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1. —#Ebdh, Q4K KE NSRS EBEBREEW F 7 Fo B AR
245 A4 2B BRI HF SI4E A 69 F 69 BIB #E2 & 4R A,

2. —HHMmLY, LAERFNER | A SYFHFETHL
89 2K

3. RIBERANER 1 0hab4h, o ATiE45 R Y 2 BB B 7 %) A
R E E) .

4. HBBRF)ER 1 69064, HF AL A7 2 5% 8L B 7 4) A
Apps R 8 KM,

5. REFERFNZK 48940464, RFrde L Xmdit h £
5 %E%. 31-0-% ¥-FK506. L-683,590. L-685,818. 32-O-(1-# T %
wlek5-H)FEEE. FEEE. CI8-OH-TEE % . 9-% &.-31-0-
# ¥ -FK506. L-688,617. A-119435. AP1903. FMEE. E KA
-FK506 5+ =K 4K. 13-0-% F 4 % & 3] F= FK506-%] RAZB I .

6. WREARAZRK 1 94864, L& BTB #iE% 8 & ABC
Hizka,

7. RBERAEK 6 694044, H T FTiE ABC 312 % 4 £ P-gP.

8. WRIEBMRAEK 1894864, AFFMEABTBHEZGRATHA
REWRREFRITEY.

9. WREFMAEZR 8¢H4SM, EFMRALGEMALERITAY
HAMEEE. FWMEAEE. B0, aBEE. FEFR. Fiin
F. 5 FTAK. SREN. FEW. £E6F. £5%F. REB. B
MER. EME. MAFR. MEF. BRE. BXEF. 2F5H.
AREE. REGF. 2HAZWR. BaHE A LEEREIILEE.

10. AREFERF|ZRK 9986, AT AAELFRRNESZRITEY
RWEERRMAFZETEN.

11. RBAF)ERK 1 984, L F ATiE45 A 2 B8R 8547 4| 7
RUZES) LR REERREETRAITANEIMEETEL.
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12. RBRAEZL 11 HELY, EFPRALENFMEFTEUK
£ 0.001:1 £ 10:1 92 R FE.

13. ARBEBRAEK 11 694864, F P4 uE 3L 0.1-1000 mg
HEAL, BMEFENY 10-1000 mg 9 EHL£.

14. #RBPRFAEK 1389869, EPPEMLES LY 0.5-100
mg ¥ B AL, WA FE LY 50-500 mg ¥ FHE.

15. REFBRAER 14 94004, AFRALENUAY SmghEH
B, AMEEEANY S500mg B AL,

16. HRIBRFIER 1058 oW, ¥ HZASYEN THHN,
45 A AP 42 B BR B 7 6] K] 69 3 4F Al 5K A BTB 412 & G if 7 7| i 44 &)
YR AR LR 2 4 5%.

17. AREBEBRAZR 1 9ab4, HFARmLaERAL A CNS 34F
A B REA/ Rk AR R G E R AR, BRA/RE M aItER .

18. ARAEARA| B K 17 8440640, 3 F AT 31 4E A & CNS 14 A,

19. B A &K 18 694844, - F ATk CNS 24t A AR
k. EHNEKE. HAKERE., RREAEKE. FR. KK,
BRIAEFAF. kB, BFEffx,

20. REBRAEZR 17 4o, LPREINERAZT. KEf/
RE MM,

21. ARBRANER 20 494004, LT AR, KA/ E M a4E
F AR, &M, BB, #BRAEZMEFR. BB, B,
@Ak, "Bek, JHAHRE. RERXLFT #7.

22, ARIEAF)| R 17 69404, L Frik §)4F A & B A fa/ Sk
A FH R EIER .

23. RBEBRANEZK 22 694004, R ¥ AR EIEFe/R b kAT A
G%EVERARFELERE. THRME. B, RBRE. V
Foo o BERERE K . e b kR 42 A AE B AR ISR,

24, ARABRFEZR 109485, L F ik a4 A 2 A 8RB 6
T,
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25. —FF QLIEARF| B K 1| 69405 FoiZ 4144 69 1E B VLA &9 X A
N

26, —FF MEARAS AT R AEBR BRI B F) 6 T A BIME R By 7 ik, &%
5 P 1K 45 1R A% 12 B 8RB 0 b 7 45 A &) 42 % BT iR 45 R AT 42 BE BR B 7 4)
b7t ZARRARBEREIERNGE4 BTB #E2%K89AF
Vil

27. WRBEBRFER 26Tk, EFHFEBTBHEEGATHA
BTB % & 4615 & 7).

28. R BARA|Z K 26 6977k, L AT 4Rk A CNS &4EA .
B REFa/ SRk AR AT R GBI VE ) BT MRFR/R B A EIAE A

29. ARFEARAZK 28 5%k, HF AR L CNS 81EA.

30. ARFBARAERK 29 95 %, H AL CNS SI4ER L A R IR,
Kkl BHNERE., HARESEKRE., REAREKE. FR. LK.
BREAF. k&, FEFE X,

31. R\EAAEK 28875k, L FATESER R, BRA/RF
@) 48 A .

32, REBERANERIIGFE, LPAHAF. BA/RF WA
AT, AR, BT, #RAEXETFR. BE. v, 2
b, Rek, JHILRRER. REXLFTHF.

33. ARFARA|ERK 28 8970k, HF ATIE S 4E A R B R Fe/ Rk Sk
EBZASER.

34. WRFERFNERK 33 F %, PR R R/ LA R %
SVERARTHEMRERE. BHRRE. B, RBBEE. VI,
st MERERE K . U dn b B E R S A B HE R

35. ARBARA|ER 26 97 %k, BT ATIE 4 A R AL AR e
T &,

36. ARFBRAIEK 26 97 %, Q155 TR 45 A AV 2 BB B 37 )
) 4k A~ 6) 3 % BT A4S R AT 2 B BR BRI B K] 8 57 W 3T 56 B VAR
ZHAMER 4 BTB 452 %G AT A.
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37. MRIBARAEK 26 89F ik, L AL BTB #4i2% & & ABC
HiZEAH.,

38. HRIBERAER 37T HF %, L FAiE ABC $#412% G £ P-gP.

39. ARFERANER 26 895 %, L F AL BIB4EKHAT AL
REBREKFTIITEY.

40. HBERANZKIONTE, AFTAMELZRRKREZRITEAD
HAMEEZE. FWMEAEE. A0, AR EE. TEFR. FiEaM
F.ATRAR. SREMH. EEWR. RE&E. TH5F. REB. H
MER., E4E. MAFR. MAF. BERE. BEF. 2FMW.
MR E. RET. EHAEH. B2EE A LA EREAILREL.

41. REFERAEZK 40895 %, AP RFRARKFZRITAEY
AWMEEEIMEEZITENY.

42. ARIFEARANEK 26 6975k, K PTIEASAAY 2 BB B 4] F)
AR E),

43. RFERAIEK 26 697 %k, L F ATEAS AT 2 B ER B v 4 A
A R &) KUY

44, RFRAEK 43 %, HF AL FK-506 £t A £
S &%, 31-0-% ¥-FK506. 1-683,590. L-685,818. 32-O-(1-# 4
wlek-5-R)FEEE. FTEE£. CI8-OH-FE£EE. 9-%£.-31-0-
# ¥ -FK506. L-688,617. A-119435. AP1903. §mE£. WwE AL
-FK506 7+ = FRAK. 13-0-% T4t 54 £ 3] #= FK506-%) BAEBIEESY .

45. RBPEARAER 26009 F %, AT ESRERA LA BZEHMA.
B & Mk A A KMk R 6 TR IR

46. RBERANBRASHFE, EFHEmERBZEHE,

47. WRFRAEZRK 46 97k, AT AMEREHAHEL G BFHMA.
JRAAE. B, SIBEBHE. WA, BHE. BRHEENRBH
Fa [B] B 0 ME - B A% AL

48. RFBRAER 45 897k, BFYAMERER O H LAMARA.

49. WRFEARAEK 488475k, AFTAMEAFLAMARL AR
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BB R R K g R R

50. HRERANEZRASHF X, EFPERELZRMEERR.

51. ARBERANEZR S0 69H %, LFAEXMKRRE R, 5
LM EE, BHETEHERERR. BF. OBRRFTHHESE
X,

52. ARERANER 26 9F %, HTHEEN LELHNETREZ A
FH TR AN 2R B A LR ERE A 24P BIB #18
EEaRT A,

53. ARERANEK 26 ¥ 5%, LFAEAR QLIFEFTESSRANE
BB B k| | Ao pTid BTB 442 Z G AT A AR —F B Bl 8368 . vA
3ok 64 A A R Bt 2 A R AR .

54. MABERAER 530 FE, EFHAAR QIEMLSANE
BB A7 6| N Fe ik BTB # 2 Z QAP A UAR —H A B 667,

55. ARBEARANEK 26 ¥k, F T4 G5 AA Z B R BRI 4
FlehEAA 6 BTB #E2ZGATHNEHARLAKXEY 0.001:1
2XK#%10:1.

56. ARIEARAVER 26 95 ik, H P TR 45 AT 2B RR BT H) R
VAR VAK BT R E#A, AL BIB #5549 AD UL LA
BTB #:12 % & 8 | B 84 8| 48 ) A8 bb Bl 1K T i 45 9 49 42 SR BR B
WHI R R FHE S Y %M.

57. HRIEARFEK 56 897 %, H AL BTB 2 &G AT A
5K BTB 4518 & & 8 7 #) B 6978 57 BOR A8 b R A& P iR 45 44 42
BB B A F T HRRGFHNED Y S%HEHRA.

58. HRIBARANEKS6 95 %, X F¥AMABIBHEEGATAAL
BTB & & ¥ & 8 E 7).

59. MIBARXA| B K 56 67 ik, L ¥ AL SI4E R L A CNS a4 A .
B REFa /SR Bk R FA B GBI R BT MR AR/ E M B AE A

60. HIEFEARFEK 967 %, LT ATLa AL CNS al4EA .,

61. HRBFEARANEZK 60657 %, L F AL CNS SI4EF L K.
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k. EHIEREKE., HPREAKRET., BREARKE. HH. £IK,
BERFTF. kE. AL,

62. HRIBERA) B R 59 95k, AFAEERA RN, RFf/KE
4 &) 48 A .

63. BB A|EK 62 95k, LFAEAT. KA/ E M a1EA
AR, FIEEWR. B, #ERAEXEFR. BE. &y, &
Ak, Rek, HALRR. REXLFT #%.

64. ARIEARA) B R 59 4 ik, P AL I4E A R B REFa/ 2R 0k SR
A IE ARG,

65. WRABRFIERK 64 8975 %, LTI E S/ bk AL R %
SERRTERLERE. BFAHRMRE. B, REBE., VK.
o b B R K U o b AR F R SR A AR R HE AR R,

66. ARFBRAIERK 56 697 %k, AT PTiE 4 A L AL KE )6
T &,

67. ARERANEZK 56 95k, L P Ak BTB #iE& G & ABC
HiZEH,

68. RIEAAEK 67 897 ik, H T FTiE ABC 44i2% G & P-gP.

69. WRFERAZKS6 T, AFHABIBHEZRARATHA
KREFEWREFRITEY.

70. RFEAAER 698 F %k, EFHARXTHRREZIRITED
RAWMEAEZE. FMEAEE. AR, aBEE. FETR. ¥k
. ATARK. BREN. FEWR. 2E6F. E5F. KB, H
MER. AAE. MEATR. MAHF. BEKE. BARE. £F5.
MEE. BRRG. LHAER. BLaedE A LR EREILRE.

71. REFRANERK 70675 %, EFHRELEZRMRELEZRTEY
RMEEFIMEAEEZTED,

72. ARFEARA)EK 56 695 ik, L PTE4S R AY 2 BB BE ) 7
AR A,

73. RFEAAAER 56 695 ik, T AT R4S A 2 BB 85 4] F
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A 7R 8 KUY |

74. RBRAEZK 73 B F ik, PR FK-506 £ it f £
s E%. 31-0-% ¥-FK506. L-683,590. L-685,818. 32-0-(1-# T4
glok-5-A)VFEEE. TEE L. CIS-OH-FTE£E%. 9-+4&-31-0-
% ¥-FK506. L-688,617. A-119435. AP1903. T HEZ. E LM
-FK506 + =AM, 13-0-% T4 % £ 3) Fo FK506-%) R AZ1BEL 4 .

75. —A LA, CAH K E G5 IAAT E BB BRI 5 A Ao ROU R
5 P45 A A RAEBR BRI A 96 TR EW BTB# 2% G A

7

—

°

76. —Ar MM ady, LERF|ER TS b hithy LT
2 HBAK,

77. RFBRF|ER 75 4464, HF PTRA5 A0 255 B B 37 4
F R EESE .

78. MRIBEAA|FZ K 75 690 SH, P BT R4S AY 2 B BB A7 )
7 ALK 8] R,

79. ARFBRAER 78 HEW, L PR L ES X MUML A
£3%F%. 31-0-% P-FK506. 1-683,590. L-685,818. 32-O-(1-# 2
AR-5-K)FEEE. FREZ. CIS-OH-FE£E £ . 9-% &-31-0-
# ¥ -FK506. L-688,617. A-119435. AP1903. §EZ. B kXA
-FK506 5+ —FAK. 13-0-% ¥4 % & 3] #= FK506-%) BAEBEEY .

80. ARIFEARF|EZRK 75 69404, ;L FTid BTB %15 % G 2 ABC
HiZEG,

81. ARIEAF)ZK 80 694054, L F Frid ABC 442 % G & P-gP.

82. ARIBMAIEZK 75 94044, HF ATk BTB 4432 & & 8 A
REFENEFERITEY.

83. MIEAAEK 82 090 oW, EFPAMRRLAMREZRITA
Mt AWMEEE. AMEAEE. LW, aBEE. FEFR. i
. BT AK. SREH. FEW. 2EZF. E5F. KA.
MR, BEE. MEFR. MEAE. BEE. BAF. 58,
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MEE. BRAS. EHAER. B2 EE A LFEERERILRE.

84. RIERANEZR 83 Wb, LFPHALAERMIEZFITA
MAMEEEIWMEEETEN.

85. RBAAEK 82 49400W, H P 7L 4547 2 B BR B 47 4
FRMFES) BT AR ERRELRAITENIMEE XK.

86. ARIERA|EK 85 t9ibd, AP AEBMEAZTEUK
£ 0.001:1 £ 10:1 ¥4 B R G4,

87. MHIBEMF| 2K 85 940 o4, H P4t E 8] vA£H 0.1-1000 mg
WEHAE, BMEHEUY 10-1000 mg 84 A4,

88. MRIBMA|EK 87 94044, L F Ak st 3 3] A %9 0.5-100
mg AL, BMAFEULY 50-500 mg )AL

89. RIEAF| &K 88 4940 AW, KV ML ES) LY Smg Y EH
B, BMEREZEEUY 500mg G EHLE.

90. REAA| K 75 94054, L Hizmaomen THHe,
45 I AF 2 B BR Be 7 %) ) #9796 77 R 5 XA BTB 412 % @ A 7 0 44
B BRAMLRZES Y 5%,

91. RIEFERFEK 75 654084, HEFFrid BTB 442 % 97 #|
VA VA T AR FIT iR 45 8 4% 2 B BRBE 7 ) A e S| E R 0 B4 £ .

92. HIBRF|EK 91 94004, P ATLEI4ERL A CNS a4
B B BEAe/R bR AL R E R AR, MaA/E a4t .

93. HRFEAA|Z R 92 94844, L F ATk al4E Al & CNS SI4E A,

94. HRIFEARF| &K 93 #94845H, HF Frik CNS SI4EA L A K.
k. BHMAEKRE. HAWKRAKRE. ZREFHREE. B, K.
BREA®. X, P,

95. ARBRAERK 92 090 s4, L ¥R R R, KA/
REBEER.

96. HRIERF|ERK 95 4o, EFATEN. BA/XE MaI1E
AR, FFIEEM. BB, #RAERFR. BB, &,
1A, Rek, HHURE. REX LFT B %,
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97. HREARA)EK 92 94854, L P Pk 8l 4F A & B REFe/ 3k
P B3 B B4 A

08. ARIBARA|ZK 97 694004, HL b Pk B AR Fe/ Rk Sk A A &
GEVERM AT HERLERE. BAHRBE., BB, REBAE. V
B B MERERL K R M R R 4F A AR S HE AR R R,

99. ARIEARF|EZK 91 494054, HF AR ZLBRENHS
LTI,

100. ARABERA|E K 75 494064, L F BT iE 45 A% 42 55 BR B8 37 %)
FVAR VAL BT R RAEHFLE, EBIBHEZQRATHAELA
BTB #iE & QAT A NS AN LBREIHFNELAERTEFHRAE
MR AR TEIMAEEER F PSRN LERBITHAGRENYEH
.

101. ARIBEARF)ZK 100 494064, H 3 FFid 458 4% 42 5% B4 Bl dp
FIRARVAL BT HRNGEALE, L BTB #E&GHF H L Z A
ROEEREFVHBPANEBHERETH AN GORENEFE.

102. HRIBARFZK 101 98454, LPPEAAERTL A LR,
MELE. M, RIFRAKKECEL. HfSi,

103. ARBAFERK 100 894054, £ ATk 4549 2 B B B 49
BIFNARALFE ARG EAAL, EBTBH#EZEG AT H L EA
kAR T PSRN ZBER BT R A GRENESE.

104. ARFERF|EZK 103 694064, AP MEABR T H .
M. B, . SEARR R,

105. ARIEAXF)Z R 103 494054, #t—F L IER D Pr ik 4584
GEFRREEIH F NS AT R BRI R AL BEL LA RREHEAER
P HER.

106. —F L0464, A8 57 A KT 645 R4 2 55 8L B 37 4| 7| Fo
RAKEIT A4S AN EBRBINHFNELERE T GREN T
BTB 412 % & i A,

107. #HIEAXA)Z K 106 694864, L ¥ Frid BTB#E2 & GiAPD

10
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F VAR CA B, 1 P iR 45 8 A 42 A BR Bl 37 ) 70 AN45 1R A 22 Bk BR B 4 4 7
EBLEHFHRHOEABERET P FERGELHE.

108. —#FrZ b4, CAMRAER 106 Ao MmAhF LT
B EIK,

109. ARIEARAIZ K 106 694004, H BTk 4584 2 5% 8L B 4
B F R LE S,

110. #HIBAF| 2K 106 694004, L F ATk 45847 42 B BR B 47
)7 R A 5, E 8] KA.

111. REARFZRL 110 894064, L F bt 5 &8 Ktk
HE5EE. 31-0-& F-FK506. L-683,590. L-685,818. 32-O-(1-#%
LEARRS5-R)FEEE. FEEH.CI8-OH-FEE % .9-%5 &-31-0-
% ¥.FK506. 1-688,617. A-119435. AP1903. §mE£. wE LML
-FK506 & = F AR, 13-0-% T % & 3] A= FK506-F) AR BB .

112. #HRBEBRAIEZL 106 694064, L+ Frid BTB $#E %4 £
ABC #12 %& 7,

113. ARFEARAIZR 112 694064, L ¥ Frid ABC #E5E G 2
P-gP.

114. #RBEARA|EZK 106 694244, L PP BTBH#EZAAT
FAREFFRELRRTEY.

115. RFMRANZR 114 9864, ¥ Arid £ MR EFHFWRNT
A OMEEE. FWMEAEZE. B, anEE. FEFR. %
BRH. BT AR, SREMH. FEWR. 2EE. L5F. KB,
MAEEETR., BEAE. MEAFR. MAF. BRE. BAHF. TH5.
MEE. REYE. AL, WadE A, LR EREILRE,

116. #HRIFBRAIEK 115 948404, XV ATk X FRRKFFRLT
AMRMEEZIMEEEZITEDY.

117. #HRBRAEL 114 654084, HF PTiE45 R4 2 BB B 4y
FIF AL BT R L ERREZRITEDRMEFZE.

118. ARBEBRANEZK 117 94864, L P i L) WA FHE

11



200780048511. 9 A o kB FE11/18m

X% 0.001:1 £ 10:1 9B R HF .

119 RBERAZR 11789 AEA%, L F4ILEE 1A% 0.1-1000 mg
B AL, BHEEE A4 10-1000 mg ¢4 54,

120. ARABA A 2K 119 694844, F F AT id b 50 3 8] vA 29 0.5-100
mg ¢4 E A, BHEFEUL 50-500 mg 9 F 5L,

121. HRIBEARAERK 120 94864, L FPRALEINUAY Smg¥iE
B, BMEEELY 500mg 495 AL,

122. ARFEARA)ZK 106 9864, L rik45A44 2B 83
HRARUEFEEF KRN ESLAL, L BTB #HEEGAT H AR
RBLFER TV AN EBREBITHANGRENEHFE.

123, #REARANZK 122494869, L PR AERTR G 0E.
hEs. B, RFERERAECEL. Hf ok,

124, ARBEARAZK 106 494064, S P ik 4590 4% 22 5% B B 37
FIRARANKLESL T ERGEHA/A, B BTB#EEGATH LR
MR ATE X E T 45 R 2B BB H H O REHEHAE.

125. RFEARF)|ZRK 124 90464, LV PEARREik A IF.
M. B, . shEfedg,

126. ARFBARA|ZK 106 6940640, L+ 7L 45 A4V 2 55 B Ba 37
FIRARALFEE TR EAAL, B BTB EF G AT H A Z A
AR 45 AT 2 BEER B 37 4 F 09 Sl E A M =4 AR

127. ARFEARAER 126 494064, LPArLS4ERL A CNS &
VER . B REAe /S b AT R RSN RAT. MRA/ G M@ 4E A .

128. ARIEARA| R 127 94064, £+ PTE 8146 A & CNS &4
A .
129. ARIEAA| 2R 128 494854, L PR CNS &IEAk g &
. kA, EHMNREEAE. HAKESRE., REHERE. FHR.
RIR. BREFF. 22, BEPrx,

130. ARABARF)Z K 127 694064, P PriE 46 A RAF. MaFa/
2B Ma1EA .

12
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131. RBERA|ZR 130 094054, L ¥ AR, MRF/XE M &
Ve AL, AFIE&EME. BT, BARAEREFR. BB, &3,
@Ak, "Rek, HARE. REKLFT #%.

132. AREFERFAZR 127 44, L FAEIHRARZEEF/
Rk ARSI ER .

133. RIBEARF|ZK 132 694064, L FATE R Ef/ 0k kA
ARAVART EWMERE. BAHRMET. WEFE I, RIERE,
Ak MR K . S e R B R 4R AR SR HE SR AR

134, MHIBERF) B R 126 694804, L FTik al4F A & 40 8K
hEe T .

135. ARIBARAIZ K 126 94864, L ATk 4547 2 B B B 47
B FARAKES T RRGEAAL, B BTBHEEGIFT H AL
RBPTEAG PN ZBBRBEBITH NG EARRNERL.

136. RBARA)ER 135 9 c4, LF LATRLLGMEA T3
WA, H5XA BTB 3152 % G H i 6976 77 R A8 45 40 2 85 8L
Bair B\ R 6 R KRR GE TV Y 5%,

137. —HRG45 AN 2RI HI N e 7R RGF ik, 0
6] 4% P i 45 R A 2 B B BE 37 ) K 06 5T 6 3T R38R RAAR 545 A A
GBI R A ST RAENEW BIBREZGAT A,

138. ARFBARA)|ZRK 137 697 ik, HL ¥ Frik BTB 55 % & 7 7
&£ BTB & & 4515 & 7| .

139. ARBAA|ZK 137 4975 ik, b TR 458 4% 2 5% B B 37 %)
FIVAR VAR T TR A EHA, B BTB #iEE G T A vh AR
BRATARAS AN R AEREE R R EHRA .

140. #RIEARA| K 1396955, L PArES4EMiL § CNS &4
B B/t kAR ZARINER BRI, BRF/REGHSER.

141. BB A K 140 85 ik, E PR S4E A & CNS S84 /.

142, RFAF|EK 141 6977 3%, L F A& CNS BI4EA L A EH.
Ko, BAHNEERE., HARESKRE. BRUIHEEKE. k. £IK.

13
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BRIEAT. k®. BEFEX,

143. AREFEARFAEZR 140 7%, L FAARSIERA R, A/
XEBEEA.

144. ARIBARA)ER 143 75k, L P HEMF. RA/KE M a4E
AR, FFEEE. BHF. #EKAEXEFR. BE5. &9,
AL, Bek, HURE. REXLFT #7.

145. RBAA)Z R 140 895 %, L F A7 3145 A & B g A/ ik
FRAETAZRGENAEA.

146. RBAF) B K 145 95 ik, F P TR B REA/R b f A TR 7
GEVERRTERLERE. BARMRE. MBI A, RBEE. ¥
Feo thfnMEBERR K . 55 b R AR 45O AE R AR AR,

147. RBEARFNEZER 139 895 %, LT ArLa1ERA AR K
T I

148. IR A B R 145 647 %k, Q15 PTL45 AN R BB B
) ) 5 A 16 32 T IR AT R AV 22 BRBR B 3 ) R 06 IT 09 AT R A8 A VAR
REMRIAEAGEY BIBHEZAQATH.

149. WRIEMRF| 2K 137 895 %k, L P Fri£ BTB #iE &K & £ ABC
HiZEG,

150. #RABAR A &K 149 895 %, 3 F #rid ABC 4412 % & & P-gP.

151. #RABRA)ERK 137 8975 %, L F Frid BTB 2% 4R % 7|
REFERRKZRAITEY,

152. #HABRAER 151 97 %, AFPAEEEFRRNEZTRITA
Mt OMEEE. FWMEAEE. 20, aMEE. FEFR. T
wEF. Hr AKX, BREMN. EEWR. £E6€F. F5F. KIEBH,
MAEERR., EAME. MEAFR. MAF. BERE. BRF. &30,
MEE. RESE. LHRKER, BeEE A LR EREAILEE.

