH, (5) HePEXK
SRR EN, RALL EE MG CoA EREHHANAL, £
Y TR EE R B e S R ANE R @ A

4 JA %365 HMG CoA £ REE W R A A KL H G, HAmE KM B
ARBEERTAERNA ik LR R BN ETE—F B,

AT A ER T OIERMRSH ( &4 Apo Al F» Apo B) , i
REF. A F R R

BERRNEANE—F L, LS55 HRWALAGNS —K .
FR#Y, FEERGPRAGFS, FBTHE. MARKHBP S
F @R OEABEE. SEE. L5 X EEY (H) . BRAE
H. ity hRFRESHOEIBREZLEEER.

MEHATHAGHE, AEFHREET 4 FERTLERML.
ATRESWHEABRS, RBELACMTERENETELTA
R b A8 B g E 6 s A
EFERBEX:
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1— X ABGRESFSMBEEGEHEZZKRIHKEL
2— REBEB B
3—RARB ST

REZGHX:

1— F fo %5 4L

2— R BRSO KH

3— Ao JE B A MI

4— H AR B G S e FH
5— B A B AR BKFH

Fap] 12: RSB/ B &) IR & 0G4

TEABEAXBFREETALANRSETELTHRBAEL
Fe5 .

GHRARABRERTAIER AN MG CoA EREIWHMGKE ST X
OB KIRERGEE/FRERARGFRPRE . &M B,
AR BRI RO TR XALSHIHRALF L.

#HT LA AMACARZRFIRIIH, &% 18—80 %,
EBEIBEAFAFTIRIRLTEZ R, B3z SE R BRAEE
YR QCA) B, AMLAZRIE—ATETFEAVRRHREREH
e, Blde 30% - 50%E. KAFLSHHTREHE: AMERRK, AW
W, FEFEHEMT TR F—FE_NASEE. LHfEn
AXE WP, sk, PR Ak sk A0 A KSRk,

WFTE, MEBTZETARIKLETEG K, BEHFALEIH KA
FREE PR EH R EEEE. MR E T BB B RS RN A
ZRM. R HMG CoA £ REEHF M AN, XBEEBRTKEHRAF
HMG CoA 2 BRI M LR Z S, HAKERN =4, ESRIE P,
Fla— oM T HDRG EHRBAERA N LG B-B AL 5 F
1.
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EZFPMANRTERIKRAETEY. FEAEPLTELETEY
ARARYHHEHKB-RAFBRAFEARTHORERRA DI
BB T 0 E . xR B0 B AR AT IR A T AR B A
&t 4.

HEBRWHEZANHAHPRER AL RMNA MG CoA & REH
) 89 3 Bl 36 7 4648 A B W R B K 3 BK R A 80 AN IR b B4R 3 AR 35 AF
BAREGEE, T TERHKREETEY K (QCA) Fr 3 Z 4.

BEERHIEZRALRRBRIRN PRI RAB LI,

BERMAZANAETHEAO G AMRERSAREEANL HMG
CoA i B Baiv #| H T AR Z S Bk T o9 Sh kB E it A2k &, XT3l
it 12 AEBHRBYERGFHRXABRTERE(CFHRAME) 5 &
Fleg R AR RE S, HMRZEEE HIG CoA & R 857 4 A
AEERALRBERANTRS.

TEIAEALAF —BEXEEBEGR R/ X BELHH
S &L X RS SRV GL EYER TS LT XN

ETLr@mmik, TAARAXPOLEFAIGRENT. §TAL
@K T kY, AEXNGHBRSFAOWERKLPHEE AT
MERFERBAIBEALZPGER, IROGSTLAMETHNA
NAEEXL LR S HEBARAARIERY. EAFETHRAGHA X
RAA AR AR E,

LABAEXRRLLANG TS ENEEN, T —A47 . “—
7. BT R PR ERAA-ARSAMRENEE. KB
&7 . Ak F “BA” ERAROAHERERTHANZAISET
AR 7 ey E4,
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