153. MBREBEBRAERK 1528 F5%, AFPAELERREZRME
MAEMEEZIMEEZITEMS.

154, ARBARAN R 137 895 %, L F Frid 45840 2 588 88 37 4)

14
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F) R A 2 E 5]

155. HREA|E R 137 695 %, 2 ATiE45 040 2 BB B 47 4
F A E 8] £ UM

156. ARIBRAF)Z K 155 95 %, L FAridtein &8 Rk g
£3E%. 31-0-% ¥-FK506. L-683,590. L-685,818. 32-0-(1-% &
Aulg s AV FEEE. FEEE. CIS-OH-FE£E£. 9-% £-31-0-
# ¥_FK506. L-688,617. A-119435. AP1903. T MEZ. E AL
-FK506 7+ = FR4K. 13-0-% F 4L & &) o FK506-%] RAZ1RBEK M,

157. BREBERFZR 1370 F %k, EFYESZERALARER
M., BF R BEMEAERFXBERGARE.

158. HERF|EK 157 9F %, EFARERBEAM.

159. REBERFIER 158 89 F %k, £ PR B TAME A FAH.
JRASA. FAA. BB, WHHE. MBHE. FBHAEH®RSH
o [F) B 64 M- B AR AL

160. ARFBRFNZR 15T FE, LAPHMEAREROS LAMK

161. AREFERANZR 160 95, VAR F LB MAEMRLA
BT K. HEHE R d KB,

162. HBEBARFNZR 1570 7%, EVYPMERERKXMBARR.

163. HRBAAZER 1628 F %k, HPAELXMERLEHE S,
STARE LM E 8, BRUTEMERBEE X, BS. BN RHH
K,

164. RABERAZR 137875, EPAEEAOELENERES
FF 6T iAAS AAY 2B BT H F L H Z RS A F49PTiE BTB 4
1B &6 AT A

165. AREFEARF|ER 137 95k, L ATEEA Q3 PTiE45 A4
2 BB B 4| R Ao P ik BTB 4512 &% & A 5 A A Bl — F & B 8 46 A
VA S48 04 F) B ) B 6 R 3R AR A6 B

166. B Z R 165 695 %, HF TR R €16 FT L 45849

15
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Z BB B B F AP id BIB #E2 &G AT H AR —HNER &AM,

167. HRBARF)Z K 137 8975 %k, 57 64584 2558 Bs 47
) F) 89 F A6 M 09 BTBAE F QAT A ENERILA K 0.001:1
2 R%10:1,

168. ARIFEARFNERK 137 95k, LT EArBEGMERTHY
i, 5KA BTB 12 % & % A B 4976 77 2R AR 45 8 49 2 5 8 g
WHEANGEABRRGES Y 5%.

169. RBAA) K 168 #hF ik, L F AT 45047 & 5% BL B8 37 4)
FARANEBESLFXROEHRAE, EBTBHEZGATHUAEEAR
BTB #5iZ & & i A 67 69 &) 45 ) A48 bt 2 A T 4K 45 1 49 42 5% 8L 8 37 4
Feh | ER-FHED Y 5%HEHLE,

170. #HRABAF)|Z K 169 897 ik, L F A7 iR 45847 2 5% 8L B 47 4)
FIAR VAR IFL TR RGEHA, L BTB#EEGIAT A ALK
TARREFAOSANRHBRERENSHEA.

171. ARBEARFIER 17069 F %, AFPPMEAER TR A oK.
FE. o Hhesd. B, RERRKSEL., B, . SBE, Fhizg,

172. HRIBEBRFER 170 895 %k, #—F QIER Y FTiE45 A7 2
BEERBEIT B A A5 AN 2R H N L ELETRRAEERE
AR

173. #RBAANZR 16987, L P AL a4ERAL A CNS aH%
B BIEfe/ b kAT R G ER BRI, BRA/REMaER.

174. ARABERF| R 173 6975 %, L F AT 84 A 2 CNS &4 A .

175. #RIBEAR A K 174 645 ik, - F Frik CNS Sl E AL B E 8.
K. EHMAEEE . HAAREKRET. BREAEKRE. FR. RIK,
BREAF. kE. FEFEE.,

176. AREARFI K 173 475k, P A al AR, A/
REMEIEA.

177. HRIFERAER 176 O F %, L FITEM. KA/ F M 34F
AR, FFIEEWR. BB, #RAZEFR. BE. T,

16
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@Ak, "Rek, HILRE. RRXLFT A7,

178. RIBMRA)Z R 173 95k, H P Ak a5 R & B A/ 0k
AR FZ G SR,

179. HRIBRFERK 178 5%, L ¥ AR B EFo/R b kA A
GRARFTERLERE. BAHRME., MBI, RBBZE. V
Bk B RERR K . UE o MR AE 45 A A R HE SRS AT,

180. ARIBEARAN B K 169 895 ik, H ¥ ATk a4 A AR KiE
e T IE,

181. #RIBARA|ZK 168 695k, HF Frik BTB 442 &% 4 f 5 A
A& BTB % & 4515 & 7|,

182. ARIBEAA|Z K 168 #9755 ik, L+ Frik BTB #4i&E%& & & ABC
HiZEH,

183. ARIEAA) &K 182 ¢4 77 ik, = F FTi& ABC 4412 & & &£ P-gP.

184. ARABERF|ZK 168 6974 ik, L ¥ Frit BTB & &4 A5 A
AL ERKXEZTRLTEY.

185. AREFEARAIZR 184 975k, HP AR L EZEMRELZIITA
Mt OWMEEE. AMEEE. E0. aWEE. FEER. T4
i, T AK. SREH. EEW. £&6F. 5%, kIkHE.
AR, BAME. MERFR. MEF. BEAE. BEAF. 2F0.
MEE. BRERE. LHAER. BaedE A LR EREILEE.

186. #HRABMAERK 185 97k, HPE LA FRMRELZTRITA
MARMEEEZRMEEZITEN. :

187. MRIFBEARF|ERK 168 6974 ik, H Ak 4584 44 5% 8L Ba 47 %)
F R A E 5.

188. ARIBARA|ZRK 168 47 ik, H ¥ ATid45 R4 4 588 B 47 4
A ALK 8] EUY

189. ARIEARA|ZRK 188 ¥ 5 ik, H ¥ ATiffe L E 8 XMk
£3%F%. 31-0-% ¥-FK506. L-683,590. L-685,818. 32-0-(1-& T
Aulhk-5- X)) FEEE. TEEE. CI8-OH-FEE%. 9-%£.-31-0-

17
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% W-FK506. L-688,617. A-119435. AP1903. T MEE. E KA
-FK506 %+ =4k, 13-0-% F 4t & & 5] #= FK506-%) RAEIBEM .

190. — A EAFERE ¥t & 3) b3 8] £ UM 69 IRE M
FiE, UREQTEHTEMLES) AL E S RMUAWE T 63T RHER
EUOREABRRE PHL LI ML ES) X REHEY BTB
iR E G AT A

191. #HRIBARA|ZRK 190 95 %, L+ A7k BTB#E &G AT H
ROEBERE T4t R 8] b5t K 8] AU 6 IR,

192. AREBRANEZR 191 9 5%, HPMEAABERERAMLR,
B, B, RFRRKKREELE. RS E,

193. R4BERF|ZK 190 975 %, H ¥ Frit BTB $#E& &4 # 5 A
ik A R E F b 5 R &) AL Z 8] KA e IR,

194, AREFERF|ERK 193695k, RPHEABERERXRAN. M.
= NN - K -

195. HRIBEARA|Z R 190 97k, L+ F7id BTB #1EE G AT A
A~ BTB % @ $ & & H| .

196. AREAA 2K 190 6§77 %, L F Frid BTB 4412 % & & ABC
HiZE G,

197. AR FAF| K 196 49 75 %, 2 F FTid ABC 4412 &% & & P-gP.

198. ARIBEARAZ K 190 ¥ 7%, H ¥ F7i& BTB %2 &4 AT #
REFZHREZRITEY.

199. HBRBEMAEK 198 897k, AP X EZMREZTRITA
Mt AWMEEE. AHREE. B, aWETE. FEHR. g
M. BT AK. SREH. FER. £&6F. Z5F. KIEH.
MR, BEME. MEFR. MEAF. BRE. BEAF. &F8.
MBRE. REF. 2HKRER. BadE A LB EREAILRE,

200. ARIFERANEZRK 199 9F%, EFPHRELAERRRALZWITA
YEMEZEEIRMEZTZITED.

201. ARIFEMAEK 190 697k, LAkt n s Rt g

18
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£35E%. 31-0-% ¥-FK506. L-683,590. L-685,818. 32-O-(1-% T
A5 R)FEEE. FEEF. CIS-OH-TEEE. 9-5&-31-0-
% P .FK506. L-688,617. A-119435. AP1903. T EZL. wELH
-FK506 & —RAR. 13-0-% T4 5% & 3) o FK506-%) RAEIREY .

19
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R T30 7 kfmedh

XX 3 A

AWHEER 2006 5 12 A 28 AR XA EB G FF 60/882306
5.2007 % 5 A 25 AR R4 E H G ¥ 60/940375 5 F= 2007 F 7
A 31 BRXGERER PF 60/953192 T KA, X X ARiB 1T
IR AIHIINARTF,

HFHEAK

B R kb fo ik FRELE M, 4o d ik -4 4R B 2 (BTB), A2 2| 4 4o,
BPRAZEAAEEAADRBATEENEROER, REAMRF
FEARZAERIRLGHIERA R TE T E&A LB,

Bl4e, FEIRE, LR E (Progral)— T % LA T L BAEHEF 4
EZHEBIEF —EKRY SSNHFHBELIARFIRAZEN, &
¥EH. kAL CEHNE. HARSFREDRTEHKE.
EHAE SA%NERTHEANEBHELF 15%YSEBHEES T
AAE. LECRAIFR (G RI0E F)L 5| A2 F B ARA L6 1EA 647
ZEHEM, LRTLALLE TR, ThIIRZREEIEHE T FHER
E, O TFERBEETHEMMRMN L AEBHENE LR T L LR
F K69 BF 1A (£ 2003 SFAR A6 BT 2 44 20 F), Bk E 2RE R
YHAEEEFTRENINERNG T &,

KA A B
AEARALT AL &40 40 B8 (BTB)451E & & A7 H) vA 6] 3w,
R EE 2R Y R 45 9 AY 42 B BR B (calcineurin) 7 #) K| 64 3 4F A Fo /2R 38 0%
45 AP ZBE BB I R F) 6906 T B R F k. S HAIRF &
E—ANFEF, REARBLECEBIBHEZARATANHALSY.
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Bk FTaF KT, KREPRE QAR K45 RAT 2588 8537 5]
7| Fe B VA B AKAS 8 AY 22 55 BR B 37 %) 7] 84 Al 69 € &) BTB 441& & & i
WA GES Y., EEFEH— R ERSTXT, RAARBKECLSEH
AV 2B BR B A h| R Ao R -4 R B (BTB)46E &K G A Al 5484
¥, EFLiEMAMmAER THHE, BIB #EZGATHNHESEZL
VA SRAS A 2 BB BEIT R F G RR., EEF RN — R EHT
KF, REIRA OE45 A4 2 B8R B 47 4] ) fo fn iR -40 42 B+ 12 (BTB)
HEZEQRATAGLELSY, EF HZLoMER THH, BTB 4
BEAORAFTHGESELARSAEER T P45 255837 4] F) 69
RE. ERALZPLELSMH— LT FTX T, HFEAER T CELR,
B, R JRAF R KK E & 4 (peyer’s patches). il fo o i,

BiZF@mey— 2 L5 X TP, BIBHREEG @I ABCHELZ A,
AW — R RHF X F, LoHh T ) BTB 42X QAT H it
BIB#IEZEGHUEFR., E—REHFXFT, 454 P4 BTB 442 &
AR A LI P-gP AT, E—2REST T, A5H T4 BTB
HEEQRTANOCESH. ARANN—LEETTF, EH O
REMR., E—RFTaFXNFP, $HOEMEIEE. AWMEAEE. &
B (flavon). @& & . FEH/R. FiH#F(choifolin). &+ K.
S REA. B, REEL. E5Y. RIFEE. HEFHR. SHE.
AR R, MEF. BEE. BEF. &F 8 (chalcone). HREE.
& & (phlorizdin). #HREE. wWEEE A, LB EFEALLE.
-y XY, MAXZRAMETE.

BERLPEL MY — . Rk N T, ik BIB #E %4/ A
kS ER . ERLPUELSYH—LEHhT XN T, BTB #¥iE2F 4R
PR GEIRFARATZ R A (CNSER . E— £ 5 ¥, CNS Ak
AEI. KA. BHNEAE. HARSKE. BREAREE. F
i (seizure). KBR. AX{HF. FE. BkfhiEX, ARAKLRELH
#—sk T F X P, BTB#EZ AT FHGKAT. KRM/RE Ma4E
. E—2FE£kF5X¥, IFF. BF/XEBaERZFRL, HFiksd
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M. RERFRF. B#ARAERFR. BB, B, EH, Rek, HALR
B. RENLFT #%. EALPELS M — L E#HkT XN T, BTB 4
EEG PR ARG Ao/ R R AR RS ER . E—®EEF X
v, BEA/RAEBERGINEARTERERE. FHRME.
FUBE3E hn . JRBEAR . YAk, BB K. S R A A
RHRIERE, E— g5 X b, AR ARNKHHET %,

BEAREPUESMH —LE_FTXT, ZHUEESHOLERALANAY
WA MAE F ETEZTHREAN. EZAGHH—EXEFTXF,
5 R 2B Be iR A A BTB #E2FQATHHOERILAKRY
0.001:1 £ X% 10:1. AL HH— L RHkF T, S5ANEHRE
FE|FI A% 0.1-1000 mg 9 &AL, H BTB #E&KGATHRY
10-1000 mg 9 EAE. ERALPH— L RHEFANTF, KHECER
KB WLy Az LA AR R LA

EFH—ANFaF, KREPREEA A BTB #HE2 &G AT 675 %k,
BEZFEHG—ER6EFT XY, RAVR/LALEER RIEN DY HE
T A 3 44 45 1 A 42 B BB A7 ) A A= R vA IR 5 45 R AT 2 B BR B 37 4)
AR KRN ETY BIBHEREGQ AT A METERENFTE. EX
KTkt — R Eh ST, BUSHER T, B ANEE
BR B 37 4 R 4996 57 3R 5 XA BTB $15 & @ A7 7 B 4976 57 2 R 48
IR ZH 2V 4 5%.

EAREPF EH—EEEFTNT, BTB $#:E2% & H% # £ BTB
FORBYERN. EZFTEH—LEETXT, RAPREELH
B A R 6 B 3 A AE W45 A AY L2 B BR B 7 ) ) e RUVA R B2 3R
Y 45 9 A 42 A B B 4 ) A1) 69 CNS4E R 89 49 BTB 442 & G A F 7
FERERENFT R, E—8FEaFXT, HFEAAFTHNABRER
45 A ZREBA BRI B\ A 6 B CNSHER . EEF @ — R EHEF X
b, KA ARAE TG ER REN DR R KE G R ZBR
Bl 37 40 ) Fo BVA IR 32 K IR A4S A AT 2 AL BR B 37 4 A 9 AT MR AR/ F
Mal et T4 BIB#E2EQ AT Mg RMmEND X, £—%

22
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L F NP, PR F A R ER K 45 R A0 2 BB B 47 4] ) 64 B A
. A/ REHalER. EZF @ — 2 EkFT TP, KPR/
i@ it &) B A JR AR 6 B WA A R RCE 09 45 R A 42 A% BR B A0 4 ) e BVA
B B2 3K PR 45 R A 22 5% BR B i ) ) 6 B AR Fe /3 B AR T R R 8 AR )
W BITBHEEQRTH MERZRENTE., E—EEHEFT N
F, BRI R R R R R4S A AT 2 B BR B I 4 R 69 5 A B REFe/ R
e AETBAGEVER ., E—REHRF X T, 45A 2B EE 4 7
Fe BIB#E X QAP AL —MEOMFH_A., E—%FHFXT,
45 if A% 2 B BB 37 %) ) A= BTB $#412 & @A 5 H AL F R4

EREPF R — L RkT XF, 5ANEHEBREWTH A AL
AKIEB TR EHFAEILBIBHERGMETH AL EA BTB4E
F G E R 69 4E A8 B R A TR AS R AY 2 8% B BE A ) 7 &4 B 4E A
FHEVY U EHFE. E—EEEFTXT, FFEEALZTIRER.
EARKPFEH—EhFXNP, TESIEAZCNS A, £—
MGy NP, CNS SIEAL A A, kA, EBHMNBAE. A
KREXRE., REHEKRET. BR. 2K, BEATF. *F. Fif
BEx., ERRAFEH—LR&ESFXNT, BITB 2% 4 H7 A B
Fr. MAn/X B MR . E—XE&EFTXNY, . B’Ri/XE el
RN, FFlREE., BB, #RAERFR. BE. B9,
@A, Rek, KRR, REXLFT #%. ERLAF Ee)—2 %
#% AT ,BTB4 2% G A SR E MEA/ Rk k78 % @ AE A .
B8R F TP, FlRA/RSAEBZAEIEARZT ERLTRE.
BARRE. B, RIBREE., ik, BhhMBRA, ol
BRHEIEGAIERMRERR, - RE T XY, AAIEARZEAR
R TF 5,

EREZPF R — LRGN F, 5RFEEFE B4 A AL
NEBEFBRNELAELBIBH#EREGATANALURZAEAEK
TRAS AT R BB BET R A RENERE. ERKP T He)—k
ZHaFAT, FALABERTR ALK, AKEL., M. REFREKKRE
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K4k, Mg i,

ERARPF R — R FThF X T, RAVRB/ALEEA RE
o M e B A 3K E g4k L 2 &) (tacrolimus) e R AR R AR E F 46
AEEAWHRENEH BIBHEZQRT N RETARENT . £
AEPFEH— TR FXT, AERXTHHREZ. HKELE. F,
RAFREKREELE, M. SHE. B, J&. AFf R £ (gull bladder). £
AZPF kg — % T35 X P, BTB $5E 8 H ik V4L £ 3 A
MEZEETRROEEREFFR.

ERZPFEH— B L5 XNF, BTB #E2KHATH @i
P-gP i 7ER . E—2REH5 XY, BIBH#HEZRARATHEEZE.
E—RREFTXFP, EHOREELER. ERALAG—LZHET T,
SEBrOEMEAEE. AWMEAEE. A0, aMEE. FEHFR. ¥
B E. FH AKX, SREMN. EEWR. 2EEL. £5F. KB,
MAEEER., BAE. MAFR. MEF. BEE. BEXHF. 25,
MEE, AREEF. 2HAER., BeEdE A, LEERXREIILLZE.
E—% Rt X7, REROEMEA LT ETRARTLANEYD)R LT
BEECRKEMY ., ERLPH— L ZHT T, 5AFZ5KEE
WHRF R E LS R L) XY, L ES) XY F et
% 5 % % (meridamycin). 31-O-% ¥ -FK506. L-683,590. L-685,818.
32-0-(1-2 A7 %-5-2)FEEE. T£EZ. CI8-OH-FE£E£.
9-% £.-31-0-% ¥ -FK506. L-688,617. A-119435. AP1903. & %
£, WEAMN-FK506 F KiK. 13-0-% FHu £ E 3] /= FKS506-H &
BB, E—%EkF T, FAFLERETH R EE.

EARAZPFHEH— L RAEFTRT, MEACLIERESHE. 8
G B RFRfREBERGRE. E—RREFXY, MEFE
EHE, E—REEFXNY, BEBHELHTBE. RBHE. FH
M. SIEAM. WA, BB, BBAENRBHERE N R-F
A, A2 ERFAF, MEAOBSLEAMAR., E—EX%
FXP, BF LA MHARLEABRAERT XK. 4 E KB KA X (actopic
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dermatitis). X REM AT KfoF LA, A—LZHEFTNF, ME
HEMER, E—®Eksr X¥, KEARLHES. SNARMLHK
& 8% (vulvar lichen sclerosis). 1M E ZHEAMR X, BF. aBRK
FeRHELE R,

EARPFEH— S EhTXT, FFEENCEEHNERS A
F T RAG R R BB B ) A A 2 E R % A E49 7L BTB 415
EFORTH. EARAFEN— L TR FTINT, TEERN LFERLE
45 1A 4% 2 B BR B 37 k) K| A P i BTB 3512 & A9 H A B — 7| & B i
AR AR F AR A REIRER ., ERKXAF HE—%E
Ay Kb, AT L6459 47 2 B B4 B 47 %) A A= P i BTB #4iE2 &
QRAFTHAR—FHNAER AN, ERALATEH—LELEEFTNT,
Frid 36 ] & 2 JR7& /) .

BREMAEY T EMBEMAELE B, SR FEL T @
#ml A EFRFLE. 2R, RHEK, REF@OAAIEL
W FAGI R T 4R FhT XN, (27 F @muL Y Fods £ 69 KHEH R
RAFGIHAHFT RS E, AHhBLIX—F@mHL, ERKXANH
AP Fa 5T B 1 69 B AP RAL A Bt AT T RAABBEARARRZE R H N6,

EARABFREGHA LT, THfEH PFELEBLTE
FIN, Edm&FAHNTREF P EA R AELT]E
FIN—HE,

e B 4L e

AEZPHFHBEREEMRHRANER T FEmbb s, AR TEHL
b AR T ARKPRIEE T H) M ERF XN IF@LA RN BT A 47
o 32 R KK R AEFa R, B P

B 1 #iE T A4x Pz 6918 35 64 oo % B [ (BBB) Ao e & -l AR
(CSF)E-#% ,

B 2 #BAETRAPTEARE FREAGILES D IREERGEITH
B4R,
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B 3R AANF R D M EIRG B R,

B 44887 /£ 0.5:1 ¢ RS e THAZEFs MLR R X T HE
| iR 3% 7849 FK 506 #7 %) 4 A 69 2R (n=3).,

B S#ATAE 1 RSH THEAEZEZS MLR ZEAFHE D
e ¥4 78 &9 FK 506 47 %) 4E A 49 3 (n=3).

B 6 #4474 5:1 69 ReS tb#| THAEZ Z 3 MLR B AT HE
3 78 &9 FK 506 #7 4| 4E A & 2 K (n=3).

B 74& 7 /£ Con A #E W& #F F e mieigsh 4y FK 506
37 )45 A &4 2 (n=3).

A 8 BRAES@WIKETHEEZ Fofh it X3 2 AIF@Ie e
W7 2REEO A AL,

B 9 27 AKMIKE THAEEEFie X&) st ) RRmied
]2 HREEA A YK E,

B 10 27 & @I0RE T HA R Z F i X a8 xf s 8% e 6
LPS & &3 L,

B 11 7K@ RE THEEEAeLE s A Emied
LPS F 269 3 5L .

B 12 £ F£& & @RIKE T &EH 4 3 (vehicle treatment)* 12 4m fie,
T LB R

B 13 B FAKSERE TIEA & 2L 40 05 57 B A6 3%
R,

A I4#HEATHERRETARARFNEAMKEZZ5T Con AR EE
KB 48 38 78 44 FK 506 37 %) 45 Ji 49 3 RL

B 15448 TR e RE T AR H WA X E 5 Con A £ B
kB4 i3 78 4 FK 506 47 4] 4 A 69 380 .

B 16 #3147 1 mg/kg i.v.44 % & FK 506 £ Lewis K & F ¢
HARE A F AR R

B 17 #i& T4AMEEE SRR A& FK 506 s KF,

B ISHATAEMEAZEZNHANIREIRETA FK 506 i.v.fo#t K
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FE ipREH KA E AUC (0-£F K).

B 19#A T EMEZEZHHATERETA FK 506 i.v.fa it &K
#F ipREH KAWL G EIT AR,

B 20 MR TEMEAEEFNRANRBRRETHAEETE ipahlE
8 R E) B 18] & 4> ofn F 45 FK 506 K-F.

FLAR K 36 7 X

RAEFMEPAREPOHFNR LG EHRF X, RAEEEFT XY
A JE T & 89 24645 3R 4 F e AL EA

RAEFSI X, AXFPRAGHABRFHZREELA ERL
B T B KAR B LB M ARAR B FEBOMR SN, KRR
B T A & A e s LB LF] A IIAREF,

B—AFEEY, KEPRER T L 45 A 25888 8 47 4] 7 4
ARG R BT AT, PR R R fo/RR Z s 7R
Rt rik, E—ANFEF, RAVAREHNAKXTAEE
RE VA5 FANEZHBBREBEBEIFRFNOREGH R OELENFoF &k, £—
L KNP, KRR ARAEH) A 45 A7 22 55 B B 37 %) F) Ao R 82 2R 0H
45 A% 2 B BR B 4 4| K 6 ST AR X QI VE R M R e 40 A- 0 A H An
ik, E—REEF T, KEPREA RS E A 2558 B39 %) A
Fa 3 fn R IEIRAT AT Z AR BEET B RN G T ARG TR G4
S e YA Tk, E—REHEFTXNF, RXPREH A4S RANE
BB IR A R T AER T V45 A Z BB R A IREGY
R G B a A k. 5IAMN ZEBREEW S H 66 F iR
B& A(CsA). it &8 Fetb 1 & 8] £4h.

Ao i3 B 1 e Bl B 1R

A mfEARE

P RN B E Y WA R s, P fd G (BBB) A o
- AR (CSEHYARE(A LA 1). BRIEF LA, KX F AT A 8
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KiE “fafF FE” TA @I R-mAo&-CSF A&, KX F ALY
FiEAAMET AT MG T RN, E—EEETXT,
R T ik Aatl oA i B 5 BT A/ R M iR -CSF B 6 B R vA By b 2
Wt P ARAY 2 B % (CNS), Fl4oid it A CNS SMA. E—
ERETNTY, KRAPHBEEYH T RARNT oBFEEHEZA Y
WHH ., E—RERAFTXY, RAUNHEESEHFG EZART ok
REE1E R G 6 IE A

i AEhEEmE N miet S EmieR RN R, FridiE
3 VvA F) 4 /)~ 7 (zonulae occludentes)f= & F i HE F 3. LmEWEL
ABEa A mie(RyemicE)BE, BSNRBEEERW mieEm., %
WA R ILIRZ, A K 1500-K %5 20000 /cm’.

Ao fis B [ 38 it £ AL IE 4y Fo /2K £y 4L A (Facilitated efflux) 8 ¥ 4%
JRAEAE 3K o i Ae i Z18) 6 By ik, A B R @ A B 91 (abluminal) & & &9
& AR 6,24 32 04 Fa K 69 S 1Z AR AR

W S A28 BR o o Ao i 2 18] 4 R4 T VA G AT B BE/HLO0 4 FE A
2. HHERF/XHGLURERALT., NEREERTEWGFIET
ATERNATAIBENG T EFBoHF AHSENYTIBENE R LA
AL

BEERTEA IR FIEHAES DG REERGEHN TR
BRALE2)., — &, FREERMF, B HHEFELAR, KA
WHNRAIMENG F imf B oYW AEEREY., AR, EHIKFIE
M4 4K A4 38 1L ) 4o S IR 4 (xenobiotic) M R B RN AR R TP R
B, X sl AEIE AR L B IR IR G 5 ik el A AT T AR
I Fa N F BN E F 4

#r & -CSF B+ oy 2R 4% fi f A R0 4 AR 46 A Ak B JBL b B89 3 &
BHER. CHLEMEERERR,. RFEDNFRFZHEE,

A HNFr U B Fe b 12 @35 B T RIEMY R 6K
M & 4m it (paracellular)i® 2, A TREMM RS @ FRER, A
THREE., RAR. EHFNHEEG, ATREE. B4Ea %
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HiFZZHRNFHRAER, ATOHEE. XEeaXEaFHERn
Jo DA A b i AR (do, RIS BMEIERG), W P-AEZ A (P-gP). %
&t & G (MRP). AHA B FHEKROATIIER., v-AETE
(GABA)#% 15 4k #o 3] 7 24 4 A= - € 4} /B 4 (xenobiotics) 49 45 1& 6§ fL €
HiaIK, REAPHFEAELYM TR T AXLHEEZRP G —FFTRZS
AT, Rk, FPAEMZEAGAT A YA iR P 6
—FREAFFNFE NPT IRATE RGP HE

AX P HE T LALLM ELRT LE CNS B &, JoifZ st
iE B[R H € CNS B,

f— Zae o X, fofin Bl — 8K R4 BE(NOS) 7 4| 7] 47
B, Kk, NOS 374 K £ NOS-3 #7415 . NOS-3 #7 4] % 49 4 FR
s FELIE L-HRBEMS, & N2 F A L-HAR
(L-NMMA). L-N-¥ 2 4% £ B (L-NMA). NC-#8 2 -L-# & 8 F X B8
(L-NAME). 7-#§ % 93| » (7-NI). A& L WO 00/23102, Hi# i3] A& X
FIANKFIFF,

B. foi&-40 4 FRE4EiE 4K

E—dkxis X P, RLPR/AT ATP £45E£(ABO)HEE
Qe F ke, ABC 312 % G & LA A4 M4 AR 6 IR 4515 4K
MBRE, REHBEGQZW)H TRERAEZ @R, €MNE
4 325 9N R o F 04 B B Fe A 2% 18] (privileged space)iF IR E M &
AAARER, ETHELASS @RELAYAFTHLGF LA
RGP EARK, ZRRAGIARAFETHA. HIANE
20Tk, £ 84 ABC A-G, L3 C.B #» G /& Ao fdi ¥ Fo fn 7R -CSF
Bl g 415 S M F K BEAE A . ABC A R ¥ 63505 £ 4= A2 B 8 ; ABCB
HIZERQIE P-HBEE O P-gP)HE e % e & & (MRP); ABCC &
#% MRP Z4&; ABCEAWE., FhfMIy L, B ABC G &453
% & & 2 %& & (BCRP).

AR AL AR KR B0 F ik AR A A 6 iR -CSF B 12 3535 4R 64
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BB F QIR IR B F 455 4 % (0AT). P-gP = GABA #iE4K -
GAT-1 #= GAT2/BGT-1. OAT #)/&M1La4 €L.45 T 1 K (€38 Bk AK
F= § #E Bk (deltorphin) II). FA & FiLodh. BIREF. KHEFHK
AT. OAT LR AFRATH. FHREKM. BREFF 74445
HVA(Z Xy AEFTELBRE. FLRE. 5S-HT3 AKX
iz

GABA 3:15 K2 Na fo ClLAR MM 49, B3t F GABA. 4 ABR. PB-
REB . HEBRPRZTTREISFFHG. GAT2 #HER LT L@E X
Rt s fa A IE R @ L, GAT-1 1% F 4P 2 A4y LR 64 5,
GABA #EREVWOERALRERT., KREL L, &2, AALRE
(klonazepam)# & K £ T BL. # A4 (probenicid)# %Ik B £@mE AR
4m 6,64 M BRI GABA #3154k, GAT-1 % 3|"E /0 & (Tiagabine) &9 37 %) .

FE—REF NP, AEPRMEIAT P-gP, #l40ik# P-gP #4975
kAol A4, P-gP A7 4E ABCBI, HiBidibotmied 2R, &
A EFRELRE, AAERARPHEEE., EES5SHHT %5
A b = FH 4K (mdrla. mdrlb. mdr2), HE AWK A5 & &FH
(MDR1 #= MDR2). ‘€ &M bk% A8 £ R (F A oo ik - A0 B 1)
qv, AR Em bR ERE(REAER) EALTE i BA k-

R BEEHAE (e, FERER) LR,

ERY, PgP AR ERAN S mpL R (LEEHN @ERF IR
FmR)rfelmE AR OABEREY 2L, AF e HENGERE
FoHed RIEMAER . P-gP W KA K @ik eh 5 % A R 4515 3
o EREF, P-gP L RS A TRE F K& F T A R 45iE 2] CSF
¥,

P-gP /Mhuﬂﬁﬁ%%ﬂaé%\% F@HFRARF BRWE
LT, ERFMGEFAEANMABE T, BANB. AN
%%%ﬂ@m%@w@%,@%5%#%%&%‘%@m\@%%
34 & (anthracycline). AKAKALBR . HE RN, HFF. b RAHE,
HIV E &G B s F) . B9 Th. MTX. B3, FH3) . AEEM
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B -FRLiF| . P-gP #4474 F) L36 £ BT . e kavh k. A48 -F . PSC833(%&
JL Schinkel, J. Clin Invest., 1996, X Zi@ it 7| & XLFIAN). FHEF
Fw ] K A A (amitryptiline).

% Bt ME G (MRPAY LIEH HARBR LBEALE . &8

B 47 45 7

AP ESFAFEFEEE. MRP ¥4 A B THRE

(buthionine sulphoximine)— & BtH K5 5% & 47 #] Al .
A SRR T kA Mt AR T X T AT T AR
H-FTHREEETEMAR 1 744, B3 LR\ TAAFAREFR

eiE K6 )

£ 1 - k-4 FRE R ¢ E M IS AR

EMHEEAR | REREETOEF IR 2 E R

P-EE G Bl HERE . SR P CH | ZRTHE. Do, B-A

(P-gP) W CNS FoRE; AREH | K, K&, BB
MM REGBA. AR AR, | R B H®R . A KK Y

(depakote) . 74 # .
E GBI HIT . K F
5B [AFF] . RAE
K. BRELAF
FHEFA. BEIF. £
1T 694, Kb AR
FHEE. BB ZH,
I A 3] 37

2HEAHRE

MRP F % & A 3F 45 & 1Y

R BB oA K

AMRP)R#% |RMHRABTAEAESMER. & EHE#7. £
BDBBERAARLBIKRGF | PR AFFEF
fEAL A48 ATP IR #1445
i, BAEAHROLIEE ZHAK
W ey HEdy; T BL4EE,

GABA %:i5 4K | GATI 23y GABA #AMWEZ | AL L. KA L,
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(GAT-1 #o
GAT-2
BGT-1)

7 % GABA M F iF 4,

P

27, AHERE AK
ATH

H A B F A
15 (OAT) # 4

R #) 5% A 2 % (thiopurine) #&
IR ; #4152 HVA(# el H#4)
REPHERE. FLERBRFE.

FTH B, 3505 K AS
BRI B Fey.,
GIREF KGE. F

5-B &AL K. | BT

C. &L

MEEARIE IR N B )L 6 18 56 B 6 & (& 3 09 iR B 45 o 6 L
SBAOMEREVIES . AN I EHERMANEREG EILEEET R
MR A BRI B NIEILEREB B, B, BERET K
FafE LB Z A ZNB IR A, R RBRYFPBILE T HFRLIZFH
SR B AR, Bk, AL PRAGFT ERELHE
— L FXEAT AT LY. SR ZBBETEF . LEHF
Lo R AL HNES, AR REFTF, HEF Ef0E
MR REFEGELEAG LA YB TSR FEHND IEILT S
T, Bl 4eil i3 25 4 35 ARG 4 69 Sh .

W T AL F MR LTI R G B BN, sTREFE 4T
PR AL X EY R ANR|IEILIKEF RIREZY. AL EAA, U
TR ENRFER AR G HY AR — AR T B TR RENRE
U f B, BAENAEBILAERFLETNERPHEILERAT.
A, #l4= Syme, M.R.%, Clin. Pharmacokinet. 43:487-514 (2004), %
KRB AN, B, BILTHRS T @ I THEAE
G 6 )L An BRI GG At RE S E AR TS REB LSRG H M6
GE. HGATBI TELEDELERA A REHWENF . Bk, st
BAPEHGHANERG AT FTHLBILEBFARBREZA TN
it ehRREERN,
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FEH 69K T A fE 3| F

RTHEARERI, BANDRZI—REBILERIFLTE
RtTFERE, ERFTRETEHNERAMARMNAEL, ERILLT
AP RBABIBILAFIRIFESG ALK, XEFE IR
PR e B R B8,

FeBWM AL S Bt RARELBE A LAR. XBLEMET T 5K,
BE#EANBILETNEPRTHER., TRALEARALE T THRLEN
R, EMAKRZETEARLEY, REANNGRBFRELTFET RS
FEHZERFBLTFEHREE. RN S XBAERE T F4
EFEmMENL, nRBEFHROLANLDETLET. REETK
RIKEGFLA LA M TR EFERG, YHEEZEBEAMAWNE
(strara)®) B B B AR BE(RIE N BV IR E@mie, T—EAR G FIEE
MR, AREAWBRERERTERE. REOEGES FAhLRHE
)RS ERE. BERAANAE, FTAEARAY BN EI0EEEH A
F 4\ L IRAX,.

B 09 BEAR BT o ) 6048 4% £ 9] TR ¢4 $LAE (decidua placentalis)#
RRo do EFFIE, X—M MBI EFERNGE TR RALET A,
RERRGRAERFSUOTEHRHRERETENHE, RZENERY
H;FARBFIF R FAAT AR ER G &M, EERPTF T
HGpZ MR TEHEEREFARBE. BLESE. FEEREK,
F ek Fe RS RERREE, FF K (uterine vesse) IR K A &
EE&AIETHRERE P L PIE, KRERRASLIERE AN AT,
TEHRBEEEOXRSFARFFRFAHR—F I NRE, %
MR ABEMFEIRENEE, @RI RTEBRBEYTETXR
B EMERE| 6 et kBt REATARI T RENGRE L THNE
A .

e )L B R AAE F L6, WA LZIMARENLE, RE
AR2THLRE, EAANBARLAIMLRS, AABTRENHE
i RER LB . R 4ok, FEILM R AL 958 1T 4R A AR iR
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B E AT RY R, HEERRBAE B, 206 okl i
HAREEBIILRA ., Bit, BEREL T H FARILZE &P
HE, MEAARBILRBEER. TR HGRS.

BIEfEA TG EILLFEIAEY, FHRLRFRELHESL MK
JUIBIR % %o ik il . BAR iR L BE 6 30 R 2 A6 & BLAS)U-6 & - B IR 1
RHARAES, AHBERAGE 10 Aat. A, EEEKRGHTEH 10
B AERLR P HFEG G ELCHEYFTAOZEIR L HE
WRINR T A AW, BN DIEST S E BTG5 PR K & ARG L-
M- RBEILEBEIZSE,

D. BB

ZRBBEOR B LT RRNESR. LHEE,. HFhAYT K A%
V£ B Aol sk E R . A JL, #)4e Pacifici GM %, Clin. Pharmacokinet.
28:235-69 (1995), HBLFALXHAN. 128, AL CLERALHE
A R Fo Je kA Bl KAR TS A6t ANEHARPE 2R B J6 )L A D AL F M R
4y A AETE K49 %A (Syme § (2004)). B b, KL FAF8F
BRI — A% XNERT HY . 5 AN EEFEREE I 4] 7).
WFEh R FehCh R BAEFREARND R . HT B L

-

SEIN

K )5

AXFNFEFikFtloMg—NEaT AL AT HY. LF
MR Fe L CHRBEAIEEFRGR DR . BHERKRESTIE
REMEBEIMELAE(mRBR)HEE. RDTRRE BTN
AN, BRATiofet) ERZ A ZEMirs., SEpBERDY AT
fefknt, EEMMLZHEAFAGENGETRETERBIRTY H4
IRE., AHBENFHRRAHT A BETHEHOERMLR.

WAY BT TEEZFRET NIRRT T ERGREENADER
Flbg. PEERMTRERER, FIARIEAEFTER 6 L3h4EEHH,
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ReGMeydE R QR G hy HAT R,

B #

AP AT F EAEEME T —ANERFTFARIBEFEF H
Y B GET . GUTREZEAREANFERRKDR. A9,
P AN THERAGK-ZRFHRK)HNGHGRETLE
Fo. 2R, BEX AN ERTERENOAN, XE5EDRHE
HEEEAAR . HAYT KBFEAY. LEWR IR RELEFTFAR
Fa s LA Z A 485, 5t T4 2 MR (BRI ESY), THGHFILE
ERILK e faXiftE SR dR T REBRFLR, Hy KR
T RGHEREEHF K. Folkart GR % Am. J. Obstet. Gynecol.,
80:221-223 (1960), i@ it 3] Al FARPF,

RRECERE, RV RGBEHANR HIY BhF AL s & FRE.
€ 3E B £ F % $ (Ganciclovir)ifl i HARR B 09 &2 AR B AN 3 H
K8 A L& A &8, Henderson GI %, Am. J. Med. Sci.
306:151-156 (1993). 122, £ HEFHHEBETRTRENFHY
BAAF 4, REBEHTRRAKSY K (Syme ¥, (2004)) , 5t
FThA £, XRAFTFBEARLE, BEVBRARNFHERZ LA
EREFRALSIREFREREE T LI, Kudo Y ¥, Biochim. Biophys.
Acta 731:415-420 (1989), Fant ME %, Biochim. Biophys. Acta
731:415-420 (1983), HBEF|AHFAKRTHFF., L TFrATR DV 642
M R IX—Huh], AR A KRR MBS (3 FE )

AR MK —418 2 A% H 09 T2 £ (Syme %, (2004)).

Z ) F1E R

AP T aF kAl oMy — A FEak 7 XZF AR A X
5 RMN GBI R A RUAY . KEDR L C R EANE R
4 LH4EiE, E""A@ﬂ“ﬁﬁﬂ‘% W EHEHIE L ST HRMIHIEEA
B, FEERE, %R =ZBBRFATP)H X\ it T X4 £ Na'\
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ClA H FAWBELAFHEFTHEE. RARETNHN, T
BARTVABRKEME I, BTRALFERG IO,

STFERMR(EAR. A EZFRRNHAENBEMZRZATE
AT T IEAN AR, . 5 JL Hahn T %, Early Pregnancy 2:168-182 (1996);
Moe AJ, Am. J. Physiol. 268:C1321-1331 (1995); Bissonnette JM, Mead
Johnson Symp. Perinat. Dev. Med., 18:21-23 (1981), FAf A iX 4k L ki@
W AFARTFF, VN IHEEZEAIHRNEERAELALE,
RTHRAG THENHYE AR YR8 &4 AR (Syme F,
(2004)).

E S EEERAL T 36 FAR 69 FR % (TR)IR 2 316 A5 )L 89 &
sl (basolatera)(R)E F , CMN AL B AN EARR HASRERE
(synctiotrophoblast). & 2 &4 T &2 EMEE T AL A o L 5h 4415 4K,

£ 2. Bed 0 E B HE K

EFHER B P ARG B R
P- # & @A |BRKHMEBETFLRLEYNE | ®EF. RAFE.
(P-gP) JU-EF KA Hy w5 A %

(saquinavir). K & #
B KA BH
B2, ME R, 453
AR . & F E
(sirolimus). &R T .
B, Bk T RE
2 At ME | SRR, REBEEFTE | AT RS RILBT.
@ 1 (MRP1) FRRIBIRM (A B TR | KA. I4s. K
e Re it &) ey Be L-F R | Rits. HIV R &8s
Loy A7 4 7

$ At M E | SRR, RBRERTE | RICEF. 48,
é 2 (MRP2) BB E TR | EE. KAWH. K
whet . FRaEHNEF | AL, AT E%.
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PR (glucoronide). ¥ —#% %]
A 3 BR) 84 A6 )L -BE AR A% 4y

T LBLRAE . FAE
OB, &t A
(grepafloxacin). & F
4 & % (ampilicillin)

2 HH MK

A& T AR3 Y & 6 JL-E 4R

R FEes | RIAT

312 4K (NET)

& 3 (MRP3) 1% 8y

FUAR & & & | R AR R B BR.
€ (BCRP) MEE. Zaf £
5-# G MsEiE AR | 5-B2 &Rt A E)

(SERT)

*FTHLERE | ZCEFPETRELREZS | XAEL

L)

A 2T A B R

5-2 ek, 28k, £9F

HIER(OCT3) | LMe&. @Reitsy =F AR AEZL.
FHRA T

AR B T4 QBGRB8 ILE PTARAR.ERT.

iZ 4 (OCTN) RS E S LX)

P HBEBEE LREFRIARE M- | AREK

R FARAE iy

—HRBESE | FHRER o-FAXR_RE | Ak

4R 0y BEAR-BE )UAE iy

W% BAEEH |\ AMEFRLRENGFIRIE | FLHE. £ 2K

1 4R (SMVT) Ut iy

P-#& & & (P-gP)
AL F T T EABeWE B — /N FHkT XA H P-gP 442
AT, $AFHRABRMDRD Y -P-HEEAZ ATP &40 &
(ABC)3 B AR KRG RN . A6 T, P-gP ERRGEE R R LAE
b ik B m A ¥ & ik, Cordon-Cardo C %, J. Histochem. Cytochem.
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38:1277-87 (1990), Sugawara I %, Cancer Res. 48:1926-1929 (1988),
H@EEIAFARTHFFT., HTIER, BEPPAFTHRIEHE. K
A Bk K AL ARF & F 6 i R E ot 45 4 . Ushigome F 45, Eur.
J. Pharmacol. 408:1-10 (2000); Pavek P %, J. Pharm. Sci. 10:1583-1592
(2001), HBHEF|AFALRFFY, 2R, HHER I ERLLAEIL
TR AR @, B w7 A6 Ut 25 4 64 3 ik (Ushigame %, (2000)).

FE mdr la (P-gP)&IR(-/-) s ¥ #ATEAF5LIER T P-gP 451514k
ERY I B L CFN TR R AOERTEOGERN, F
4», Lankas % (Reprod. Toxicol. 12:457-463 (1998), i@ it 7| A H A
AFFEPICERY, FRANRRB LG FMARGERN L mdr la 3%
DNERFRILE R G 100% M X RER X, AR, EHE®R ) AR
MIRFNET, HEGH-)DRGHBMEBAK, FmeSGH+H) DAL T
Bth., A, REMRBRENEREE OEILEARR M T P-gP 9k
BERABK . EE mdr la FHRDRGHRCEIERT P-gP B KK IE
) EZN IR YA . Smit JW %, J. Clin. Invest. 104:1441-1447
(1999).

25t 25 A0 K & & (MRP) K 7%

AL PTG T kA tl oMty B — AN FE3# 7 X R MRP §4i2
REGIRT . MRP Kagd AR LR, 4435 MRP1 £ MRP7. 5t
F e 45 L AR I Borst P %, J. Natl. Cancer Inst. 92:1295-1302
(2000), H£BELF|AFAATHF ., EAGBEY, TEHARTEY
=/~ MRP K% & A& 1 : MRP1.MRP2 #= MRP3. Sugawara I %, Cancer
Lett. 112:23-31 (1997); St-Pierre V %, Am. J. Physiol. Regul. Integr.
Comp. Physiol. 279: R1495-1503 (2000); Flens MJ %, Am. J. Pathol.
148:1237-1247 (1996), Hi@ it 3| AHARFHFF. MRP1 = MRP3
WANEIEZLTRAEBREDET VLA L @I F. Hipfner DR %,
Biochim. Biophys. Acta 1461:359-376 (1999). MRP2. MRP3 & 3% 1%,
F2E % MRP1 4 E4 0% B TRAE F & X (Sugawara ¥, (1997);
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Flens % (1996)#= St.-Pierre % (2000)).

MRP #X &% A i%i»&ﬁﬂﬂ%b&%%#ﬁﬁﬁ#?ié% YR .
B, AR IEH, MRP #ERT A8 A LF IR A6 5 4 3
AR K ARG LR P46 A . St.-Pierre %, (2000); Cui Y %, Mol.
Pharmacol. 55:929-937 (1999), H @i 3| AFALRTHFF.

FLAR 7 it 25 /¢ & & (BCRP)

AL F Ty ikFetloeq H —AK#ET XNABHE BCRP 4
EARG AT, BCRP—ATP B ehsia ik —EBEFTHERIKL.
Allikmets R.%, Cancer Res. 58:5337-5339 (1998), H @it 3| Al HF AR
w5 d, BCRP #i 7T AV 78 a0 i x4 5 45 18 A% 42 55 BR B 47 ) )
(chemocalcineurin inhibitors)(#= 364t &, KR ER, MEFMEL
FZ)H 4L, Allen JID %, Cancer Res. 59:4237-4241 (1999). &.4E8
BCRP £/ & ¥ FRFl 46t % R A KL EBR & J6)LE4514. Jonker JTW
% J. Natl. Cancer Inst. 92:1651-1656 (2000), i@ it 3] A F AR ¥ iF
P,

B FE1E AR

BA—FERTRXREET LB ERGAT . AR CEHIAE
FRMEIIEIR A 5-5 & 45K (SERT). & ¥ B LR & 415 4K(ET)
Fo Ap 22 U 9 % B 4% 15 4K (OCT3). Ramamoorthy S %, Placenta
14:449-461 (1993); Ramamoorthy S.%, Biochem. 32:1346-1353 (1993);
Kekuda R.5, J. Biol. Chem. 273:15971-15979 (1998), AT A iX &k S #Kid
I A FARTHF . SERT Ao NET M3 49 Na' Ao Cliib 45 &
BT, LEBETHREBRENRKREE S, SERT #= NET #F
MEBERFEIREG P ILEEIE S- R &k, 2k EFH LIRE., SERT #=
NET #E R B MR EERAIKRE, &R F Bk = K048
F VA & E At 5 SERT #= NET #3154k 45 A 55 A% 4y,

OCT3 - FAMEE, CARABIM I T Na'fe Cl'e & 44tiE
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5-R ek, $ek., 9K LIREMLM. Ganapathy V F, J.
Pharmacol. Exp. Ther. 294:413-420 (2000); Kekuda %, (1998). & &
Bk, AREAET ARKRTUARESE OCT3 £3)H#iE.

LA R RS

AERFIIH—ANFEHRT XNZIEEAIIDE FHERGAT .
B6 & Na'3R 3 49 A ALFR B F 4515 4K 2(OCTN2) &, 2 13 2| # A FH 15 T 4
M E AR L. Wu X %, J. Pharmacol. Exp. Ther. 290:1482-1492
(1999), Hi@ 7| AFARTHFF. A6 OCTN2 & E4R-A6)LIEH# 44
7 6 %5 6 & 15 W A& . Ohashi R.% , J. Pharmacol. Exp. Ther.
291:778-784 (1999), KB AHFARFFY., AR TEHAFTE
KA., BRT. #iEthk, ®is, £FH%K%E. ZFLAEAA®
2K (dimethylamiloride) . & K % T #= % & & B /& (procainimide) %
OCTN2 #9 %4 & 4. Wu X %, Biochem. Biophys. Res. Commun.
246:589-595 (1998); Wu X %, Biochim. Biophys. Acta 1466:315-327
(2000), HiBiL3| A FARPH P,

LR B B S AE AR Z R A FE1E AR

AL F T T ik Ao tl oM H — ARk F NR L LR L MCT)
Ao — AR B B (NaDC3) S Z R A T, A AR FHERITHIEY
MCT (G 3LBR 3 4612 )Fn NaDC3(%e 3% 24 B2 3h 4% 38 AR5 T A6 & 049 A1) 3K
% L, MCT ZEXAJE P UK # K-F KA, Price NT %, Biochem. J.
329:321-328 (1998); Ganapathy V %, Biochem J. 249:179-184 (1988);
Balkovetz DF %, 263:13823-13830 (1988), f 4@ i3] A HFALRW®
WY . ARR(—AFRSGHF)TRAE MCT #2680 R4, FEL5I8
BH#THEBEFEEIEIEWYE %, Nakamura H.%, Pharm. Res.
19:154-161 (2002), FHLiBiE 3| A FARTHF P,

HERRAT NG, BEHNRFHA)
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AL AR TR BRI BRA5 A 2B B34 F £ CNS F=/
RIILF R L MFF ik, E—RERAEFTAT, KX F#HE
Wb A et XA P45 RN Z BRI H A AL A B R E I
He, @351 BTB R A ILEE K G (dn P-gP 3512 4K)55 18 o i B 1 2K,
MHEFE, E—%xiky KT, XERTHRER/KE H0 il fo
Bl R A6 B £ BTB R A5 )LE1E & & (= P-gP 4512 4R) G 5h 4k,

PR TARAEATSEHATH ., E—RREFTXNF, TAT
ALPHATHNREBRE, WX TR, GENRATHCERHLER
WILEZE, O RILEZ . &£ Wang, E %, Biochem. Biophys. Res.
Comm. 297:412-418 (2002); Zhou, S.%, Drug Metabol. Rev. 36:57-104
(2004), HiBiF 3| AL HFARYFET, KL\ FEA LT LE W
BAFA, wwP-gPiATA, CIEZREE, Lo, 2R R TFRIEEE.
WMEEEGREN.

ERECH LRI, PgP #BHRAFTHTUACE ST, &
% 2-3F-F X.56,7,8-1 & K FH[d]R 4 [2,1-b]E . 1-"F=-9-%
-3-(3,5-= F Abek-1-5K)-%/ -2-88 . 2-(4-R-3,5-= F A KA HK)-N-(2-
FEOH-FRHF = v -5-R)-T B AR N-[2-(4-B-FL)-TBA-N-(4,7-
Z W ehedgk 2o )AL 1-F A -7,8-= F R -3-K K CH-whed S
[3,4-c]F "ok, N-(3-RFFIEnk-2- K -4-72 R K)-2-3F - F KA K TBLAE.
8- A A -2- K A PH-1,3a,8- = R A& XK=t H[a] & . 3-4-A-F
£)-5-Q-FRAEFEE)[1,2,4E —vd | 2-RK T A #HL-56,7,8-19 &K H
[4,51 % 5F[2,3-d]"E 2 -4- 2 B . (5,12,13-= R 22 -2 5F[1,2-b]E -13-2)
LERTES . 2,2°-(1-3FK A -"H-1,2,4- = o -3,5- = )X -KBy Fo 2-2-R-FK
A)-5-(5-F g m-2-3)-[1,3,4)% == . & L Kondratov %, Proc. Natl.
Acad. Sci. 98:14078-14083 (2001), Hi@E 3| AAXHFALRTHFF,

BE—ANFEkF X, P-gP KM A T 04| 3 do s F 12 Fo /R E 0
Hin, S nEGHiAiE MDR(Z &2 M)A B % abe) —k R
JR& 8 K.

E—dkxEFyXF, KRLPFH A BIBH#HEZAWATH. £—
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LT XF, RAPA AN ABC #iE2 &G4 BTB HiE2 KA
., F—%kEEFXT, KEXWAFHFA BIBH#EZALEN. £
2365 NP, BIB #E2 &G AT A& P-gP AF A, 3» P-gP #
WE R

THFARLAWELS AT —ENEHRESZ B RS Y.
# % 5Bo YR BITBAEREGWATA, 1228 FK45 AW ZEEH
%Wﬁ | 6 —FP R % A P AR A AR (RS B A R A L) 1E 4T A
B ZBTARTALANLES AT E T,

BARRA—LEBREER, £AER—SKEATRFETHEH
E-—TUATFEAFLEMY IR RIS ALE, ARG EZIRLEHN
274 F (X I):

-d%ﬂ\H

e 3
i

\\=-

EF 2388 TAZtefty X RN tafety, BAFE R THEIMLEH A
BPARRXARBRRG#ZE, BAKABRK G K. RAR KRR GRL.
BARKARBRAKE C-Co 2. BRARKRRKRE C-Cyo . BRAK
R C-Cpo M A, B ARG F A, IR KRR Z2 57
A BARKABRKE Cs-Co R AR KRR Cs-Co R I%
A BRARRKBRNKEY C-Cpo fEaaBLE . RARKIRKL C-Co &
BA. ZATARA, RAIKRRKRGE., BRRANE;, AL
HEETHEZHL, B, WH. AU, FHKR. ZAKFHARRE
P E

XEAERE “AB” i, ERRTEAE. 4. EHERSE,
Blde, RAECIE, ERRTEE. M2, HEH, F548E. %
e, FEME. FIE. BIFHERRE. flde, LK, 210k
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F # 48 & 245 (glucorhamnose). #EAE . B, 4B, X F4E. Fil
748 (galactosucrose). N-TBLILMERE. =48, RI2=48. FAF
¥o. T 45, MEAE . hesperodinose FeEZAHHE. Fliw, RIECIE,
1B R F 46 F 4. B R Wik (nystose). &4 (panose). HF =4, X
¥ =4, A FwiE. K=#(xylobiose). F 3Lv94&(galactotetraose)-
$- 7% 4% (isopanose). ZR 414 (0-CD) K IR L 3 S48, B-ZRAH (B-CD) =X
REF I, A y- KM (-CD)RFTEF N, fldo, SR, 2
RIEFARAE. HERME. FLRE. ARE. Ta@RE. &5
# (pustulan). % A (gellan). FHHFERE. FRRAE YR BN
(hyaluronan), — 54| 035, B RRTRERYD. BR. F4£F5. FH.
VoaR. AR A LAY,

OH OH

Q \
\Illh ‘\\\OH (0] S
VO o) OH oH OH
S S HOy, Oa_~__aOH
OO OH 2
HO HO OHQ OH 0
\\\‘ ’/,, HO - I\\ O O\f\l
HO OH OH o~ ~ OH
OH v OH i % *ﬁ'
=), 21 e
JEAE FL¥E

E—2THaFXF, KAAHASTAHFERGLER, £—
HEAFXF, RLPA A 2-3 48R ofag L350, £—EEKEFT X
b, REPARFA BRI ERR, E—%EaFXT, K
LA A 23 Rt fe L 315 B AAH R ER(F e, FREX).

A—gziaiy NP, ALAHA-—FASHLOMEAETE. 7
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WAEEE. £, anEE. FREFR. FEKF. FTRAK. 7
REM. FEW. &5, TA5F. KR, HEFFR. FHLE.
MR ER. MAE. BERE. BAF. £FR. AREE. REFH.
EMAER. BaEE A LR EFEANRENEER, £—2%%
wHFXF, REAPHA—HREHLOMEERT. AWMEAEE. 7
RHR. FamF. HREHN. FEW. REL. F5F. KB,
AR, MAFR. BRE. REAEFREARERGELEEZR, X
Bl oM 0 42 M R KAR A Sty AL, #ldm Critchfield %, (1994)
Biochem. Pharmacol 7:1437-1445.

E—2FEHkFXF, RLPARERE, E—vFThF5XTF,
B AMAEL. FEMR. 26X, E5F. BAEER. &
SNk B, RAMLS., E—REAFXNTP, RWABELHMEEL
. GRENFKER, RAas, A2 EkF X P, RAEL
WMAEEFERERRGEMY, E—2Ehr P, RRBELHRE
A, B—®LEF X, HREARKIER,

AR R R AMA TR, WA R ET AR TR BT
ERZAPHEAGTR T Tk, 228 BIBH, £FHE 5Lt
BRHEANTEECTATALRFHELER., ERBERIHL, b
KA A F R EH,

W S F O M4 T BT (X D)

1T
£+ % OR 4 OH (¥, 3-OH. 5-OH. 7-OH. 3’-OH #= 4’-OH)E % R
A H ERFHHBTEXN | FHER., MAZFHAZX-HXAFAL
Py —L KT KT, WAITHAY, RiE “WEREE” Lok
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MR EZGITAY, LAFA R TUAMIEH A, BAAR KRR
Ci-Cio B IR R AR F A AR KRIRAK C-Cp FEABEA .
BRARRABRKEY C-Cpo FEBEA. ZmAFKEL, RARKRRA
Bk, BRIRARGE, REHFETESHE. B, 1. 4.
FMIR. ZTHRFMARERTAMIR, B, KX FEAGHKE “H
REE” QEMEZTEHRMY, WA EE 3-0-FHEFk.

BE—dZaFT T, MEZTEABTENH X, M EE-O-
B, TATALAFHOMEZEEF-OBE LR, ERRFHEEE 3-0-
E. WMAFE3-O-HBAEHEE. WMAEZTE -0-FBEF. MA
FE 3-O-RBFFAMAEE 3-0-AFHBHF. E—2xZaiXP, A
KR F| MK 7 F 7-0-4%,

-2y NF, KW FH A MK EEHF T (quercetin
aglycone). ZE— £ F X F, A FAFBITEAME ZE0HEL.
AR, WMAEEFNEIFHBXTEREATH T ARALAGALSYF
FEFHAIRME, LaRNRBTRAZLD TFTUES MR T EGHX
R BERY X eGae. & —HXRHXGB S HETELENK
It Ay

BElob, E—EHkF NP, KLY HFIELF ML EZE RS
X TH PR A5 R AN 5 B B B 3 4] R (B4 L K 8) Rk B B 8] £ )8 —
AR % FEIAE A R ILE G LM R k.

E—8REFXT, MAZEUADRER G XRBE., #HAE
F OBHORANAHRNE —BRETFMEAZTETLH D IRE YA A
B, B RE RS EMANREIRET EEM RS AN EEMG
EAi)NAELT, H5b, BAAREZ BN, ARKEZ P -F1E
B, AREMHRRIMAEERFNRK., EoHTFHRAE, LN
TERORBY - WMEAZZ BT REMEEEL 3-0-FETH).
IRAEBFI R EST T RME F W A5EZBRY,

EWMAFENORBANALSH T, —LkF5 X EABITAE
W N(XEEARE “WMEFZEBL” ), E—BTHRFTXF, #HAE
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F3-0-BERATHMAZENORAANF, E—RREFTXT, HF
FTHRSZHRBH OEEZALS YT, E-RREFAY, WEF
E3-O0-FBRLEBEATHAEZFARSA T, £—E8F7 K
b, HFETREZHREA QA LAY, E—EEEFTXF,
MR EFE3-O-BERMEETEIO-FBASTHEFTHALSA THA
HFEWHORAANF; A RHEFXF, BFLTEINBEEHNG
hZEAs MY, CTUAToRAHAAE. KRHE. oLt e
RN EARBRRGRT LA CBERAMAEENL A
TR RXIMEA W LR TAEDH L EHMEEZHKX., TEY
X (LIEFAFBT)GMEEZLAL DA A ETELFEHREH
&, AL, #l4e Graefe %, J. Clin. Pharmacol. (2001) 451:492-499; Arts
%, (2004) Brit. J. Nutr. 91:841-847; Moon %, (2001) Free Rad. Biol.
Med. 30:1274-1285; Hollman 4% , (1995) Am. J. Clin. Nutr.
62:1276-1282; Jenaelle %, (2005) Nutr. J. 4:1 #= Cermak %, (2003) J.
Nutr. 133: 2802-2807, M2 @3] A& FARTIFF.
E—BREFXNT, REARER TEsHERBEEE W 4
7R i E AR ) VAR 4R 45 R AT 22 B BR B 4 ) R 09 8 4E e R
W, LaLE VK4 1. 5. 10, 20. 30. 40. 50. 60. 70. 80. 90.
95. 99. 99.5. 99.9 K 99.99%# WK & £ -O-#. £— FhF X T,
AELARBATFOREEMEZTENOSTLITKYS 2. 5. 10. 20,
30. 40. 50. 60. 70. 80. 90. 95. 99. 99.5. 99.9. 99.99 & 100%
MR EE-O-FeEbdh. E—2FEkFXNFP, REARBEELS X
2 1-100% M &K & £ -0-48, A K% 10-100%M#HE & £-0-48,
K #5 20-100% 69 # R & F-O-4, K% 50-100%49 # K & %-0-4%,
K4 80-100%69 WA HE-O-4, RKKY 90-100%4 # &K & % -O-
A, RKY 95-100% 6 MK FE-O-45, KK 99-100%49 W& & %
O-#EtGEeM., E—REZHRTXNT, RAARBEEES KXY 1-90%4
WRFH-O-48, RKY 10-90%9 # & & & -O-4, KK 20-90%4)
MR F & -O-#8, MK 50-90%8# R FH-0-48, KK 80-90%49
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MR EE-OMAGELY., E—REHRFANT, RAURBELSRY
1-75% 6 R & £-0-48, XK 10-75%4HEFE-0-4, XK
20-75%M MR & & -O-48, R K% 50-75%# R & £-O-4E 9864,
A—REas T, REAPRBELES KLY 1-50%4# K & Z-0-4E,
KL 10-50% B & £-0-48, R K 20-50%49 #E % £ -0-4%,
KK 30-50% 9 MR F-O-48, R KE 40-50%6 MR & F-0-48¢
e, A8 EATAT, RAPRBLOLEKY 1-40%H WA %
F-0-48, KK 10-40%9 W E F £-0-4, RKKY 20-40%4 #H &K %
F-O-48, RKY 30-40%9 W E EF-O- B o, £—% Lk
XNF, KRLARB QA KLY 1-30%6 M F£-0-4, H K% 10-30%
MR EE-O48, RKY 20-30%MMEZE-O-BHELY, £—
BT AT, REAPRBOASKY 1-20%69 ¥ K & F-0-4, KK
29 10-20% % WX F E-O-#B oM. E— R TH5 X ¥, RLHE
BESRY 1-10% WA EE-OABGEL Y. % Tk NP,
AXRRBEESKRL 1. 2. 5. 10, 20. 30. 40. 50. 60. 70. 80.
90. 95. 96. 97. 98 3 99%4y WK & £ -O- 45454004 .

E—% KT XF, RLRRER T 6 W4 M EE B
AR % R AR R ) VA R AR 45 R A 42 B BR B 3 4 R 64 8) 4K A 44 40
¥, BFa&EE X% 1. 5. 10, 20. 30. 40. 50. 60. 70. 80. 90.
95. 99, 99.5. 99.9 3 99.99% W K & £ -3-O-4F . £—% Tk
Xt¥, AAARBATORBEMEAZENOLRBELRY 2, 5,
10. 20. 30. 40. 50. 60. 70. 80. 90. 95. 99. 99.5. 99.9. 99.99
R 100%H WHR % & -3-O-MBH a0, A—% Tis X b, KL
RPEES KLY 1-100%89 WK #F £-3-0-43F, KK 10-100% H &
RE3-0-F, HKY 20-100% 9 # X % £-3-0-8%, K2
50-100%# #t K & & -3-0-#HF, K K2 80-100%89 #i X & £ -3-0-45
., KK 90-100%4 MK & £-3-0- 4%, R KAZ 95-100%8 # &
RHE-3-0-F, AKY 99-100%4 & F£-3-0- B F0Wasy. A
—HREFTRXT, RLVNRBELS KLY 1-90%69 # X & E-3-0-43F,

47



200780048511. 9 oo 5E29/107m)

KK 10-90%8 MR & £-3-0-48F, KK 20-90%8#WEFZE
3-0-3F, KK 50-90%4 MR & E-3-0-43F, KK% 80-90%49
WEFE-3-0- BT Y. E—BFaFXT, ALVRMKES
X 1-75%4 M E & £-3-0-83F, XK 10-75%69 # X & & -3-0-
BEH, RKY 20-75%M MR FTE-3-0-48F, RKY 50-75%H# &L
HE3-O-BEHNAL Y., E—LREFAT, RAVURBFECSKY
1-50%4 R & £ -3-0-F %, R KY 10-50%6) # & & % -3-0-# F,
KK 20-50%E9 MR & F-3-0-F, KKY 30-50%9 MK FHF &
3-0-#F, AKY 40-50%0 WK ZE-3-0-BF o4, £
FhFXT, FAELARBEASKY 1-40% WK & F-3-0-43F, K
K% 10-40% 69 W H£-3-0-48 %, K% 20-40% K & &-3-0-
P, KK 30-40%0 MR FH-3-O-BF ey a o, £— Rk
XF, REAPARBEASKY 1-30%G WA FE-3-0-#F, XRAY
10-30% 89 B & £ -3-0- %, KK 20-30%M# &K & £-3-0-42 %
Wied., E—RRAEFXT, RAARB/ELESKRY 1-20%69H# K
FHE-3-0-F, RKY 10-20%9 WK & £-3-0-FF0Es4. £
—H T AT, RAVREELESKRY 1-10%G MR &HE-3-0-8F
e, AR EAEFXNF, RAVURBKELS KLY 1. 2. 5. 10,
20. 30. 40. 50. 60. 70. 80. 90. 95. 96. 97. 98 K 99%#4#t &
FE-3-0-BFEeY.

E—EZEFTAT, ALUARERA TAOZHDEAMELEZELH W
0 AR i R MR ) AR B A5 A AY 2 B BR B A ) ) 69 SV R e A
Y, L4 E VK% 1. 5. 10, 20. 30. 40. 50. 60. 70. 80. 90.
95. 99. 99.5. 99.9 =K 99.99% & MK F & -3-0-F AT HH. £—
BREFTAF, RAVRBAToOREEMEAZEZY LS RBTX
# 2. 5. 10. 20. 30. 40. 50. 60. 70. 80. 90. 95. 99. 99.5,
99.9. 99.99 K 100% WK & £-3-0-H AT B FHEL Y, £—
BERAEFTXT, REAARMACESKY 1-100%9# R F £-3-0-F1 42 &
FRF, RKE 10-100%G MR ZEF-3-0-F A EHF, KXY
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20-100%89 MR & % -3-0-F 4 L FHEF, R K4 50-100%49 W R 5 &
3-0-F 4 A8, R KY 80-100%## K & £-3-0-81 4 A T4 H,
KK 90-100%H9 WK & £-3-O-F) & A EHEF, KK 95-100%49
MR ZE-3-O-F A EMHF, RKY 99-100%6 M & & £ -3-0-F) 48
AERFNEEY., E—LRHEFTXF, RLARB/ELESKY 1-90%
WA EE-3-O-FERAETEF, XRKY 10-90%4# K & % -3-0-F]
RIS, AKY 20-90%9 MR HZ-3-0-FBRAEHBE, XAY
50-90%89 #t B K E-3-0-B AR THHF, XRKY 80-90%HMM &R & &
B-0-FEAFHEFH ALY, A2 xkFXT, KLAPRSLOLL
RE 1-T5% WA FHH-3-0-F KA EHF, RKY 10-75%6 #HE &
F-3-0-FEAFHEF, XKY 20-75%HME L F-3-0-F K258
. AR 50-T5% MM A K E-3-O- RSB HFaEsh, £—
FHET AT, RAPARBESKY 1-50%H L EE-3-0-F#E 12
BH, RKY 10-50% 9 WK F£-3-0-F1 4 A 2HF, K% 20-50%
MR FEF-3-O-BAERSTHE, NKY 30-50% M & & £-3-0-F
BRFRF, AKY 40-50%0 MK & E-3-0-F A BT Mo
M AE—EZET AT, REARMEA KLY 1-40%6 % K% £-3-0-
MAERFEL, AKRY 10-40% WA ZE-3-0-F B A S8BF, K
29 20-40%8 MR & E-3-0-F 8 A FBH, RKY 30-40%69 H R &
E3-0-FHEATHEFOAIY ., E—B Ty X T, RAARBE
BRY 1-30% W R FE-3-0-HBAEBEH, KK 10-30%4# &
FE-3-0O-FAERTHE, AKY 2030%8MEEE-3-0-FH R 5
BHGEEY ., E—LERFTXT, ALARBEASKRY 1-20%4)
WREFE-3-O-FEAEHE, RKY 10-20%6 % & & £-3-0-F 15
REBFNGEEM, AL REFTXP, KLARRKES KXY 1-10%
MR EZ-3-O-B1 R EBFHESH., E—2ThF5 XY, KL
AR E S KL 1. 2. 5. 10. 20. 30. 40. 50. 60. 70. 80. 90.
95. 96. 97. 98 X 99%H WK FHE-3-0-FERSHEGTHELY.
B EET XNF, KEARBER F & 3456 5 #E L (Fl 4

49



200780048511. 9 o E31/107m)

0 R i A AR R F ) AR 245 R AT 2 B B B A ) A 49 31 4E A #9 4S
4, L4 FE VK% 1. 5. 10. 20. 30. 40. 50. 60. 70. 80. 90,
95. 99, 99.5. 99.9 & 99.99% 4 MK T EHF L. £—EEKHEFXF,
AEPRER FoRSBEMIAF RGOS FTRLIKREY 2. 5. 10, 20.
30. 40. 50. 60. 70. 80. 90. 95. 99. 99.5. 99.9. 99.99 & 100%
MM EEFTANASY. E—2EXFTXT, RLARFOLESX
2 1-100% 5 MR EEF T, XK 10-100%9HEHEHF T, XK
% 20-100% MR F £ HF 0, XK 50-100%4 WK &ZFHT, XK
29 80-100%49 MR & £ 57T, R K2 90-100% W E HEF T, Xk
£ 95-100% 89 #H K & F H T, KK 99-100%H # K & & HF L6944
., E—ERHEFTXT, KLPREOLESKY 1-90%H MK ZEHF
T, K 10-90% 8 MK ¥ F 70, XK 20-90%H WK & & H 7T,
K 50-90% 89 WK & FH T, KK 80-90%6# X & & e
ot E—2REFNF, RAVRBEOESKRY 1-T5%9 WA EE
FU, KK 10-75% WA FEF A, XK 20-75% WK X & F
Ty RKY 50-7T5%HMAFEFFALNLLSY. E—%EhFXF,
AL PRBELEKRY 1-50%9 WA EEFFT, XKL 10-50%69# &
FEHF T, RKY 20-50% WK FFHEFL, K 30-50% #E %
FHT, KLY 40-50% N ME ZEFANLEY. E—LFTHF X
T, ARXARBEEKY 1-40% WA EEFL, XKL 10-40%4)
WEBEZREL, KK 20-40% 9 WK FHEF L, AKY 30-40%4 #
BREEZFAKULGY. E—RERFXNT, RLAPRBEEALKY
1-30% M MR HEHF T, KWK 1030%MEZEFA, XAY
20-30% M MR EHFANMALS Y., E—%TkF P, ALPRME
LA KLY 1-20% MR FHEHT, RKY 10-20%8# K & & F T8
wEM, E—REEFRXF, RAPURBELAEKY 1-10%69# K &
FHANEESY, A— L RHETXT, RAARBFELES KLY 1. 2.5,
10. 20. 30. 40. 50. 60. 70. 80. 90. 95. 96. 97. 98 K 99%#4
MR EEFTHESDY.
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sk xF X¥, KREPREA TG 8EAMEEZH 3
2 R % 1A MR F R ) AR B 4T R AT 2 BB BR 37 4) ) 64 31 4E R #9486
Y, ROASWMEREE-OBENEL. E—REAFXT, KLAPRAM
BT &) 3h 4 36 F) MR 3 vA R 3245 R AT 2 BE BR B v ) 7 & 2 AF A 84
o, e REEMEEE, ZLASHOEMK T E-3-0-48H
Fot R ZE3-O-FBEASTBF ML, EXkmbHFd, WRAEHE
-O-#E (Zo Mt K 5 & -3-O-F F Aot R £ F-3-0-F 42 A T4 F)49 8 R
RETALZ LETEREFHEATIE L GE4.

AE—R xR AT, RLVRBERA TEOHWERBEEE (B4
0 R i E MR & E ) AR BB 45 A AT 2 B8R B 7 ) ) 69 8 4E A e e A
Y, LOob—HASEAMAELZ-O-BRBMEETEHFAYHESL., £—
LG XNTF, KRLXPRER TG 3hWe A #E & F AR 245 A4
GEER BB RN AR GESY, Pl REERELEE, 4
YOS WMKEL-3-O-BHAMEEZZTFANELS, AXkiEsY
¥, MEAFEIO-BHERMEETEFTANCERETUR LETEE
REGEMEL LS., E—LRHEFXNT, ALAREATH 3
M 76 I MR & F VAR 45 A4S 2 BB B ) A 4 BIE A AW,
Flio o [RFEMEZTE, ZASDOLEMEEZTE-3-0-F A SHF
FoMt R EFHFAHELS, EX A5 HF, BEEL3-0-FELSE
BEHERMEEEFFAHCEARET AR LR TE B R EHIETE L 4
A, E—BEAEFTANT, REPRBER T E3hWER#EEE
B ARG AY 2B BB A 4 R 6 BI4E R 694884, Bl4e O JR % E AR
HF, BAGMOLMEAEE-3-0-BHF. BEAEZELE3-0-F# R348
FARMEEEFANES., EXEASYT, BEAFE-3-0-48F.
WMEEE3-O-FBEASTRGTAMAEZFTFANTEARETTAR LR
LR ENEMEL LS. ACMAEZFBE(ALTHEN R
A BARF Lot R L R ETAEA .

E—wgks XY, WAEZETUARLIAZ Y —MEBRA R
ARBATEMARGLERME. BBRARNTUAERIMEEEZ LT
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ARy, E—BREFXNF, BMAFEZTRELTERR
A (deHABR. REAKR. —FAHAR. WAK. RLAARIFLR
BYRTEHUARGHEEBRNE. RARTUERIMEETE S THIE
1T &35 49 3 4.
BXEREFXFHE— LY, LOEHFETHEIHRTA.

459 A7 2 B BR Be 37 4 A

K BA R fo B 5B 2RI R 45 R AT 22 A% BR B 3 4 A 69 S 4 R 64
oAk, E—EEkT T, RKREXVRMBREZIH R4S E
22 BB BE 7 4 ) £ CNS Fa/R eI 64 81 VE R bG8 Fa i ik . JE—
WLy XN, HELSYFh ERBFRIERAE LSRN ZEBR
B | M ey 2B, Bl M., E—EaF X P, FRALY
AT E A EAEAERE T AN EHREBFANAGRE., RLAANF
BRI E R T A R BRI AR S A 815 A (4 CNS &4 A)
Fo/ G LR Y 1EATA5 R AT 2B BR BRI H A, A— Lk F X ¥,
AP EEHpFT imAR CsA. E—2EhF T, KRLAHA
SF G EFAMAEE . AR REF X T, 4504258 By
WA RMLE] LMY, A2 FFXF, ELES LMYk h
%32 %%. 31-0-% ¥-FK506. L-683,590. L-685,818. 32-O-(1-& ¢
ArlR-5-R)FEEE. FTEEZ. Cl18-OH-FE£ L £. 9-%£A-31-0-
% ¥ -FK506. L-688,617. A-119435. AP1903. EtE£. WE ki
-FK506 # =R, 13-0-% T4t & 3) #= FK506-%) BABIBEE Y,

o 4, K )

o FE &), AR K506, &-E & T & (Prograf) (&4 3% £ —#
EROATHLEBABEROGRETHITHFRRL. WELEHR
=T VA8 3 SRR A& F B (Streptomyces tsukubaensis) £ 7 ¥ K 3 A B8 £,
Bz w0 A T T
[3S-[3R*[E(1S*,35*,45%)],45* SR*,85* OF,12R*, 14R*,15S*,
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16R*,185*,19S* 26aR*]]-,6,8,11,12,13,14,15,16,17,18,19,24,25,26,26a-
FTRNAS519-ZF A 3R-G-FRAI-FTAREARKIEA)I-FARLT
£1-14,16-=F & £ -4,10,12,18-19 F £ -8-(2-F& M £)-15,19-3F £.-3H-
LT [2,1-¢][1,4] B 4 R A 3R = #2-1,7,20,21(4H,23H)- W BF, — KA~
M. RELIGIFEMA:

W
Hyco M OCHs

£ 253 X & CyuyHeNO, H,O(XNF 822.03). FHAATLIER T 4 %,
EAHWRIN BT EI T, EBMERKET, WELE R THIy
o TRBE. T @2 R(TCR)/CD3 A 4K 8 FAR RATH 4 4
O RBEE RN RRA T @I TA L B A7 4] £ R E e
BREFHmigh T @ity t, EXERZme KBy, FHLET 1
AR BIRIAFHEAICAFAANBREITHFEHRAELE
M, EUFHRIEBEE A (CsA), 12EH 5 50-100 12693 H. B
DR HATHRAZINEBEITH BT CHIL CA £ 768K
. 128, REFGYHARLBFTHEMLZEASEHINER, &
WG ERFEEN, RE CA. RESFEIBFEMEER, Ak
S I RIKIE T4 £ CsA 6 73 AR RIF AT IERS H B A T 4
A #b B 76 I7 (rescue therapy). X FA T HFEZ AT, ok E 5L
B R AR A B 6 5 A A 4 (lifesaving) ¥ 2R . X% K Mt —F
IBFRGMEEZRBRGRATHYT RER, HhTHLLS LM
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FoBBATEAHABTEZFTENTREF R RKE., SiER, KT
FBANFERBET IR THENET CsA 7 2B ERSE,
WwHFHRFEEBAOERNALHG A REBEFEHFEFFAL
A BB EBEIK, EESE 1994 F4% FDA AR FAFABHEHEF
BT Ao e 1997 F 20 R T B BT T,

M FE A, B, S, BFHR. BRKR. WRAE. K.
AREABARGHHBAEERFRRT TRFHBAAB AN GFE.
EFHHF, WL ES) CERIH —LRRLEBEFE L KRARLE Ly
Rl e NFHRE, WwRFFARBHEYHEF. BARBHRE. K
REFFHXT R, FRBETSRERBEAMEX o BEMIE LHRA.

FRF) TFEMER, ALES)TFH T HAEBRKE, BARALH
MWL R4, (2R HERRNELE WICAEE(FK 506 £6%8
12 (FKBP12))# m B4R 0, 25 4p ik 350 do 0 4145 /45 8 & G R Bt
F OB R EEE5 A 2R R ENEEEM. T @R (TCR)M LA R
HTEYV AL S Ras/PKC Fetmfie i Ca® 894t I 3h 4915 544
FREZ, BARFTHAMNEHARB(HELAEL, AT EAFGHA
FELEMR). A BEE 45T 2B BB T vAE IR NFAT Kk &,
R BLEEBR 5] AL 47 4] #] IKB 5 NFKB & & . NFAT #= NFKB & /& 443
(translocate)®| € I1TvA 5 & IL-2 B 3-F L45 DNA &4 F 5| K £ 48
EERWAET . A RME, NFAT EE2 5489 B F, 4= Ras/PKC
AAAE R & AP-1 (fos/jun), R E AR, 45F 4 2 55 B B 4 480A
HBLFFELEFNLEF OAP # BOB-1 #H Oct-1 &47EH. A
FKBP12 #ufb %, R 3] Z 8] 49 S AR (R FF45 A AY 2 B B B 5 3 &
M EAESTE L X A F OB RN E. SEEFRASY B
A TFTHRAECEF(aNE-2. -THRENWEABE X, BSAMNEZ
B BR B 4L 7T VA §5 A c-jun N-R 3% B8 (JNK)#= Elk-1 #9394, INK #e
Elk-1 4 Ras/PKC B 915 T H F B 4. #4R L THE @@L
QBERTH, FERERTH.

ST LR MG TR KRSk THEHIER, i
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AR, PEREERE. I &M (diabetogenicity) e B M F 4L,
Wk L8 HEMNAERRIZA NG L RAEAERY, G5B AA
TESHX—FHOERAZAGEREERFERANE R, 2
2, REWEEERAEEI G R ZE TFIlRL LRI H B
AR 0 £ AL F AR, BPE &AL R P A5 AAY A IR BE E MG 9
#Hl. ALNNERSHFE CsANFEBRLIAEEAETMER(LYE
4 FKBP12 $4 % B4 7, 1254 £ 3 RE, #0445 8474
BB ERSAZEARANFERNTX—&. B, RWH45
Ak 2 A B B T 68 49 FKBPI2-£ A0 M L Z 3 AR A M1 A
FK506 #% 54 % %37 4] 6942 47 (L-685,818)7T VA £ Sh 4 42 A & FAL o7
FK-506 ¥ 5 #) & 4.

EARAEIFRTY, K4 S5%HBETRBERANZ2EM,
BIEEH. A RAETCEHNNE., HAKRESFREHEOKT., 5
HRIBE LA RAML, EREFTELRTALEAGEBHERA
(54%) A SRS AR A(15%)F LA, EEBEFSESERAT L
CHGFEHRNEEREIAANSF AT R, EFfkRE
Wk B HLhiREMEDTASH TAEAEE AL, BRAHE
ZERTHLARAFILHRATALE, BEETLEMLES N
& R EA K.

S 4E A

JFE#% A

LERTEHNIEZARABERAER. kA, BB, hoE,. &S
ol oh Al S . KSR 0 IR AR A A6 R B R T LA K R BT 48
stF| ERERAE R R A, BRI ELE F MERGE S FfrRel)48
£, GO EFAKELECEETLRTIEAURATRALE. £
HFSRATEEI ShodEm, — R TREERGEET.

sS4 LB RLENRERGRAF 515 LHIKRTHEH
F 09 F5 Z(CBIR)¥ mA T HATH AR BT A KETFHLT
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REEHGEAER, ERALZNEFIFRESTF—ALRREHHORA
W kBl A 99.8%, @A CBIR AT H 99.6%, Y LBAMATARFE
e R A EEBRMME T ATRRFMNHL A ZARLI RIS 3
# (precaution). &k A £ EARLAKRMARAHBEE 2 ANAHFEEE

TELE. XARAARLCIETRE G BABERELRALRE R EY
S IR FERATIES . T T RRAT AT BRI, £ > 5%
B RATRENRREH(GEEARER)ETESL E

B > w%%i%Ta,ﬁ%%A¢ii%I&$#

£ B AR BR M A 7

£ & T £ |CBIR # & T & |CBIR

(N=250) |(N=250) |(N=264) (N=265)
HEZRE
k A (B | 64% 60% 37% 26%
WARNINGS)
B OB (& L 56% 46% 48% 32%
WARNINGS)
% IR 64% 68% 32% 23%
BT 40% 30% 17% 17%
B
IR 5 72% 47% 37% 27%
RN 46% 37% 32% 27%
18 A 24% 27% 23% 21%
LFT # % 36% 30% 6% 5%
RAE 34% 24% 7% 5%
oK vt 27% 15% 14% 11%
4{3_@_%
g M E (A L|47% 56% 38% 43%
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PRECAUTIONS)

s AT E G
B oh g+ (5
L WARNINGS)
U BF 38 Jo (AL
WARNINGS)
BUN 3£ #m (4 WL
WARNINGS)
PR R 3

P8

AN

& A7 o JE (5L
WARNINGS)

1R A7 f

5 do A gE (5L
WARNINGS)
K45 A JiE

Ao B Fo ik &
7

8 mindE %
AN AR Y

&R

40%

39%

30%

16%

18%

45%

29%
47%

48%

47%
32%
24%

59%
63%
48%

27%

25%

22%

18%

15%

26%

34%
38%

45%

38%
26%
20%

54%
57%
56%

36%

24%

12%

21%

19%

13%

13%
33%

16%

5%
8%
14%

29%
24%
19%

23%

19%

9%

19%

12%

9%

16%
22%

9%

1%
8%
19%

22%
22%
22%
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XA 52% 48% 11% 7%
GR 30% 29% 17% 17%
IR K 27% 22% 7% 8%
91 B KA 26% 26% 12% 14%
R & 4%
A B 0k 30% 32% 36% 35%
i R 3K 28% 30% 5% 4%
¥R B A 29% 23% 5% 4%
BBk Fo B A
&5 36% 20% 15% 7%
B 24% 19% 10% 4%
BEA4h

BREGERFTUATRERRERZBRLE., EW. 0ok, FAHRFEF.
1 Ab. PRB. k. BMRALR, £ 215%%-ERTE 870K HH
AT EAEANTRRENETEL Y.

B E215%HERTEABFAORATEAANTREH
£ & T £ (N=205) CBIR (N=207)

2R G%

B OB (A | 54% 34%

WARNINGS)

*k A& (A | 44% 38%

WARNINGS)

% HR, 32% 30%

BT 23% 16%

k® 19% 16%

-0
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i1

RSN

1% Aok

"X vt

AR R
JQ;‘_\ﬁJ_'EE’E

& E (KR
PRECAUTIONS)
FA) I3

wh R 5 B 4R
WU BF 3% Jo (A I
WARNINGS)

B 38 R R

Rt e B 55
1K fn
1542 fo

& A5 o JE

& 47 f gE (B
WARNINGS)
IR A (AL
WARNINGS)
AT . JE

5 f g E (5L
WARNINGS)
IKAF

44%

38%

35%

29%

28%

50%

19%

45%

34%

49%

34%

31%

31%

24%

22%
22%

18%

41%

36%

43%

23%

20%

52%

13%

42%

35%

53%

17%

38%

32%

9%

25%
16%

19%
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Ao 3R Fo bk B

R Ao 30% 24%

B 4m i 15% 17%

# R

B 45% 49%

91 B KA 36% 48%

) 34% 30%

JE J& 33% 31%

B 32% 30%

82 29% 29%

G 24% 20%

R R %

F ok B M 22% 18%

"% kI Ao 18% 15%

LR %

X7 A 25% 24%

@3

N 17% 12%

& 15% 7%
3 JE A% AR

EERTEBFOSBBELIAT ZFLGTRRLRE TG
FE. BRE. BEAK. CMVEE, EF. Hak., @iy .
BeFZ i, ERMNKEF SCBBEARATHRREHETE

2

STEAM: ESISUNMERTES T HRATELENTIRESN
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COSTART H 4k & | % & T £ + 5 v 2 b | CsA + B » "% %
) (N=157) (N=157)
COSTART K&

S o B G

5 o E (A5 L|62% 69%
PRECAUTIONS)

S ELARIR 15% 14%
AR T AR

CMV # % 32% 30%
B g 24% 21%
Kt Fo B IR ]

& Pg o JE 18% 27%
Bk A (5 L|26% 16%
WARNINGS)

5 o E (A L |23% 17%
WARNINGS)

hRFHRERLGL

2N Y- 48% 39%
R fo. 50% 36%
BT RS

B oA T (HE | 56% 57%
WARNINGS)

kB B e 16% 12%
=

XAREF R 17% 18%
2R

E B (& RN|15% 6%
WARNINGS)

ALY, FOBESREES 122 REMEH B AFLE
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(BF, 100-200 ng/mL)Z t B ERXE £ 46577 &4 (arm) bty AR AT
32-68%A2 %k, ML LI B REENMILZEISETHRTSHRAT
74-86% LT ¢4 B 4750 B (BF, 5-15 ng/mL)A . £ £ B S EBEHR
AR EEBEGBERET AN TREN., EASKRTEAFES
B B5 (mycophenolate mofetil)id J77 41 R A F VA 15%X £ F #9 L R R4
BARLEHCHEATES: FAEAFARREFFO9.1%). ok
(88.8%). B Z & oABiL T 49 F ABE(70.1%). & H b Z Bk
(65.4%). R (241 % 4 <10.0 g/dL) (65.4%). = L o 4E>140 mg/dL(f£
AR S84 35 4) (60.7%). 2 2 B BF fn JE (57.0%). & P8 62 42 (33.6%).
WBCs<3000 %1 ft/mcL (33.6%). = & 40 & #(29.9%). 4£<1.2mEq/L
(24.3%). s A% 3 £<75000 %88 /mcL (18.7%)F 3 € MM A
(15.0%). LRTEEFHRAT LT 15%0G b F LA G R E B4
R EAENARRES QAT EH: £ &K KE KA (Cushingoid
feature). 1 T RA TR, H47hE. S E A F(Candida infection)
Ao CMV & /4564,

EERXEF, TOAORREFLCERNALREE BTON. K
Fa /3%, R FS A L AR b R4 (Astellas package insert, April 2006):

FHLE R4

%%% AL, EEE. BB, FR4L. WA RR. wm‘

g, BERE, Bm. B, 2%, KA.

7'7 Jir"a"a . hHEkGA. KR, BB R. ILEE, A ZE:L(ne:rve
compression). WA K. WERK. HERK. BREFT. BHREHER
(paralysis flaccid). S EFH KL XM, Wit K. DK ER
(quadriparesis). 8. SHFF. BEE. PEXH. WEFF
M Fh. FHKFEG,

FFIR T

MEFF. B FAh. THFX. FB.

5 %

RA., RE X, MEREE. BB, tHB K. HALRK.
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AREME. RELK. AR BXK. BRER, EMdih. GGT ¥ in,
Gl %8. GI F3L. FFE. W FAIF A K(hepatitis granulomatous).
MAETL., Rk, HE. FRE. FAhENEFF. Ty, &y
Folek, FHMRE R, RESKAR. RBRBEMN. LMXA.
2R, Rek,

itz

ECG R%. S8&A. SEXFT. QEHFH. SHIFH. $H
% . 3 Ik 91 3 (cardiac fibrillation). +s A 3% 35 (cardiopulmonary failure).
ShEFE. AR, AL AHARB, RaklHhE, BFuF
BA®. LB QRS AHAF. VLB STEAFT. WARBE, <
AT, o, KboE, SPRAREFF. FRE R AaE,
R, wahitik, ol HR. hE4FK,

LN ERB. BAk. BREE. BRE. HAAXE. ok,
BEmK, BB, BIERE, REE. VR BRE. FHEEYE
. SiMARKRE. R, RERE. kY. MEX,

R &7

BR b & AR BRBR3E % . T & . ALT (SGPT)¥ Am . AST (SGOT)
Yoo, EaEB G, fRisE o, BUN ¥, BK, KRAF. GGT 3%
. B, BERT. 85 0E. SEEBOE. SHLE. $E
hE. HH0E. GHABRNE. X FTLE . KELE. Koz,
IEAT S . IRAE M JE . R4 dE . KBS E . IRE A MiE. FLBRAL
R B o, SNRIKAF . AREIGIm,

P 59~ i

JE FR K, 4 A~ 4E(Cushing’s syndrome). #% /7 .

2 %) # E

BREER, AR, hmk g m, B FF. KEHK
MR, Q@i im, @Ry . Lmiig s, RaisRRY .
B FSRR Y . AR
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rx7d

JEERE K. TR KA. BB EERE. B, A,
EER K RE. BB BRAEFFT. LB, RAZSIE. 2FHK
P, . BB, AR, BEX. ASRE. KEHE. BEX
T IE . R .

L B B

X¥FH. AHEE. ©2H5HETE, XTER. BWHH. LA
MR A B FANE

nf oK

g, XAEF R, m#kMEe, FREAME, AN, RE, L
B K. AR, MERRER. R, M. MK, SRR
w.RX BEX EFRK.

Vg

B A . FIBLMEK. EFEBAK. BEAS. FRAL.
2205, RHEBME. RKIREE. RBRAF. KBEREH. BT

L ELRREHN

TENIRREFHARELAERCAG S ATENTHEE. £
BIZERTIAEFTNAATARVASBERAZTHSESGEF T X
B SPLIE XK 6 B LIRS

HLEFHaE:

Wz

N EFH . S EANF. SESERE. SHEARE. SEE T K
FF. mEAHLL., SR, SR, SERE. QT K. K3
3R F M Fh itk (Torsade de Pointes). R SF ALAR 3% Bk dn A2 75 A,
SEBRAKE . SEFHH.

B

RERE. k. IEMmE. MBA. BRERARK. I
MR, PR, FHESH., FHEIHR. BHF. 9 BEX5.
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b ot A& IR ¥ (pancreatitis haemorrhagic). 3R 5T kAR X (pancreatitis
necrotizing). | X . #HAKMAEMAT A .

A2 R/ A E

R MhENRL., FHAO@BRYE. DRERRYE. o
SRR VP R . AR T AR M )N AROBL MR R

A/ ER

W Fk. QIEMIR KRB e, KT IR,

# T

oAb B3t . Skl A 7 (feeling jittery). #M#A4L., %2 BEFRB.
JR K NEFS DAL FF .

FPLE R L

Wil iz A4, AR, BB, BRAKR. HAER. SKE.
WEREE. EETAT. BR.

“F K

MR Eih G ALE. MZE. FRFA, FRRE.

B

% -#4 42 4 4% (Stevens-Johnson syndrome). F & M R B IR FLAR #f

4F 2RI

(0. RRE. FARK(LEFR). &R,

SR AT F L

LR, RBAaMBEREL. BaMREEEOIME. HEARR,

HEiTF

HRHFH BT BTL2RRATEY. CELRETHATHAHN T 304
WoritE, LA RBMRELERY, LA RAKRILERE
FE., BREeNTEAME L@ KGR, BT —FAK
T L RS frt, ATRAZIREGKRERPE LW M
REOH 2GS, MHPRLEL)EEMEFZFNRE LR ITEMN
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B, REAFRALORBANEZE, EEHITZERFLRETENR
RO IRAER, L EFASWBREARKERAFELELR,. BF, &
RAGGAIEHER I FRERFEFENMALERATRA,

EEMOBRFIVERFLT, EATHERIRTAEZILAR
AT ERAKAY, REBEHGARFOIRANE;, EARKZKXKATF,
16 42 ARFTRANET;, ERRXAT, 16 269A%EIVHE(L
HATHREBRRE).,

4 ) PROTOPIC #k & (KB4 % Z 8] )i 7 RATRE T A
FTRERA: kB, BAtids, LK. WA, BREAF. MAEFT.
B, kB, BR. B, SHIk., BEA. LERE. BHF
AL E

B %, Z AR KA 2 HEMAHEANB LRI, RARLTR)
HFuyphamtTiaEi s, RERLLIEAZFREKR, L@L
BBB i AL BRG], AX—NECwEHEHHME 1 AR
(ABCB1)% 74 44 P-48 7% & (P-gP)fm K 4 . 4 A B AL B = B BUAR H 1R
FESNHEFR A A AT L & AP S R P 6 R AR, ML 8] & P-gP &9
B A BLARUA RS & B (Kochi %, Eur J Pharmacol 1999, 372: 287,
Yokogawa %, Pharm Res 1999, 16: 1213). XL E i EE) AR
Bt 69 mdr 1 A B S48 R F 38 Ao X — & I LA (Yokogawa
% Pharm Res 1999, 16: 1213), &2 &8, AL LI FFHH 25
MT el F P-gP A THMA L., E—REZETHALES 94T
12 A E M Foky P-gP ty R AKT Al feA0 X 49 ABCBl 3 &AM
4 48 % M (Yamauchi %, Transplantation 2002, 74 (4): 571-578).

A B AR AR A BB 82 ROH B B 45 8 A 2 AR BR B 3T 4 R 06 T AR K
W EI VR MR R A k. R K R RARA R R 545 A AY
BB BRI E F e AR EF ARG MR LS I T E. AR
ERER TS AN GHBRBITH A EEEREFQREGHRN
AT ik,

f—k i X P, AL AR A A A5 IRAT Z B B4 5] 5 Ao
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AR B H TR 5 45 A A 42 5% BB ) ) 06 T AR X 69 AR R K g 4R
Swm A Ak, B, BRI 1ER &4 T & £ i B % (BBB)#) i
WA, TAEM, BTB LAETHARTHEC@ET, EARAR
PR AT B A K6 BTB 9 7 ik Aol ot . AK BB R AL AR R
52 3 H M 5 45 18 A 42 B B B A 4R K1) 06 57 A8 K 49 A6 JURCE 6 4 T 44 4R
S Fa g ik,

AKi&E “BTB #iEZGADH” & “BTB HEAHZ AT A" AKX
XPERBA., EFERFASMTRATERETOHHGET, *
A 3 4 A4S R A 5 A BR BT ) A XK F 89 B6 LG — At R B AT R
RS E S, Ak —F A R4S R Z R BRI R R 6 KT KT,
BHERAAMTRATEZLEFNHMAET, LT AL E45H
A 2 BB B 3 ) H) R A F W Re L) —AF R S A B AR BRI R R
Bl 45 A4 2 BB B 3 4| A g — AP R B A TR (e, SAKER)
MARBRIER, A—LEaFXT, AEARGFTEREASHFAK
TAS AN GBI H A ELEREFHRENYA.

EREP— ke EhF XN T, SR EHREWTHHNZELE
HEMELN LM, RALE EMhebTEE, 2ARTEL
E#. 31-0-% ¥-FK506. L-683,590. L-685,818. 32-O-(1-#& L4
h5-2)FEEE. FEEE. CI8-OH-TEE L. 9-x4-31-0-=F
_FK506. L-688,617. A-119435. AP1903. & & % . b E K A-FK506
FoRAK. 13-0-% T4 4 £ 8] = FK506-%] KAZBIRY) .

2) AL 4% P A 2 5 BR B 7 ) ) 84k ) M AR A/ 3R A5 A A 2 B B B
B F] 567 KRR G R/ R AN EHBENHHNELEERE T HRE
KA EAH YR (4o, BTB 4515 & & 5 7)) T A 1% & @ 0 307E Al K
WE R . AT RETARLNTRAME, Plde, XEATHAE A
F|F 0 E A ADER QR @ E S —AF T E A AR 7R A 4
YA, E—sEiks XY, BIB HEFOHATAAEAL ZEZARME
F\4E R 647 = TALA .

#B%, BIBREEFEHEE AT AN, LFANHEAFHK
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45 R AV 42 5% B BE 7 ) 7] 69 —AF K % A 81 4E A Au/ K6 U RUEL 45 TEK.
45RAY ZBERR BRI B 98 TR R TRIEK., REFMARXRS; 12
2, EREHFEAFTRT, wREFRREERK, LR ELE
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50%. 40%. 30%. 20%. 19%. 18%. 17%. 16%. 15%. 14%. 13%.
12%. 11%. 10%. 9%. 8%. 7%. 6%. 5%. 4%. 3%. 2%. 1%.
0.5%. 0.4%. 0.3%. 0.2%. 0.1%. 0.09%. 0.08%. 0.07%. 0.06%.
0.05%. 0.04%. 0.03%. 0.02%. 0.01%. 0.009%. 0.008%. 0.007%.
0.006%-. 0.005%. 0.004%. 0.003%. 0.002%. 0.001%. 0.0009%-
0.0008%. 0.0007%. 0.0006%. 0.0005%. 0.0004%. 0.0003%. 0.0002%
3 0.0001% w/w, w/v 2 v/v.

E—EHaFXNT, —HRE AR5 B 5 5 /K
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BTB 4612 Z QA H A (Hlre, 2B XN KEZT 90%. 80%.
70%. 60%. 50%. 40%. 30%. 20%. 19.75%. 19.50%. 19.25%.
19%. 18.75%. 18.50%. 18.25%. 18%. 17.75%. 17.50%. 17.25%.
17%. 16.75%. 16.50%. 16.25%. 16%. 15.75%. 15.50%. 15.25%.
15%. 14.75%. 14.50%. 14.25%. 14%. 13.75%. 13.50%. 13.25%.
13%. 12.75%. 12.50%. 12.25%. 12%. 11.75%. 11.50%. 11.25%.
11%. 10.75%. 10.50%. 10.25%. 10%. 9.75%. 9.50%. 9.25%. 9%.
8.75%. 8.50%. 8.25%. 8%. 7.75%. 7.50%. 7.25%. 7%. 6.75%-
6.50%-. 6.25%. 6% 5.75%. 5.50%. 5.25%. 5%. 4.75%. 4.50%.
4.25%. 4%. 3.75%. 3.50%. 3.25%. 3%. 2.75%. 2.50%. 2.25%.
2% 1.75%. 1.50%. 1.25%. 1%. 0.5%. 0.4%. 0.3%. 0.2%. 0.1%.
0.09%- 0.08%. 0.07%- 0.06%. 0.05%. 0.04%. 0.03%. 0.02%. 0.01%.
0.009%- 0.008%-. 0.007%- 0.006%. 0.005%. 0.004%. 0.003%. 0.002%.
0.001%. 0.0009%. 0.0008%. 0.0007%-. 0.0006%. 0.0005%. 0.0004%.
0.0003%. 0.0002%3% 0.0001% w/w, w/v 3 v/v.

B Rk XNT, —FF RS 45 R4 & 5% B B 47 4] A Fo/ K
BTB #i2 & G AT H (Fldw, 284X H )G KRELE KL 0.0001%E
X% 50%. K% 0.001%ZE K% 40%. K% 0.01%ZE K% 30%. K%
0.02%% K% 29%. X% 0.03%% K% 28%. K% 0.04%ZE K% 27%.
K% 0.05%E K2 26%. K% 0.06%E K% 25%. K% 0.07%E K%
24%. K% 0.08%ZE K% 23%. K% 0.09%ZE K% 22%. K% 0.1%
E R 21%. K% 02%E KXY 20%. K% 03%E K4 19%. X%
0.4%%F X% 18%. K% 0.5%E X% 17%. K% 0.6%ZE K% 16%.
K4 0.7%E K2 15%. K% 0.8%FE K% 14%. K% 0.9% % K49 12%.
K4 1%E K% 10% wiw, w/v 3 v/v 8955 F A .

E—EEHETXT, —F RS A4 HAY E 588 B 37 4] A o/ 2R
BTB #iE2 & A fAT A (Fld, 3B X HZF)GREEKRY 0.001%E
K #10%. K% 0.01%E K% 5%. K% 0.02%%E K% 4.5%. X% 0.03%
E2 R 4%. K% 0.04%E K% 3.5%. K% 0.05%%E K% 3%. K4
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0.06% % K% 2.5%. X% 0.07%Z X% 2%. K% 0.08% % K% 1.5%.
X% 0.09%ZE K% 1%. K% 0.1%%E K% 0.9% w/w, w/v 3K viv i
B A.

B R T KT, —FF RS 4584 2 B BB 37 ) ) Fo /K
BTB #E&Z QAP A (Flde, 2B X EZEF)GZF TR T 10g.9.5
g. 9.0g. 85g. 80g. 75g. 7.0g. 6.5g. 6.0g. 5.5g. 5.0g. 4.5
g. 40g. 35g. 3.0g. 25¢g. 20g. 1.5g. 1.0g. 095¢g. 0.9 g.
0.85g. 0.8g. 0.75g. 0.7g. 0.65g. 0.6g. 0.55g. 0.5g. 0.45g.
04g. 035g. 03g. 0.25¢g. 0.2g. 0.15g. 0.1 g. 0.09 g. 0.08 g.
0.07 g« 0.06 g. 0.05 g. 0.04 g. 0.03 g. 0.02g. 0.01 g. 0.009 g. 0.008
g. 0.007 g. 0.006 g. 0.005g. 0.004 g. 0.003 g. 0.002 g. 0.001 g.
0.0009 g. 0.0008 g. 0.0007 g. 0.0006 g. 0.0005 g. 0.0004 g. 0.0003
g. 0.0002 g 2 0.0001 g.

gy Kb, —H RS 45047 & 5% B85 47 ) ) Ao/ 2
BTB #:1i5 & & i % 7| (F) 40, % Br 4o £ £ #R)49E X F 0.0001 g.0.0002
g. 0.0003 g. 0.0004 g. 0.0005 g. 0.0006 g. 0.0007 g. 0.0008 g. 0.0009
g. 0.001 g. 0.0015 g. 0.002 g. 0.0025 g. 0.003 g. 0.0035 g. 0.004 g.
0.0045 g. 0.005 g. 0.0055 g. 0.006 g. 0.0065 g. 0.007 g. 0.0075 g
0.008 g. 0.0085 g. 0.009 g. 0.0095 g. 0.01 g. 0.015 g. 0.02 g. 0.025
g. 0.03g. 0.035g. 0.04g. 0.045g. 0.05g. 0.055g. 0.06g- 0.065
g. 0.07g. 0.075¢g. 0.08 g. 0.085¢g. 0.09¢g. 0.095g. 0.1 g- 0.15 g-
02g. 025¢g. 03g. 0.35g. 0.4g. 045g. 0.5g. 0.55¢g. 0.6¢g.
0.65g. 0.7g. 0.75g. 0.8 g. 0.85g. 0.9g. 095¢g. 1g. 1.5g. 2g.
2.5. 3g. 3.5, 4g. 45¢g. 5g. 55g. 6g. 6.5g. 7g. 7.5g. 8g.
8.5g. 9g. 9.5g& 10g.

- Eiy XF, — RS 45040 2 5% BB 47 ) Ao/ 3
BTB %2 & 4B Y F (Fl4e, % B X FER)REAE 0.0001-10 g.
0.0005-9 g. 0.001-8 g. 0.005-7 g. 0.01-6 g. 0.05-5¢g. 0.1-4g. 0.5-4
g X 1-3gtEEA.
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ERHIHGERFXT, RLAAHASHOLEME T EFbL
3, LPMEEEUKY 1-1000 mg, K K% 10-1000 mg, XK
50-1000 mg, & K% 100-1000 mg, R K% 1-500 mg, &K K% 5-500
mg, X X # 50-500 mg, 3 K% 100-500 mg, KX X # 200-1000 mg, XK
X #5 200-800 mg, K K% 200-700 mg, K K% 10 mg, X K% 25 mg,
KK 50mg, KK 100 mg, K K% 200mg, XK 250mg, XK
#5300 mg, KX K% 400 mg, X K% 500 mg, K K% 600 mg, XK
700 mg, K K # 800 mg, K K% 900 mg, A K% 1000 mg & EHF4£,
H A& ZE 5 A 0.01 £200mg, &K% 0.1-160 mg, X K% 0.1. 0.5,
1. 5. 10. 20. 50. 80 &K 160 mg &9 & A /£.

E—dEis NP, AL /MEEZEEAKY 0.1/50 mg(ie it ¥
G /MEEEVELLE. AR ERFXT, ALK UKEY 0.1 mg
HAEAMEEZEARY 100mg BAE, E—EFHETXNT, AKX
VA K2 0.1 mg A4 MR ZEAKY 200 mg A4 E—EEHRT X
AL AKRY 0.l mg AEAMEZEAKRY 300mg HAE. £
— kT FRY, MEEIUKY 0.1 mg HAEEMEAZTEAKRY
1000 mg HAE., —FaFXT, RALEINAKY 05 mg FEEL
WEEEAKRY 100mg AE., E—RREFTXT, AXIUKEY
0.5mg AEAMEZEAKRLY 250mg AAE, A—RFEHEFXF,
EEAAXRY 0S5 mg AEIMEZEEAKRY 500mg Ak, £—2 %
iy X P, ML EI KLY 0.5 mg A £ BLMEFEUKE 1000 mg
B, E—SEZaFXT, EEIUAKRY | mg A £BLMZ R F A
K% 100 mg . E—2FThFXF, ALELJUAKREY 1 mg AE
HMEEEAKRY250mg A, E—RFEH_FXT, LEJUAK
1 mg GEAMEAZEEAKLY 500 mg AAE. EA—EEEFTXT,
MFE LA AKRY | mg HELMEEZFEZAKY 1000mg A £, £—2%
THFRXT, AEZIUKRY S mg HAAEAMEFEUAKEY 100 mg
B, A—2FaFyXFT, AL AKRY S mg A& DM EF T A
X200 mg A, E—RFE_RFXNF, ALENUAKY 5 mg A £
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EMEEEAKRYGI0mg HE., E—EEZAEFTXNTF, AXIAKX
4 5mg AEAMEFZEAKRY 1000mg AE. A—RLEXETXT,
Mok VAR 10mg HELBMEZEFAKRLY 100 mg A £, E—%&
ZHFXF, EZLIAKY 10 mg H44 LMK T E A K 200 mg
A, E—2FEaF XY, AEINUAKRY 10 mg AEEME RS
VAK# 300mg G, £—EHRFTXNF, ALEE UK 10 mg &
EAMEFEAKY 1000 mg HE., E—RREFXTF, LX)
AR 15mg AELIMEZEAKRY 100mg AE. E—EEHEFT X
b, MR EEAKY 15mg HAELMEZEEAKRLY 200mg F£. £
—EhF X TP, EEI) AR 15mg HELMEFZE UKL 300
mg A, E—®FhFTXF, AL AKRY 15mg £ LMK R
%A K% 1000 mg A 1.

AL BAR S| R 4 5 E 8] T VAVA K %9 1-100 mg/ml, 3 1-50 mg/ml,
H 1-20 mg/ml, XK 1. 5. 10 X 20 mg/ml 9 EAE, AMEEZZE
TAA K% 1-1000 mg/ml, X K% 10-1000 mg/ml, &K K% 50-1000
mg/ml, &K% 100-1000 mg/ml, 3 K% 1-500 mg/ml, : K% 5-500
mg/ml, & X # 50-500 mg/ml, H K # 100-500 mg/ml, K X £
200-1000 mg/ml, &K X £ 200-800 mg/ml, 3 K% 200-700 mg/ml, K
X# 10 mg/ml, X KX% 25 mg/ml, XX 50 mg/ml, XK% 100
mg/ml, 3 KX # 200 mg/ml, K K% 250 mg/ml, K K %9 300 mg/ml, K
X % 400 mg/ml, & K% 500 mg/ml, & K% 600 mg/ml, &K% 700
mg/ml, X X% 800 mg/ml, & K # 900 mg/ml, & K% 1000 mg/ml &)
FHAE. EMEAEEARSKTET, TABTALEHRENGLRR
BRI,

E—gaF NP, —FREH4G AN EBRBEWF AL BTB
HiEEQATH (B4, %8R HER)GERTAZ 0.0001:1 £
1:1, dE8T AL BA 6958 B #AT IR, —HF R % 45 8 A7 22 8% BB 47 %)
%5 BTB #E& & QAT A (B4, 2B X ER)HERLTIUEZKR
#5 0.0001:1 £ X% 10:1, K% 0.001:1 £2K% 5:1, X K% 0.01:1
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EXY 51, KK 0.1:1 K% 2:1, RK 0.2:1 2K 2:1, XK
£ 0.5:1 X% 2:1, XK 0.1:1 EK¥ 1:1,

et AL OA 65 B AT, — A 3R % A4S R AT 42 B B B 4 )
FH ARG ERTARZEHN KXY 0.03x10°:1, 0.1x107:1 .
0.04x10%:1. 0.03x10%:1. 0.02x10°:1. 0.01x107:1. 0.1x107:1 .
0.15x107:1. 0.2x10:1. 0.3x107:1. 0.4x107:1. 0.5x107:1. 0.15x107%:1.
0.1x102:1. 0.2x102%:1. 0.3x10%:1. 0.4x102:1. 0.5x10%:1. 0.6x107%:1,
0.8x10%:1. 0.01:1. 0.1:1 & 0.2:1, E—A%kF X T, 45HFEE%
MBI A AWML ES ., E—AEXRFXY, REFIMEEE.

et AL B 8 5E B AT R, — P R % AP 45 R AT 2 A% BR B4 )
#k5 BTB #i2 B AFH(Flde, %8k HA)GERLTAZE
F K #5 0.001:1. 0.002:1. 0.003:1. 0.004:1. 0.005:1. 0.006:1. 0.007:1.
0.008:1. 0.009:1. 0.01:1. 0.02:1. 0.03:1. 0.04:1. 0.05:1. 0.06:1.
0.07:1. 0.08:1. 0.09:1. 0.1:1. 0.2:1. 0.3:1. 0.4:1. 0.5:1. 0.6:1.
0.7:1. 0.8:1. 0.9:1. 1:1. 2:1. 3:1. 4:1 K 5:1. E—AFE#kFZXF,
BiRNSHBRETHANRRELES] ., E—AZEAEFTXNF, XRWAL
W E A&

A. B

AXPHHEEGATHETAGHAEHOH XEHN. L@
itk ey A ma s XEeR., SHEFEQATHES
My 4 A% B BE, TRAR R 4T LA RS JE — AN H R F 2R B AT AR 4 T VA B
) 2% R 0 ) R A SR S 3K ) B e 2B AR

B b, AZ IR QS HEM RS BTB 2% G A% 7 X
BHE ETHESHLEF/REALESMBR RS BT ETHIY
B A . BRIV AR BER AR AR HEMN(QEXEHN
Ko IR Ao AP A AAEF]), B FEIEIBA . BIEF A B YA
.

AE I — TR QA A E MR RS BTB #12% &7 Al &
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BB F ETHEZ G EA/REALLE SN 45AA Z BB B 374 ) R
B ETEZ YA/ REAL L AW R TR S A HF LT HL K
Bl BAR(LIEHEREAEENNFREALAN). HBA(LERE K
MR R Fe BT HEF]) BB RA . WEA AN HHhELY.

BTB %12 & @ A% 7 Ao/ 345 A A% 42 B BR B 397 ) 71 =T vA & AL F
(BRI, Bl oA AWM HAAHNERERAWAES Y., XTLAS
My iz BB ) 2H AR F 4o 8 O XAl &

ATFoREAGEHEEY. E—LERFTXNT, FARXARH
AFuRERGEHELY, H a5 R EEREWT S A ki
Y 45 R A 42 B BE Bl A 45 ) 64 B AR B Au /3R G LA B R G LR
BERAFORERNGEHBEEH ., E—SRkFT T, RERAR
453 A 2 B BR BRI 4 70 6 B VE A Ao/ R REILBE 69 R — e AT £
TG ik ey BIB4EZQATH, e, ZBHHIAEE,

E—xzaF NP, KELPAREA T ORAERGE RGBS
Y, A

() H K E 445 A4 2 5 BR B 37 4] A ;

(1) 2K F 04 68 95 8, 58 30K TR 45 R A 2 A% B B 47 ) ) 69 —
FREMIERGHR; =

(iii) £ A F 0 Ik & IR A .

E—®EHkFXF, FRASHH—FTEL: (VARENE =
b 45 1 A 22 B BL Bl 0 ) A

- EZaFXT, BHALSHTARERD T RGREKEY
e,

E—dEaFy AT, SANEHERBETHNRZLEE. £—
kT R, SRANEHBBRBETH A R L) XM, £
I RT, SANZHEBRBEHHNZ CA, E—LFAETXF,
45 45 R 52 B 45 I Ab 42 B BR B A ) ) 69 — AT R & AT @I A R
2 BTB #ia &4 A #), #lde BIBHREZAQREN. £—LEHkF
KXW, £L495 852 30N IR 45 A AT 42 A L B 41 ) A 64 —Ft R % A Bl 4E )
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MR RSB, BliwkH B4R REE,
A% REFAT, RAVREA T oRGEIREHESD,
H a4

(i) AR BH45 AP 2RI H A, EARLES. L
¥ 5] £ R CsA;

(i) AREGSE, AAMEIEZE. AWMEAEE. R,
OMEE. FEFR. BEmFE. FTAK. GREH. B,
Re&. £45F. KB, HEER. EEE. BEAFR. HEAF.
R E. BRF. 258, AREKE. REF. 2HKRER. BEE
FA LR EREZILEE;, F

(iii) E A F 2 IRE A &4 2 I 7 .

E—dgihiyXF, FRASGH#E—FT 4 (VARENF=
A 45 I A% 22 A BR B 37 ) ]

f—d G X, BMWBEHNTARER T RGRAEY
Loy,

A—REaFXT, RLVRSEA T RGBEKRGHNBEGD,
H a4

() HREWSASZHBRBEHF, LAHRLES. L
R &) XM R CsA;

(i) AXENEE, EAWMEEE. HREMF KK,
#a

(iii) E A T 2 IRE A 69 5B F) .

A—dziiy X TP, FRaspt—Fast: (VARENF=
FF 45 I Ay 42 B BR BE 37 4 A

-k gaFX T, HBYAGMTARERN T O RGRIRGY
e,

AR FEAaFXP, REAVAREATORAERNGEKRG SIS
Y, FOASHERENORLES . A BHRERE R E F) 8l 4FA
HMEBEMMEAZEARABFETEZOREA ., E—LRXAETT, &
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KRR T ORERGBRIKEYESY, LOSARENRLE
3. FRABBRERMLES NN EAOMAEERA S LT
2R A

-2 FEZaFXT, REAVREAToRAENGEKREGHAS
Y, H 644 0.01-160 mg 694 % E 3] . £ 10-1000 mg 9 HA R &
BRAEFETESHRER ., 22T, AKPURHBA T
M6 8RR Mo d, 44 0.1-200 mg/m]l 9L K& . 4
10-1000 mg/ml &) # & ¥ & R 2 F LT 2 69 H A .

AT O RN GREAGEWAS YT AAB KA E A E,
Bl &BHMEZTHEAD AR, BRRXAL TFRERIEKME
TR, KEHILARRBEOKERRILRTHEFREXNEKRE. AE
Fl. RAF . REBRARLERFEFA. XEANETAEIIEMTEH
FF kR B, (RFTH F ik LIEEE MRS 5 MR—FF R B AL F R
S BRARELSH TR, —K&, LoMEBLHHFREMRAETERS
ERAKBARR @y ERBARXAE RS, RE (R EHE)
BEFEREATZHEANY XN Mm4E. flie, FATAELLE—
FREAHH Ry —RBLEHIAEHH S, EHe R AT Ad S
BEAEHIE P EFELRESRE A (B4, ERETFHESH. HEF
F . EHFBERN A/ RERBFEHN RS EF)RSGOLET O HRAHE X
(Godir R R BRAL) G 7E LA T ) & AL B 69 B A 7T A8 1 A2 A3 4 AL
% AR VR M RAK A B R IR 6 0 RALA M # R A4 T A

RKEP#—F OLESHETURSARKGY A HFHE, B
A KT AL e oM TEFR, Bl ko, £ ) 25 AR R T 7T VA e N K (#)
S, 5%)E A AR I K B4R A 6 BROA AR A A R ) R R, S
fE A B RAE M, KK H K 404 Fa 7 B ST AR R K 3
15 A K R BARK > BRARB E 44 4. eRFUGHASR., &xFf/
RAEHEREP HRKSF/RNBREEEFAGER, KLAIAEY
B AP AR R T AS RIAKE ., RKEWEES W T VABS & F=
G VIAE R A KAFZFARSE, Bib, RKASWHT AR Sl
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ARG F &, AREMNTAOLEEE LG RAEXNEF.
LEHOENY T O, ERRTARAENHER. BHFF. £a2A
F5 B, AE QKA T K QK (strip pack).

FEURSTAERBELRO B ZREBAREGYRARSLELEE
BohE. RBEAFLDEAGHANEX, BATUARREMNBX. £
BE&BTFoRAReGEsMmer, TUARAEFTRTGHEDNTAEA
HBAR, Blde, BpHEH, EORABREFHN(RER., BRMAEA)
REEBHEALTRAK, 8L, wk, BE. FH5H. HEAN.
EEANFF, AL REMREF AGHF LT T AR o4, BX.
M gE. FBR. RER . BEA . KA H 8RR 6 EAK,
ARy X T REAIBE, Fldo, sTFEADRAEESE K
warEhiR, REFRAA. wREZ, A AT AEBITIFE G KR
ERKMEHEARKEKR,

ERTALAHE AL HAFNEGESH OE, ERRTE
KiEH. L2RHBRXETERS. PR, RAFE AR I 4= M 3210 4
JR. EEBAN. RBR. LT EBL. BREZR. KARK. 4%
BEMTA MWl o, THEGEAE. CBBAE. RATAGGZS. &
WAFHEL). BHwBRm, PALGELE, FRERS. &R
LAPRAAE, BROGFEERTCTNGRED.

AFALTAFHEHELHFFNEGLSEAEALANN G T
3, ARRTFELE. BEASW o, FEIHR). Badgsr. &
KA gE. FBAEL AT (dextrates). H¥ L. HEE, A8, LHE
YEBE. RH. FRBEEHAENGRESY.

ABATUR FARLAGELS T ALER FBRET KBRS
R, RBA RS TR A AERTHB. AHBANKD TR
REVIE AR L A BT 48 B sb i T MRS AF B b B ik B Ae
A2, A, BAAVERKE MRS RAMEEZTMHRSHHEX
MESHBANTURTFHRALT AT EHe R A, A 6
BRHETALETHA G LA foze A ORI TEL, BTURAE
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Bl AARLEBEARAR AN BB MBS H T T AL A X 0.5-
XK 15 FEE%UHABARKRY 1-KY S EE%WHMBH. TUAAT
T RA K B S AT B 6 A 7 @48, 2 R IR T 398 -37 A8
EB. RBRAS. MABHEE. REATASELZH. XREF. &
BEMA., BACBRENM. LEAXARFEH. LeRkH. FURE
wh. ReRre. B EeRER. EAeH4EEL. HRRAENUR
o4,

TRFHRALPGEMBS AR GIEFER OE, 2R
FRIERAS, BIERE. T, By, Hib, LSRR, H
B, Bo-m., pe—mEL. BER. ABRARRA. BLH.
S AL (Flde, A, ARFFH. & B Rb. ZARGG., B,
IRGfKE ). BASE4E. B L85, F 428 L B8 (ethyl laureate).
WREREMGRAY. LT HERH 68, Flde, syloid K. &A%
A2 0 5t B A AE AR (coagulated aerosol)R EATEG RS Y. T AMEL K
MNERF, MAERTFHHAESHERY 1 EE%.

LKMBEFRA/RBEANAFLZATORAEANN, TP ELEH
RATT AL EF#A A RFTER . EEXRERA(GRE 2L A
IRBER L, EHEBEHNK., LB, BB, HHALEFEE
— AL RS,

BATAROGRKBE AR OQRUAER G ME T 050K
B H B AR K A AR LN FM, Flde, TARMAER
At B AR RS BAH B R AR RS BAH ok AR . A T 2 IRAE A 49 A A
TR EAE, L PEERSEEEBERERER, 6 oK 8R40,
BB GA LR, REUKBKREAL, LPEREARSEKRD
AR, Blieit A . BARE 8B R AH R RA

AR TR AL AR A 6 R\ E MR aF,
ERRFEKEEBERR . FRERRTHEMNRZAECMNGRED.
LR, TUARAEKBEADERRNGRSY, TURAERERER
@EMRAN GRS, RAETARAEY —FFRKBEREFLAFE
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v —FERMEAEFRRNGRESY.

HEHFREETRERIN —RTEEA E) 104 HLB1E, M
EHERBMETERER —RTREA X 10 RIKT K% 10 4 HLB
£, A FEAEBF A FNASD AT FAREF R KRR ZE S
R FENK-F PG FH( “HLB” 14). £4 41K HLB A R &7 WA £ 5
fERFAK, AAMTEAEGHHEMRE, MEAKS HLBAYN A
EMARBEKRY, BEKBRERTEAEZZOEMRE. FRER
mEBAN —BREAAREAKRTRY 10 ¢9 HLB AR LY,
AR —RFRER HLBREHEEF,. MBFRAKE THEH. £
WK, EPEHEP, FRAMARBERANZELAF TR TKRY 10 &
HLB A¢htubh . 22, REEEF G HLBEARAZ —& A T Tk,
25 My Fo b He b FU R 44 BE ) AR A T Fe 69 LK 69 38

FREEABERANTAREFHREB T, GENETRE
EWA O, ERBRTRASE, RERRE, RAR. ERKFZ
FREGRE T BR AT A Y, RAB. ERMAZ RGBT EY, AN
Fa S AL BENS, B IPBEIE e B E AR E, ISR HATAEY,
AR R AT A Y, NERIEHEREE, RAARRLE, BHEKELE,
% B %44 (sodium docusate), Bt FLEL & (acyl lactylate), #-Fo —-H
B H R fe — L BLIE G BAER, WRIABLE A A, R
Hd BR e AT AR BR B R E A 8RS .

ERTikegmy, KL ETFREERNCE, B6RH: 5
fe. B IpEERE . BERE. BB A XATAY . W FAAE B ES .
VR B L. MEIrBRE. % BB, BEAILERE . B-F o HihERe
$ _Fo = LBLEGBRES . HIABLE o —HhES. e = id R
AT R BREE R E N REY.

BEFA@mERFNT AR, EoifsthE .
FEBE T BEM:. BEfs B b, BREER. A%

#. (lysophosphatidylcholine) . &

AT
[
B
. T
- TN
L B
™
c
™™
e

A)
B
o
* 5

(lysophosphatidylethanolamine) » B BF ]
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(lysophosphatidylglycerol) . & fo 5% g B . & Ao BE 8 Bt 2 & B
(lysophosphatidylserine). PEG-#% /g Bt Z 83 it . PVP-5%fig Bt L 8% ikt |

BE B B4 ¢4 3L B B8 (lactylic ester). AE I8 Bt-2-FLBRES . 7285 BLFLER B .

WIABAL LBy, B/ B/ BB R BB, /= H
i B 64 A7 4% B B . 2 BEULACBA (cholylsarcosine). TEAER . ¥ BRAE .

REE:, AABE. S RMES. AFMBRE. BB, RBARETRAES.

TihEiBs. LARERES. ARAEBRE . A AEAABRES. teracecyl sulfate.

% B, ARBAER. REBRKNER. AZEBAFHALCNH
LA RS M BT X,

%$w#%%ﬁ@%¢ﬁqu ¥, ERARTRAFHES, K
EAEFBEF, RARARELESF, APHELART -8B HH 8
(macrogolglyceride), i‘r«;’h’fﬁifﬁifu}i@a 4o iR LB S, RAAH
HAB R L _BR AR, REAHKARIEGRE w8
B R B AR O BB B, R _BHHmEHRKRE, Rk
PE Ry BRES, BRAAHLARBIEHRE LR 8 LA RERFR
Bs, 2LBE 5B, Hdd. St 8B Ae G B4 X
WU FHEY—ARAGFREBERE T, RATHEE. T4
WA EENY, RETHRELZRAITEY, RATH-REAK
BEXES, REMNWREY, RC_BLUARBEWRERS T
Bhhddh 8. Mhb AN HEARGEFTHE S —NRIA
B ERWEE RS, TS ABRTUARER, L8, RL_B,
LAER, BB, FREEXEXL.

R FE RIS FADE MR AF R4 €35 PEG-10 A A28 ES
PEG-12 A4 #8 8. PEG-20 A A8 8. PEG-32 A48 &5, PEG-32
— A A B85 .PEG-12 /4 BR B5 . PEG-15 & BR B . PEG-20 7 82 & . PEG-20
— 38 B4 8% . PEG-32 78 B2 B5 . PEG-200 7% B8 &5 . PEG-400 4 BR &5 . PEG-15
A2 fig A B . PEG-32 —AZ 8 BA &5 . PEG-40 A2 i§ BR &8 . PEG-100 AL fi5 B%
A% . PEG-20 — Al #8485 . PEG-25 H A = heERfs. PEG-32 =& &
5. PEG-20 Hib 2 A A8 A8, PEG-30 Hid ik A A8 E. PEG-20 H

103



200780048511. 9 oo 5 5E85/107m

i AL AR B BR BS . PEG-20 i 2k b B2 B8 . PEG-30 b A b AR 5 . PEG-30
Hih A A A . PEG-40 Hib A A A2 MBS, PEG-40 #2489 B R .
PEG-50 &L & kit . PEG-40 B #kid . PEG-35 B #kd. PEG-60 & Ak
# . PEG-40 .44 & Fkd . PEG-60 £.4L & #kid . PEG-60 K . PEG-6
RER/F B H i BS. PEG-8 RBL/FEBRE A, REidA-10 A4 8Es.
PEG-30 fl2 B 82 . PEG-25 184 & B% (phyto sterol). PEG-30 KX & F] &% .
PEG-20 = BA B8 . PEG-40 L3 R A2 MM AES. PEG-80 LA RAEA A
BRBs. B ABEEAS 20, L ALE3ES 80. POE-9 A Atz . POE-23
A A #& B . POE-10 i A Bk, POE-20 /b2 & . POE-20 A2 fight. £ F
B (tocopheryl)PEG-100 3% 348285 . PEG-24 f2 E) &5, JR-HihK-10 &
B Y. ohiR 40, =RiR 60. FAERAEREERER. RAEL MBS, B
# 3z B8 8BS . PEG 10-100 =24 KB % 7). PEG 15-100 F XK X 2 7
ZiR R S

L ERHE@ERR QEAASH AT X): B, Hib
BE W BRBS . TBRALH RS BRES . IKRABES BBy . A BB AR
B, LA RAEREME. RC_BLAREEHRE. MG
rEY. BRUKLSEREEN A, RO B AR. BE.
VB, ffoH B IBAITAY . S ABS G HE. AW,
S Y. IR B A G B AT 69 B ) — AN B9 SR K MBS
R, hiEWgEE E/GAENTAYS. RENYREY. EiZ4E
h kM EEMATEMA QB RIERE . & B85 B BR
REMBREY, REAHASZABEGEYDH. A4 h=
BELA AT E Y — AR R AR AKMEE R TH.

E—AEss X, B9k Q4 IER vAH RS H AT 25
B B 47 %) F) A=/ BTB 12 & @ H (Fl3=, FEAET)E RIF 095 M
Fo /R B B AR 45 R A0 2 B B B v ) ) Fo/R BTB $5iE2 & & A 7
(Bl4e, HEABILERY . XTI REAGAGYD, Flef T
EAWEEY, THRAEHNEEZY., LTURAEENARSFK
M Fe/ BB E AL (e R @ E AR MR FEASMRFN
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A8 NI R IR IR R BAR

LE B ER G TFEIE, ERRTFUATREN: BEAFS T
BEk4w B2, BABE. T, ARV, -8, A8, T-BAX
L FMK, Hib. FREE., LEEEE. HEB2. £ 8 (transcutol).
—WARLARE, BB, BRA-E. RUHB. 2RALATLAYH
BERLCHRLENTEY. FHHRAHHITED. £H K 200-
K% 6000 9 TFHHFEHRL_BEWHER, oW S HEE PEG B (T4
AW S HEE, glycofurol)k F £ & PEG; BtIEf €4 AW o
- BR . 2-UKPEER . e- T A BAR . NI ARLEIRER . N-Zkx A
BALER . N-JEAURZEN. N A T ABR, —FALBKERFR IS
WA ER; BE KRB LA, S TAAAERE. LBA = TEATR
BRES. ZBLAZ TAMEME. = CAAEBE. HBRCE. F8)
LB, TEBOE. 8., A_BLLMEE. A_B 8K, &
& A B (caprolactone) & £ F MR . 8-/ A B AL F MK, B-T A BEA
A FMR, RECHAAHRARAT L4038 RA, W FALBK. =
WAL, N-FAGBRI, £FH., —C8BE LRK,

IR R EF G RA., BT, ERERTZ8E. =
LEAEEE., WA LB, FR LB, —FATBME. N-F A0k
WA, N-2 AR, BOHwBRmm, AL TAA4 %,
AR, CBE. R =8 200-100. TEREANWEMHEEE. F54
B, AoBA—FTARF LR, #RNRGEEN F LB
Hib, Z B4, LB, PEG-400. ZA AN AREfoR 8,

ST QAW IE A g BIEA A TRE] . AF T I IE R 6 F T A
REALEYTEZE, ETUREGGAABBEARAAR AL, £
FEBAT, ROAWEAENNELRIANTELETRAR F
4, %%ﬁ%%ﬁﬁﬁk%,ﬁf%%@%ﬁﬁ*%k#ﬁmA%
ZHIEAEGRER ARG ARBRAL)R . Bk, o REBEHNFEGE,
AT H AL e WY A8 ﬁiﬁm&ﬂ%?ngMEJWG%%
50%. 100%RX HE KL 200%EE. wREEMHE, LTALAET
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NNEHEERF, o 5%. 2%. 1%RE D, @F, BEHNTAUAKEY
1%-X %9 100%, FBFAHKY 5%-KY 5% E T EH A,

AMT AR —F O —F RS A HF LT HZL N F A F K
5, X KR AR Fo IR A EFRBI M LAERFFER L BN K F
A, WRAK . HEH . A4H . #HHEAF F (viscomodulator).
778 % 7| (tonicifier). A E#. FEF . RokA. BAN. EF
. AR AR, EEAH. HFHNREMNGRED.
%%,&ﬂmﬁumAﬁ%%¢uﬂ%%£ 3 5B AL M R
ECAM, HFLTEZABRNP) T OFRAR., RABRE.
FAbds:. B84, SR, REEAMN. AANKE. KBRS,
FAu4E. AEBR4E4E. SR AEBLE. ARKFTHBE. RAAES.
SRLCHE., LEE. Lok, 0B, Z UK. ZFAE.
ZWE., Z(AFTRERAFTRTRISF ¥, SEHBREA HF LTH
SHB(LEB. AKER. B, BER. MR, AAR. R
Mt Bg, RFEL. MBL. TB. KB, IR, R, Y&, 7
Lg ., BAEE . A BA B (hydroquinosulfonic acid). F# R B, L
&\%%M\ﬁﬁyﬁﬁﬁﬁﬁ\ﬁ&\ﬁﬁiﬁ&\ﬁﬁm 54

BB, FTE. BEER. RALE. TRBKR. RBREFHE)
éﬁ & LT AER S BN, RS, BRASMAPFER A
4A. h%u%ﬁﬁw,m%%ﬁuiﬁﬁﬁ&%#%#iﬁﬁiﬁ
BT, o4k, B R BLEEFF. LEATUEE, 21K
%%‘@\@ 4. ik,

HEHMBREF ETEZHANRIAER, & 65 LA 4 4]
Faiian. S8, SALEL. RLBR. FHER. MIBR. BB FF. 4
AL TR, AN, T8, BER. Sk,
AAR., HIRMBER. KPE., MR, TE. K. FHERKR. JBHRK.
W, TLE. FMER. ARARKR. FRIAAK. L. DREK.
WEhER . EBR. TR RAAB . BB, T-F KRR, KR, BIER
WM. TR, BLM. RATE. TERBR. KBRFF.

%%ﬁ

\\Mﬁm&
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ATEaSfgmesdh., £—2EHEFNF, RAARHERT
EA ALY, H 0445 R AY 2 BB B 3T 4 ) Fo ) do B 52 OH IR 45
iR A 42 B BR B A ) ) 84 S AE A An/ SR AE LR EL 0 4 TR 6 LA VA R GE )
FiaSeh 5 RBRER ., BEMTFHRTFMWRG T KL F AL,

AL AR B M A FIEHERTRIRAGH KX QKA Z Ak
W, Bk, e RAEE, ARBA. HER., HALERILA
TR R B A0 i B R BAR B R A A b B R AR IR,

FEHAKP KB BEFTEA TIESH. ETARA LB, Hik.
A, RARL_BEF(REGENRLSY). TUFITLEDFHEY
i, TTAB 4o it R AR E (e IR A R). B A S BARG LT 4EF
TEHBER N ABLEAEAOEREANRRFE LRSI, T
BAEFR A FRRATAN ARG LAY ES, FlloxfBZEARXT R
Bek., AKX TE. XE. LA, BRWRFF.

FE W T a4 e R B S HE Z G AT R A/ 45 A A 2 BB B
WEANEEEZEE LEHNFANEFTEOLCRS —RIANET Y
AP, RELERGRHNE., &, sERABLEEIA XA GE
MRS MANCEERAS BN RGO L@ R T OE RN
CRVUABBEARTHE., EATHELETEHERYALAR R
HELT, KAEWHEFTERAETRAATRER, LdFL
T 8 i R 6 R R A TE MR AT I BT R 1 R

ATEARBl4e, FR)ZR LN UEEY. E—LERTXF,
AKERRBER FERZEGEMBLSY, F OS5 A4 ZE 8 By
%) 7] Ao 4] 4o, 22 3R OH R4S R AV 22 B BR B 4 ) ) 44 B 4 ] Fe/ R P ILEK
R VARER FTERREAGAYRBA . £A—® LT
Kb, i 52 K R 45 AV 22 55 BRBE 37 %) 7 44 84 F) Fo/ 3 A6 L L
FeHFERERAL T L TCHY>IELe BIBHEZGRATH, #lke,
2B R EREE., AW TR TR E I KT T,

ALK GRS W) 7T vA B4 A E T 3R R B AR 69 Bl k. B
RRBRARTE X G5 F), dostix, KEBRAR. LE. &®FH. BRE
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Fl.OERA L. BR. RBA . KREFH. BR. h. BR. AH. wF
F. A, REER. —FREADOMSOAER, — &, EARGHE
BRBARGEB AT RREFHERSERRKITE. MR, BER4H
FTAREZFHERSEH LT RIRE AR,

B oA T A LA AEN BIRRERAABARRRY A, £
ARG T FTH LR AR ERE R SE NSRRI IE T
SFHEERBGARBBERERITHRENGKSY. HiFS B
FABABEAAR Qoo )5 F 20T, EEBARFBKH A 6T
I, EXRTFRBANBl4e, FE). —BEAW, H_B8) BX
(Bl4o, ZBE)., FERFER(Fl4e, HBR). REEBRA B4, FRAELLE
BRES Fo Fl AR R ALER4M). wboB S BR . Hoh S A ARBRAS . AR, # K (#)
4o, BAAEL), BRE. BB, BER. BB, K. KBRS, BR
45, XFFAE. R, KL EITEY. NRFEESY, R B,

ATAREPHOFTEFTAR—RAFHNRAERLXRERE( “W
R” ). EXEZERWER TR T AR RKA 45 RAAT E 5B B 37 5] 7 64 15
LTUATHEGERBEEZQATHGELE R RELGEN, Bt,
Ak gy X T, RLPRBEWAT BTB #EZGAD A, #]4e,
LBy R ER(Bl e, MAZFR)VHERER., E—2RHEFTAT, K
EPRBEANT 545 A 2R BEETH R (P2, L EELEEH
BTB #E & QAT A, #lde, ZBH X EMR@H 4, MEXEE)NER
1

A FREBZMH RO ERM R MR R ERRAART 240
8. B, #Hlie £ B E A 5023252, 4992445 F= 5001139 5. X KMk
AT VAMGGE R EE W, BT X RZEFEZREBIMA.

AFBANNGEDEELY. ATFTRAARRANNLS Y OIEEDF
LETHEZH., KEXAWEFHN XL RS FTHERFEF R, AN
K. RAKEKRALLSH TN QA4 LR AENEF ETHEZH
AR, Rk oHhiEdamR R EFRRZEMNALE AL
FAR ., ERLGFETHEZHER T LY T AR LA
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AR F. REGERTUAEENTFRERN, RAREFRET
uﬁ&ﬂ@%%&maémﬁ AL, BER. ﬂé&&%*mA
M AT AE B o7 KR ZZH R EEHRFA, KB
B .

Lehdhasd. HHASHETAR KL ESY I
—HAEMHEATET. o, AH. TA. BRA. FA. ARBLSS
REMANERAGEF ETEZHORENSE. ATXEXAEHEED
o &) F) R KA P N4y, AL, #)4e Anderson, Philip O.; Knoben,
James E.; Troutman, William G % %%, Handbook of Clinical Drug Data,
% + &, McGraw-Hill, 2002; Pratt #= Taylor % %%, Principles of Drug
Action, % Z &, Churchill Livingston, New York, 1990; Katzung % %%,
Basic and Clinical Pharmacology, % 7URR, McGraw Hill, 20037ybg;
Goodman #= Gilman % %%, The Pharmacological Basis of Therapeutics,
% + #&, McGraw Hill, 2001; Remingtons Pharmaceutical Sciences, %
—- R, Lippincott Williams & Wilkins., 2000; Martindale, The Extra
Pharmacopoeia, =-t =h&(The Pharmaceutical Press, London, 1999),
Kok Lk adRBL | A FALRTFF .

B. XA &

AEPRERBERAANE, ZRAANESQLILE S LR RL T HEY
%Jﬁﬁv%\ﬁvﬁﬂ("r i ABLEA . BARAENITH. BEMA TR
£2), RAET U —F 045 A 2B MBI HF., £ Xk
KT, %ﬁw%E&%W% |Fa Ptk RAF/ETRANERIEL
BBRPHEBELASMAT XEHE., E—%FHF T, 45ANEH
BREEMF A AT ARFEAFAET RN EOEREANE—LEY AT
X, CENOEFEATEEZAFINGY (B4, RAKHF 6
MER. RELBEBRZ DA ER CEFH)RRAFRF 4o eg BT
PABLIERIZRA EF.
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7 ik

EH—FEF, KEAPRBF R, Qi85 7 7%, BRIXRF
MREABRTEPHREG T X, EHWRWEFRRGFTE. &
Y i B (wash-out) 8 7 E Fe S A R -LA R BB G R F A 8
7 ik,

HEBAI, F ik ANEARAS AT 2 A5 BR BE 7 ) 7 64 3 4E A B
AT, EEEE, ZAERAAERA TFMABILR EHRY R K
e AK.45 1R AP 22 % BR Bl 4 ) 71) 64 6 )UK AL .

AR FHAGRKE “Shth” R “FHH R QIHEAURRALE
AWM. EFE—ROIERA A T g7 —F RS &R —F XK
SRGM. MAHAESTARTEF —FEBRXEMN AR, RHEH
TFRATAESFH—FREAAH R aEA.

W KX P TR KE 6T RELEX LSRG QIERITFS
TR F/ R A&k, b7 H8LEDRBITIE TN EMBEGIRR
REM. Ao, R AL R BIRBPRAES Kah R A K 69 —FF
REAAERERMRFN, A ERATULEEKE, RERAT
RN GELBRE. ST THRHAL, BoYTURATEHL AN
ERAGRIE ) AARER TRERBRG—F RS AEAZERG B
A RB LA R —Jk IR 0587,

E—RRar7 XY, ALAIRBEAIGEROIDENAKXE
64 45 R AT 5 B BR Bl 47 B T e R VA IR 8RR TH TR 45 R A 42 B BR B A 4h) A
HBVERAEY BIBHERAOREN MR RENF X, £—F%
5 NF, TR BOE R R 2R TR 45 R AY 42 B BR B v ) R 09 % ¥ &)
A .

E—2Es AP, RAARBEIGERODIDAEAA XL E
649 45 R AN 42 B BR B 4 4 1) Ao R R 5 45 R AV 2 B BR B 37 HI R 0908
HMRNWEZW BIBHEEOARETNRERTREN T X, E—BEHF
Kb, FrASERRGE A ZHREBEEIE R4 5 0675 3% %,

AE—2xF AT, RAVREAIHBRGIVWAATRE
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84 45 i A 22 B BR B 37 %) 71 A R vA AR R AR 5 45 R AT 2 A BR B 4 ) A
EABREFHRENEY BIB #E2EARENRETRENF
%

E—2REFTXT, RESHHRBLSY, B, A.
E—dEaF KT, AEANRBABIHERGAWEAARE

b4 45 i A 42 B BR B A4 ) 7 A RVA R 545 R AT R AR BR B T 4 R R A
REFHEAFBERANEN BIBHEEARERMET RENT .

45 if A% 2 B BA B 37 ) ) F= BTB $#E2 F QR EA LR #4M. i
XF AL “EEAEAT . AEEMA REMNKiEELFR G R
& QIEQ S W B R E B W RN T BAR i Fe e M R
FGETHHERA. RREADOLEUBLIGEESHEEER . A
K A A AR R 64 B IR) 5 ) KA VA B AT 0 R AR A AR 0 4B Ak
A. Bk, £—8FEkFXNT, BTB #iE &G ME N 45 AN 25
BREGIT 4| F A B — a5t 4T 0, E— R RS X T, 54T
BRI A A BIB R ERAMENELSY T RA. BF, 45
AN ZEEBR B H A AR AT RS A BARGEALETAELYDY, @
BTB $ti5 & & #0E 7 vA BvA i 5245 8 4% 42 B B Bl 3 ) 70 64 8 48 ) Fa/
REEAR GBS A ZHERBENH AN LAELEZREFTHREF/ARS
45 AY 2 BB BRI B F B AR R EFET AT, E—L %
HFXT, 45T EHBRBEREFNARANLEFELARERNEAEL
BTB 4ti& & & 37E 7 vA 5 &8 A BTB #4515 & & 07E 7 B 69 2O A8 b 2
VAR A B BE I R M S ER B E VY 5. 100 15, 20, 25, 30.
40. 50. 60. 70. 80. 90. #it 90%R AL KHRINERANEHRL.

45 i) A 22 B BR Bl 37 ) ) Ao 5] Jo 0 42 3 TR 45 R AT 2 B BR B 37 )
F 6 ) —F @)V R M R 695 R TT VAR IS AEATIE & 6 F R AT,
o B R AIR LA MR, ENTABIEARE A RE LR
FlehiR 26 M. R R AL —E St fT#48, EMNTA@E L
fEATAE R AR, A—® Ly NP, HRAT I REH UL
— WA MBATHA ., E—RERFXT, WEEALERLH UL
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— g RATHRA, A% FTEFXT, WRBLEHUL—H
M RATHA .

F—se i XoF, AR NH K45 A AT 42 B BR B 37 4 7 69 &) 1
BG4 H 2 BTB 2 KA AFH, BIB#EZ G FT H e K F Fr
g, A—RETRFXF, BAEH. E—REETXT, RAXE
B, E—ZiaFyXb, £EWAMAEE. AMEAFEE. FA,
aMmEE. AEHR. e E. FHAKN. HREMH. LW,
ReE. L5, KR LR, FHE. MAFR. MEF.
eRE. BEE. 2FR. RKE. BT FHARER. BEH
£ A IR ERRINEE., E—2 55X F, 2EFAMEATE.
FAEBRHREMN., AT FXF, AZFAMAEET. AT
AP RS, BF, BIB #EZQgATANBANEZAKREY
0.5-100 mg/kg.

45 3 A 2 B BB AT ) F) 7T A SRR S T A iR 69 4R 4T 45 8 A 22 B
MBI H R, E—REaFXT, SHANEHBRETSHNACLE
3 M E L KM, AL P HHEL.

AEPHFETUR FIEMAEEHRED o, BEHHE. A F
SEMERA R MER)GESTF, L PEAEA CNSKEZHY—FRZ
45 I Ay 42 A% BR B 7 ) A

Blde, E—RFTHEFXFP, RAVNHFT ECFALTERER
WS M A KT W45 RAY BB BT B ) (i L E 3 )R K E
4 52 R OH 45 R AY 2 B BRBE T A A e SIE A e M i T BB A
SHRBFEAUGLEBEHF. BEBEGH TS, ERRTHE
BAL., MR, B, SBEAHE. HH. M. FBHEEH
N AS A Fe P - B ) B AS AR

AECHERFXNF, REAPHFTE0FRIGERETND
My 7 ) A 3 E 0 45 R AN 22 B B B 3 ) A (B Al L K &) )R BE 6 R
2R R4S AR 2 B R BRI R R B E R MR ST A 2 RAK
Bk, OFLAMRARABTFOIE, ERETFTRETX. LKA
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R Fa 25 TR,

EBEFMGERFIXNF, REPAWHFEOEALHERETHY
B M3 A A 3 E A5 R AY BB B EE A7 B R (ot LR ) )R K EH
BRI RS A 2B BB R R G ER M m s T KA
F., KRMBEHE TR, BERMEFEw., SFARMLMEE. B
TEHERERE. BF. aBERFFTHBEM K.

L 45 i) A% 42 B BR Bl A ) ) Ao K I A BT 3G iR 0 W L 45 AR R BT
TR AP TR Z AR R G AE b E, #lde, BER
b, E2/EF T, /AL RMARRLL,

ALPH—FREBIGHLERERT FE RS Fral4E A&
T 0445 AT 2 BB B AT B ) 69 S0 4 56 F) BTB 4612 & & S 7 W 1L 45
45 RN RSB BRI B R — R RS SR T R, AT EEFE
beik i 445 AAT BB RN A — RS A EMERAGEILF,
o e FHE LT, BAFEANA A, TOARR K F A48 L 61247
4HiEH) BTB #iE & 4.

A—%FEaF X T, KRAARAGEETEGARERBAI S RT
A>3 4545 A 42 BE BR B A b ) 64 3] 4E 49 £ ¢ BTB $4:2 & B /1 A
i AR P 45 A AY AR BE TR R W B ER e T ik, HF AL
ZHEZTRAZLNER GBI AS AN ZBRBEFF. £—
wEEFXF, AMRCZEZTEEN 7L SEA G455 RATE B
BEir B\ A, E— Rk FT KT, ARG L EZ 745 R AT 2B B B 37 4
Fegsh AR, E—2% x5 XT, BIB #E2FGRATHRAS B,
ok HER, AL EAFXT, RERAMEIEE. FHAETEX.
58, anEE. FEER. FEaMF. FHAK. HREMR. 3
B, 2E6E. £H5F. RIFB. pEEWR. FLE. MEKFR,
ARG, BERE. BRE. 2R, AREKE. BREF. EHKREH,
e dE A LR EREINELE. A8 55X, £EZRAH
REE., 8%, EHIAARLAINS R T L L 45 R4 258 B 37 4|
) 4 S\ 4E R R BB E (Bl 4o, FHARA R AR . AKRT 8
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X—FETARZ, #l40 K% 0.1-100 g. KK 0.5-50 g. K K% 1-20
g« XA 1. 2. 3. 4. 5. 6. 7. 8. 9. 10. 12, 14. 16. 18 % 20 g.
—f&, ZAETeAR 0.01-1.5 g/kg.
AELRR—FTRBEAIHLEEZTTRUFT LTRSS
R F 0945 B AY A B B A7 B ) ) Sh A 46 ) BTB #5152 & & & A
TR 545 AP BB BT R R 09 — R R S LT MR T k.
-2 EETNT, KRLPRBEDTEHAKRER ARG R
A i 5L 45 f AT 2 BERR B A7 4 A 69 B 4E 49 £ 49 BTB 462 & &/ 7 7
MR GART 645 F 47 2B BB HI N E R RN T %, EFA
C X T RAF G TT MR F 6 T E45 R4 2B B Be 37 4] A
B—3 EaeF Kb, 4540 2 8BB4 ) #9706 57 R BTB 445
ZFOQRTHANEAE MRS, E—LEEFTXT, AAEES AN
BB RO EABRRRINED, EdE 2 T4 RAMNEBR
BEdp &) F) 696 TR BTB #ER QAT R A T ImmR F 24
8, 1BRE AT EBRBITHH LT HREBTB#1E2%9
BAIANHNEN R —FEImEK, £—®EHEFXNF, BTB &%
ARTHNRLEE, WwXTR, E—LEXRFTXNF, RZWAHMEF
. AMEEE. WM. A E. FRERER. FERE. AP A
R HREHN. FEW. £E&EF. 5%, KEH. HEEW. &
HE.AARFTR. MEAF. BRE. BEF. T80, BREAE. &R
BEFE. 2HAEZR. Ba&HE A, LEXERARILRZZE., £—2F%
FXF, REMAMAEZE, %, 2EAUALARZHE AN L5
BREGEIT ) ) 4976 7 AR H BB L2 S (Bl 4o, #HPRARIELIE N )%
B ARPHX—FETUAL, Fldm K25 0.1-100 g. K% 0.5-50 g.
KK 1-20g. KA 1. 2. 3. 4. 5. 6. 7. 8. 9. 10, 12. 14. 16.
18 &% 20 g. —#&&%, EZFAETAL 0.01-1.5 g/kg. —&, ZH ET A
& 0.02-0.5 g/lkg. —/&, ZAETARZ 0.15-0.5 g/kg.
AEPH#—FRBBLHLEELT RUAERRR H45 AL
BB H) A A AR T F 6 IRE N E 5 IRAT ZBERR B 7 4) 7 44
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FH W3 5 BTB $4iE & G 35 7| f B IR 4R & 45 A 47 22 5% B B 7 ) 7
EABREFHRENFT ..

AE—EEF X P, ALARAE T 6 AKER B A EIKR R
AR BRI AEAEREPHRENEN BIBHEES
PP mERRARHERANZHARETH A AEALEREFHREY
Fik, BPARCEZELTEBGR T L7 NENTESEWZBER
Baip ) fl . E—EHakF T, KA PNRABE L EAKRER LR
HARGHEAL)IMEAZ A MY AL BERETHRENETY
BTB #iE & i 7 MmERRRE G L3 bt X 8 £ EA
WA BREFHREN T, EFTARCEGHEITRBATHS
WEMIELES R E L) £, £—%FEHH5 T, BTB §4i&
EORTHNRER, WwEEWR., E—REZAFTXT, XEWRAML
F5. AMAERE. EW. aBEE. FEFR. FExF. &0
AR, GREMH. FER. 2EEF. Z5F. KEBE. BB EH,
FME. AEFR. MEF. BERE. BEF. 2FW. BKZ.
BEF. RHREHR. BaEE A LRXEREALFEF., £A—2 %
TRV, RERMAMAEZE. 8%, REFARUARZERANE
B BRI A F 66 A MR A BB L EZA(F 4o, FRARBIEAN)
R, ARF X —FETAR, #le K% 0.1-100 g« R K2 0.5-50
g. XK 1-20g. KA 1. 2. 3. 4. 5. 6. 7. 8. 9. 10. 12. 14,
16. 18 X 20 g. —#&, ZH BT A2 0.01-1.5 ghkg. —&, ZHE
TAZ 0.02-0.5 glkg. —#&, EFET AR 0.15-0.5 g/kg.

AEPHR—TFTHFTARENBERQRADTNGT . HHE
BAEIRGLEMNKXSHAFEALTHARR TEENHYERFMNZZ
BRMEAMBERFHRE. wRAEMAF ST O HWIRE LA LMK
AW E LT EAK, NZMXALS WA AABEEGATH. £
— R REFRAT, EPHSTUARZSCEAERE, FK, KREH DX
Joi R A de. b, SHMBERTUAREEHY, P EARKKA, K
HFRKE. L. B BF. LF. ARE, ELECHEEFTXT,
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HPREY LR R EHERGRIH X,

7 A

i Z ki RALPRAEGHRGER. HEERLL, EAK
MR B2 45 R AT 42 A% BR B 7 ) A 64 SIAVE R 04 5 B AT LR . T AR AR
A RAMERN TAIF#HENEE T k.

BE—smabF Xb, AR QSR ZBE B 5 5 5
BAG A 2B BB K S ER M REEER . E—RERT X
b, AECHFEELTAKR, il ci5 AW EsRBaH. 48
FHREMHMFEERAERN, CANTARETEENF XER, #Hlie
VAR B A . AR —A5WER . BT E R KR &
iz 25 .

E—%EF XV, BRI R4 E A E 5B B3 4 7 69 8 1F
Bt R vAE—R B A . X T AR A dodh RS NS AR R bk
i AR T A A TARK 45 R 2B B B R R 6 Sl ER e AR
EE DL, BF, XA B R A (B de R AT BEAT VA BRAR M sy
NZWMF. 2R, LCERATAEELSHNBERRA. Y4525
BREREAP ) ) (Bl 4o, F A CNS KA H45 A4 2B B30 4 F) A T4
7 EMRER, AR LR F IR R4 AT 2 5% B B 37
%) 7 )4 B 6 T

E— R F XF, BBRIH R LR A/ R 45 A4 25 8R 8 37
FIFV GBI VER MR AZANFEHRA . 425 (dosing) TAR XK HF KR
—k. R, TR, @R, R, SRRXMBIENTKR, SETUREK
B—fA—k. BEHA—K. —A—RIERER—K, E—F Lk
XF, HAMNEHBEIH N RS, EF—HEHRFXT,
A5 R BRI R A A RERAORFNAAEBR—RERYGER
NR—REH ., EF—FRET X, 5AMNEHBREI ) F st
BEAOREFNNEAAFE VTR TR, BB —%(#%FTANT,
AFgERIRH6KR.I0KR. 14 K.28K. AAA. AAAR—F.
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EREFEAY, FAFERLZRENGFLRLY, flodtTEE
A FAA.

AERGHFAER TS LZ KGR, £—®RHET X
b, KK ARARIT 1. 2. 3. 4. 5. 6. 7. 1428 K. £
—eEFXF, RELAGYHRAER YT 28, 14, 7. 6. 5. 4. 3.
2R TR, E—REHRFTAF, RLAVHYREFEAATHRAMEK
B T, Bl EER S,

HREAEIEE G AT R Foh R E A4 RAT 245 8L 88 37 4 F) =T
P8 it B A R AR R T L W R 7 X 694E—FF L R
EXREANEHRA, AFXOELN. v, REAFERER,
WAL FH PR A EH . AN BEA. BEFS. MAA. T, 2R,
B3, EABAF . RELZHEARLRELE, L L. RH Hdo,
FIRIBEAAKRRESY .

BTB #:i& % G 7 7l Ao 45 8 4% 2 5% B B 37 4 A T vA VAR L F 4
R HERA (BN, Blhellbtig). 45847 2 B 8B %) F) o) Al
FREARAAKY Sty KRR T L4, b FTHAEHRE
P H R (Rt o, B A RBD ) F AR £ R, HIRB|RAEE T HR
H oo BAR Ut FEANMA, BTB #ZfFH AL HFETRBLF
MR, sTTFEEFWR, FlehiEd, BEANBHNETREL,
5] 4e K #5 1-5000 mg. % K% 1-3000 mg. kK% 1-2000 mg. X K%
1-1000 mg. &K K% 1-500 mg. K K %9 1-100 mg. K K £ 10-5000 mg.
R K% 10-3000 mg. K K% 10-2000 mg. X K% 10-1000 mg. KK
#5 10-500 mg. 3 K #9 10-200 mg. 3 K %) 10-100 mg. 3 K %) 20-2000
mg. X K% 20-1500 mg. X K% 20-1000 mg. K K# 20-500 mg.
R K4 20-100 mg. X K% 50-5000 mg. K K% 50-4000 mg. X K%
50-3000 mg. K K £ 50-2000 mg. & X % 50-1000 mg. K K £ 50-500
mg. X K% 50-100 mg. K% 100-5000 mg. K K%y 100-4000 mg.
R K% 100-3000 mg. XK 100-2000 mg. K %5 100-1000 mg. 3K
X% 100-500 mg. £ — & EHEF X F, ML FEH AN ERAKEY 100,
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200. 300. 400. 500. 600. 700. 800. 900 3 1000 mg., f£—sksk
AFRT, MAZFEFHAANER 100 mg. E—EHFXF, HA
FFHAAHNER SO mg. A—ELERAEFTXF, MAEZTHIANEZLR
1000 mg. BRI ZETUAAEMNEXRS A ZHA. Hldo, A—KEHRT
X F BTB #E B FHHF B = k%A 500 mg YO RA &, £— 2%
#75XF BITB#ERAFAERZKR&ER 15S0mg & iviE. WEHF
F 4 B A F 5T A A 5458 A 2 5% B B 3 5 ) A8 ) 69 406 R AR L B
WA MER., E—%FEkF X T, BIB #E2XQAFTHNELTHY
Z A 30 AT AR, X T VA AT A S T 45 R A 42 AR 8L B 4 ] 56
fl BTB 42 & & i ¥ F KB iL 5 F £ R4 R1EF BTB#E&K AT
F A4S FAY Z AR B R F Z AR R R E —Aa4 F 49 BTBB
HEEQRATA B RN EEREBHFHER. BANZRE TR
RETFEERAH X, Vot £ R0 EWRKILEHIES, Fo/
Ree AL F AL ERLFMAERN X OBE. HloMR LY 0F
F XA KL 19-25 DBF, FToAEH EHHERZ KA.

4 BTB #EifF A (Flde, EEHRMEETE)ALE—FHREZ
Fb 45 i A0 42 B BR B A B A 6 LA A, EL45 R AT 2 B8R BE 37 4 A
£ b BTB 45 A ) 24269 F R A0, 45847 2 BB B 37 4 7| Ao
BTB #1& A 7| 64 £ 4a 7 £ X T A48 et 4T A%, Bk, #lde,
Yo R R FE VA D I @A B e 45 A AY 2 B BR B 17 ) 7 6 LA b
XETF, MR WELHEH XA, Hlde 50 mg 4584 2B 8547
%) #1/100 mg MK % £ RE 50 mg 458 4% L2 B8R B 7 4] ) /500 mg
REE., 20N, Gl oM. |

%4k H BTB 4415 4% #| $e47 49 BTB 4415 & & & £ T 45 A4 2 5%
BREGEITH R KB LT A R mie Lat, BTB #1585 #) 69 L4 7
EFEHXTUARFTRAEUNEBAELEARXREATER THEHELTRE
45 1 A% 42 B BR Bl 7 ) ) 69 B 4E A .

5% 6]
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EH#HH) 1: MEZFEQFRAEFHBHERAGERGARTRL
TABAT O R R E QAT £ £ 8] CNS Rt 2%
R, NEAFREQRECZEZ T, BRBEBHE, BAEMALR S
AR TRAENZERERH M. EH. XRRARLREFINRA.
ik, HERAKAELGBHR S ML ES) 40X 4 CNS B 89
BizmE. TEHMRTRBTRAZINTELHAEFE.

(0.02 mg/kg/12hr)

=91:8
(0.3 mg/kg/R)
P45 48 v
(0.05 mg/kg/12hr)
=08
(0.3 mg/kg/ X
S EAS AR v
(0.01 mg/kg/R)
o AR
(0.15 mg/kg/R)
HTRAEZSNHRDAFHONMREER, ALRBRMEELTHER
BB LEDFENANL., BRRAERLEZIGH EAELHRA R
BB B SR RKF 15-20 2 K% 10 ng/mL 5 RE. EFRELH
ZA ARG AN ERE, W EE) DR EALR RFRF S th
¥ B %, 9% 4 #7 i (microparticle enzyme immunoassay method)#t 47 |

£

2.

H R E B4 100-500 mg ¢ Q FFRAAL T A K. AKX EXEF,
Lhesl 2 RANBEE. TRMIBTIR 7 Re9&D B EFa 4 LA
A ABEES., ERBE T R, ERAEMNFHERAR 2 42 Q
(200-1000 mg)i £ (% 49 Q B 7 & 400-2000mg)K # 5 7| = ¢4 = & A
Behth, MARARFTHT X(PREA /KA. RELIKRT R B
& MAHBEOBEZITY 24 NI AMBRIRTFHIEA. 2&EHF

119



200780048511. 9 W Z101/10757

H¢ AR CNS JEK, AR X E 3) 6945 71 CNS K, iR, &K
. ARARERT. SEEET, ERAGHAREAAGHELT
AEEREHREGHMET . ST REE 5, BRRGRS AT
ARSI ey R AL Q ey AR R (AT AR . ARE R
i, HSRmA#ITEER., BRI R T ZAR ST HEE(-2-+2)
FiZ AR BT AP L EE) 4 CNS 68 A 4T 4. e RHR
1B T #RAAFKF N, NFFF#HAT QEHELAMML Tk,

£ 2: WRFEQF LKL THEHEXRAQGERGAK
%

TAMAT I R A ZEZE Q1AL X35 CNS REMER 2%
RIE ANWEAFRE CIEER M E K B £ PROTOPIC 3% & (4 L £ 8))
R T, FAARNBEMNZELEH (R, EF. ALHETF..)
B A FRATT VAR R B IR &) Je % 04 BBE % & PROTOPIC 3k & 0.03%
2 PROTOPIC % & 0.01%.

# g E Be ) 100-500 mg #) Q FFRELFTA T . AL KB F,
TR ZRBANKRE., STERBFTEIR T ANED B EF 45 L AR
R B RESH., ERBME 7T R, EREMNFLERAR 2 4 Q
(200-1000 mg)AR & (% 4 Q B F| & 200-2000mg)3k 4 ¥ F| & o9 A H
essh, KA RARTH T N(REAZREA). REZR TR H
E.AANBEQIEAEZIANG 24 PR GERIRTRIFR, ZEAF
£ € EAK CNS K, VARAM L E 8] #9457 CNS EK, wfm. £
. kRPN EFT. FTERERET, EAAOHARFZHAGEALT
RAEBERBEHEGHEWET ., T RMES, BERXBRASILATHER
ARSI F et R A Q M A R IEMMalER . ARXBE4E R
B, HRARTETR. BRMAENKT T ZARLE T OHEE2-12)
Fo LR P A LS 69 CNS R E e k730, RARKAT £
RAlFgiXF X, NFATHET QL ZRA i itsTik,
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%#446]3: BIBH#HEZAREHNRGEALR GRS

4 : M Charles River &I % K45 8-9 B # 49 Lewis /= Brown
Norway #M X K. PP EFRAG —REFLABRERARENS
(NRC)# 5= 36 3h 4h 4 32 F= 1% A] 48 7 (Guide for the Care and Use of
Laboratory Animals) (1996)#% A 9 CFR Part 3, 1991 ¥ &) 3 #45 #
#% /& (Animal Welfare Standards).

A do TR PG AL, A1 mgkg REL R iv.IEHEEL
R &) AT 30 4047, Lewis X S AFI #) 7| & LNS 0694 ip &L 2.

| A&
(R4 223t B8)

2 50 mg/kg 1 mg/kg

3 150 mg/kg 1 mg/kg

4 300 mg/kg 1 mg/kg

I e — 1 mg/kg

FEH E(mgkg) R AT EALEH R ZHNKRKE,

38 FK 506 /& 4 PR IRAR TR RS W0 R AL
(MLR)#= Con A 447, BT & 32idé) Lewis K &9, A 5 A Brown
Norway K R (R L& YK E A FARIS 547 64 I,

WBOME IR T AT K A A& K R(LEW, vh & )4 B tm
J. &% ) Dounce R B Aotk BB R A4 & . mie BRI mie (A
NH4CL/Tris # A RAE)HF EEE T L LEALA(CM; RPMI 1640,
B 5% K% (56°C,30 547)EH K R fiF (kB Lewis X &),2 mM
GlutaMAX, 100 U/ml F & & #= 100 ng/ml 44 E £ R44, & 55 uM 2-
A BT A thikIE R A REM A, KA AR Brown Norway X
A(BN, ##H) e mietmieE R AR5 &4 %&. IL% BN
RS2 2 B0 57 A2 4% A BT A 1500-2000 35 7% (4858 B 4.

IR B ¢k B it s a2 4 B &9 ) 8 @i (105)4£ 96 L. U-
J& 48 03T S AR P RS VAT E] 200 ul CM P 10:1. 5:1. 1:1 #= 0.5:1 #9
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KA R MRS R, S B R BILARZFAF
Q8% ke 10° oh B A Fo ARt 10° JC 4 49 PR R 4K 4 (B Ak 44
3L). stFraMIgIE R, &f K @A (10°)8 2.5 ng/ml Con A &L 32,
BARMAEITEICTAEST1I%CO*BETAFMHE 7222 0,
B IUE B Sk E Ao R R A A ET AR 1 uCi AL B
oZ Bk o 4 22 (pulsed)18 + 2 ]~ B,
MLR #7604 % [ 355471 3 (CPM) i 69 IR ZE R BN T |
ATAHEHME £SD. R WA 4-7 FFHF.
%R . BTB #1E & & % 7E H xF FK 506 &) /% 4m ie 38 78 47 )45 A &9
AE B AT A Z A R FE) b R R4S LEW(A K 8 fie) =5 A B ¢ BN(R %
)R A4S . 4o B 4-6 F AT, R LEW(A K 40 fit )49 34 FA 4 R:S
PL 8 38 K M 3 e (B 4-6). W PTFRAR 49, FK 506 #74) MLR. FK 506
ERK RS bR TR E KBS HERN(SAILE 4 4 5), LNS 0694
AR ER#6) F X3 3& FK 506 w94 H4%ER. &8 7 T, £
LEW(*f 5 48 i) Fl Con A #7E B, LNS 0694 4.3% 3% FK 506 % 47 4| 4%
A .
XEEREAY, 45 BTBA#EEGAT A 4£40, FK 506 693K
71 1% ilkr%o

45 4: BTB $#EX G R Y rate £ X &) F-F 69K T @4
s949: A Charles River % % 3%k #F 8-9 Fl# 49 Lewis #2 Brown
Norway #H X R. WP EFRFG—REFLABEEZALERS
(NRC)# 52 3 3 4 37 32 A4 A 35 5 (1996)F= 4% A\ 9 CFR Part 3, 1991
F 4 B A8 A AR AE
KRS VA B FARSF Con A #= LPS & #7144 M.

HE: B8 IFHANETTHMAEEACLEEZ@MIERE
(1.6x10° éwﬂ@/zb)ﬁw&éwﬂ@/ﬁﬁ(8x105 8 J/3L) F &t s B 4w e 4
Con A HAWH R, WwAFAN, X EghRelRREeE
FE AR BRMEGF X4 Con AFFe3, MEAEZEESFIK
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4 R B T & Con A & B JEL B X A B %A

@wﬁnlAﬁLTW&%%%miﬁaﬁ%mﬁﬁﬁaww6
& 16,/ 30) Fo 4K, 2 JO SR (8% 10° 4B AR /3L) T 2 s R A% 4w o ¢ LPS R -8
R, 5 Con A MR, Hf X3 EGFIK@ICKET AR ZK
ey R4 LPS F 5oy A . WA & £ A SR @R RE T 25 LPS
o tm o L R A A R A

B 12 #2 13 93 87 £ & @0 R A (1.6x10° 48 i/ 30) F 4k 4m J 3K
JE(8x10° /3L T AEA X BT mpe o E A A . B 12 F
13 B 75t FAR @M 2 A, £REH F DMSO & Captisol(% M & F
B-IF WA )IEF Z B A A B E £ .

AR REB 1) KERREBE 15)F, Bmleks s

| MBS MR EERBF R RE G EE S 10324 10°°M)
%szk%WK%%% A TFA ConARE, B 16 B FERAWREL
ZANENEAYFRARLL) oM A EEZLEGZRDINER
BEERF. MAEZFAE—AELS T RYAELES FF 64K
miedrdl., ERTHMEAZEN AR RETHWAZET0LESFF
ks mpp i R MR Z R AR R R 27, EEHIKR@KENIE
P MEEMF 4R (B 15).

KX g REoREEAN, MATEZTRARRLES @R
%A .

%£#&4%) 5: BTB #E2 X G ATHRGELES GILALHF R A
M- A&t 3 32 8) 84 & 0 AR

4 : A Charles River X3 E K% 8-9 Bl #h 4] Lewis = Brown
Norway M X K., si#yF EFRA—REFLARBRERARLENS
(NRC)#) 5305 ) 37 BB An4E B 486 -9 (1996)F= % A\ 9 CFR Part 3, 1991
¥ 8 FH A8 AR A

AL F: Lewis K R4 L4 3 PRSI, H4 3 A Lewis
KA NAA F a4 TRT IR ENTE SR 2-53 70k K
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#.
~ R3hHF 5 umin 15 min 30 min
(& A 25 4 7K -F) 1 hr 4 hr 8 hr
2 hr 6 hr 24 hr
f ik -4 4R B IE B g M 2 hr - _
(F% 25 4 7KF)
A FK 506 48325 2 [ BAE4E 3 R KRG —/N AR,
R HHELKE S 60:40 COz0, FREETIAERTE £
(retro-orbital sinus)& %, 1% EDTA 4F A s, £ 9 A8 &t
A FE: FK 506 68/ 5. 15 2 30 24P, & 1. 2. 4. 6. 8
Fo 24 D BF. RELA(4E 2-5) S KR AR E = o0, kAN Af e £ AR

MTRE, EHSREEIMWRI LT ARGELETRRENN,
FEWIRE—HERLERBETRE, B ERBIKRIANTLR,

A EDTA RAF L BM 3 RALEXAREHF S ABAE

-80C(£10C), X EHZAMEALK PK #o. EHRZAHATKREY 4
REFIH AR FFEFL.

A4 EDTA WA b o LM 4 RRXRAREE L E >25m)),
AR (wet ice) LAb A2 PK R MMMATHEF LR, EHALRRE
Z)E, MEEXA T3 AREMR.

ERARBRN G L OFERALRELEY 2 RAIAREFF/IFTLE
KEFEZE>T ml ik, A MAEEK EFZEBLTAHE ﬁf
S 3E, AR ARSE 500 pl.

SR AEREEETTRLFADAHAE-B80C(£10C)EE
B F 9.

AR FOEHRKFERAFTLA TAERNEFIRGY
(parent drug) /K - ) & ¥ 4547 7 ik A ..
SRETTHI6F 17 F.
#R: FK506 95 RS A FAHE 1 mgkgiv.EMAERRE R
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Bl %) & &) LNS 0694 i.p.45 436 /5 £ M Lewis KA T AL (LA
16).

B172F7 £ 1 mgkg i.v.E3EHA X5 REF £4¢ LNS 0694
i.p.45 463 B R Bt ) & 69 FK 506 oo R,

B 16 o 17 P&y Z4E8, LS 0694 AR ERMGFRAREZT
FK 506 #9%h F] £ 40 #| F .

%£#4%) 6: BIBHEZQRATHRZAALES QIFALDFAREF
Mk b 58 32 B) 09 4~ A7 B AR

4. FTvAE R 8-9 Bl #) K &, 4= Lewis #= Brown Norway
MR VY EFRRAG—RESLARBRERALERSNRCO)Y E
¥%sh 4 3 2 A4 A 385 (1996)F= % N 9 CFR Part 3, 1991 ¥ &4 3h ¥ 4&
FIAF A

A2 KEA FK 506 (i.v)Fe® A~ KRR KE(500 mg/kg 2 200
mg/kg)® B K FZ (ip) )KL 3., H4 3 A Lewis K AN 4AA T AT
AP TR IA 4G BB 1) B (4 2-5) AT A R E,

5 min 15 min 30 min
(2 A 2 HK-F) 1 hr 4 hr 8 hr
2 hr 6 hr 24 hr
B Fa. B B RE 2 hr -- -

F£ FK 506 & 32 /5 2 BT AALE 3 R KR 69— AN 3R ERAF R
BFa .

M Rt BAESKE: A 60:40 COz0, AREETMEIRE £ R
&, %7 EDTAMEHREA. £ IR ZHAFTHSZELE: FK 506
BG5S, 15F30 547, B 1. 2. 4. 6. 8 A2 24 B, MEL(4
-5V B KARE=Z AR, AN ERBTRE, EHASRE
BHMEE R FARGAETRRERNE., & =2M/RE—WHRE
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ERBTRE, 2o ERBRIMARL,

B4 EDTA R A oM 3 RAKLEXIAREH L AMAE
-80C(+10°C). XEHABTUARAMEALPKH. EARTIHATKEY
A RREFI AR TFHFEFL.

B4 EDTA B F Yo bt BN 4 RXAREELE >25m),
XL AEFELPKINHBTFTEFR. FEEDBREZSE, A
XERXKAFHIARERE.

BHRBAG L OHESAREASY 2 RRXAREFHITLIE
FIFEE>T ml ik, FEH A AR EHBER 4T AR #ST
3, F SR ARARE 500 pl.

Ao RAEREEET TR LEFAAMAEAL-BC(£10C)HLE
BT ot

REWGH ST G HY R KRBT Sh b F LA TR E
2 My KT 4 S AT T R AR

“#RETFTHE 18, 19420 F.

#E: BI18 R+, Y5xRatgbar, i F4 AUC (0-RF K)
EXRERNEOMEEZ ipABEAR TR F XEM, B 19 &
BT A& 200 mgkg WA ZFEME T HAEIAER, €4 Vd. AUC.
Cmax FiF R R TR, EZRHVOBAEFTZRET, Cmax f= AUC
¥Rm VdRFERERD. B 20 25 iv. 2 m3EA RS KR A E6H#H
REE ip. &AM EREME S8 FK 506 20k E., B 18, 19 A
20 a4 RIEPAME ZE AR ZRB 65 KRG FK 506 695N A 4
4 ) R .

REAXFPREFAHAET RELPHHLEHRT X, RAARBEAK
ARBRFE, BRI XNRAILARH G T AL E., RABBKRA
RAETUARRAS IHBEARALNNTEEG T/, SERFHR, 2
LM, AL FPHRHAGALP RS XNOEFAERFTXNTUAATE
AL, TEORAZKREZRL Y GTE LXERAZLTH
WE 7 EFE MR CMNAFEIHBALANTEES.
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i B B W HE

$1/200

FRIEE
BHAEELEEE R F 8 (% P B4 )
(BREE2A ) BABRAMBESS e, mwdd
F AR A W AT AR =BOBEY, pREgn (BLBKE
B A oy A REREBOTE. 5Pkt RS
LamER (HH AEXMPEAEGT, $hRBLE M RAL)

Bré ) & A BOLANBOTE g o) hid

4R B AR
Wit MBSy B,
BHRLHMYTE
ATRS (EFREF)
FEAMAE@E LA

A 1
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Wwiend  BEFIE  ipae Y
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WYs #wikl
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E 5 HE
ESSENTIAL NUTHITNTS reath the nearoes und gllel celis inthe  side o

A 3

ESSENTLAL NUTRIENTS i thie nevroms ond gl cofisdnthe  sides
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0 LNS 0694 + 1mg/kg FK 506 @
1.6x10° o 051RS b ,n=3

1.4x10° -

1.2x10° 1

1.0x10° -

8.0x10° -

6.0x10° -

4.0x10° o —_—
2.0x10"

150 mg/kg 300 mg/kg I FK506

AKE

& 4
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300 mg/kg
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200780048511. 9 L L 6/2000
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T LNS 0694 + 1mg/kg FK 506 —
4x10° .
551R:S & ,n=3

2x10* 4

0x10* -

0x10° g

0x10° - J

0x10° T

0x10° -

25 mg/kg 150 mg/kg

b 300 mg/kg | FK506
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200780048511. 9 L L HT1/200

5.0x10° S -1 LNS 0694 + 1mg[kg FK 506
ConA#|¥,n=3
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3 *p < 0.05
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ﬁ’ p——
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200780048511. 9 L L 9/20
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200780048511. 9 L L 10/2011

k.S 3.
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200780048511. 9 L L H12/200

B
B DMSO #4k
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200780048511. 9 L L F13/201
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200780048511. 9 L L $14/2011

80
M AU A R
& 60
+
™
o < Captisol
e
*
E 40 O DMSO
(&
®
o ] - WA KW+
20 b, %, 3% 8] 1082
A WAKE +
X = . A A b 55, % 8] 1095
0 — M - ujvq " a . _j?k s A ﬁ%i%gj
40 9 -8 -7 -6 -5

Logyo #ARERIRAE

A 14

140



200780048511.9

i
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200780048511. 9 L L 16/2011

FK-506/mg/kg iv 76/ /& £ 44 Lewis K &+

SERC L E =
Rx &4 & t1/2 trnax Cmax AUC
(hrCng/
il (mg/kg) (hr) (hr) (ng/ml) mi)
LNS 0694 ip 0 .
25 7.8 0.083 448 638 15.7
150 8.1 0.083 767 954 11.1
300 7.7 0.083 937 1272 8
A 16
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200780048511. 9 L L F17/200

10000 -
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200780048511. 9 L L 18/201

AUCINF_obs

e RA
m 50mg/kg P A BRI ZE

600 m 200mg/kg IP A5 4% AR 48
550 -

650 T

500 -
450 -

400 -
350
300 -
250 -

xR 40 | 50mg/kg IP 200mg/kg IP
A F AR A KA
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200780048511. 9 L L 19/201

< s 50 mg/kg IP 200 mg/kg 1P

S #45 ki WA AR WA S
Lambda z hr-1 0.19 0.18 0.17
HL Lambda z hr 3.75 3.89 3.88
Tmax hr 0.08 0.08 0.08
Cmax ng/mi 322.63 335.00 425.57
AUCINF obs ng.hr/mil 348.04 411.25 530.15
Cl _obs L/hr/kg 2.99 272 1.93
Vss obs L/kg 9.34 9.07 9.25
Vd L/kg 16.06 15.02 12.48

B 19
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200780048511. 9 L L 20/2011

—t— ARG
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H M E
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