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. FHEEORAAN, AT esBfRaR, EEOLRLS:
(a) EHEE,
(b)) —HXEHE, AX
(c) —FRZFAHELSHM.
2, BREBRAIBRIGIRAN, AP FHHFEHFHERZRE 0.5
- 400 f&K.
3. FHEEORAMN, APeshfaeR, MRAEOLRELS:
2a) 0.05-20 mg EWEE,
10 b) EOARZEFFS0-99% 6588, AR
c) GHMOKREEF 0.1-10%e5—F K S H M.
4, FHEXoRAAM, A asbflaeR, AEABaRas:
a) 0.05-20 mg EHEKX,
b) ERALQARETF 50-99% #yFEAE,
15 c) bRMAECRETEF 0.2-1%HK4EM, UR
d) ERARCREETF 0.1 - 3% RAHBE.
5. RBEARANEER 4 HoRAMN, R REFMNHLEFAERE
REFH0.5%.
6. ARBARANEBR 5 HoRAM, R PRAELELEHNSFEHRE
BOREFH1%.
7. REARAZR4GORAN, XF
(a) FHEEHLEH 0.5 ng,
(b)) BBNSEAHMABOKEEFW I5-99%,
(c) REFWU L TAHAEBOREFTFG 0.5%, RA
25 (d) MAH R EHLEAHEABOREENH1%.
8. RELAAEBRIGIRAN, £+
(a) FHEEHLEH1 ng,
(b) B4 EHMERORTEN 94-99%,
(c) REFHWALTAHAMERORETG 0.5%, LA
30 (0) AR EHLEHFERBOREEN 1%,
9. RERFAEBRIGORAAN, £
(a) FOFEENHLSEH 3 ng,
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(b) EROHSFAMEMORETE 90-99%,

(c) RERYLSTHMEBOREEN 0.5%, RA

(d) BT B EHSEFHEBORETH 1%,

10, RELAZRIGORAAN, X+

(a) FHHFEXNHELEH S g,

(b) ERNEEAMRBOREFH 85-98%,

(c) REFHELEHAAMORETFN 0.5%, AR

(d) MBAHEXHSTFHEBORETH 1%.

11, HERA R4 GaRAMN, HP

(a) FHEENHSEHT.5 ng,

(b) BRNGALSTHEBORTEEN 80-97%,

(c) REWVAHLSTAEBOREEN 0.5%, RAK

(d) MEGBREFHLEAHARBOREEN 1%.

12, BRERFBR4GORAAN, XF

(a) FHEXGHLSEH 10 ng,

(b)) EBHAEHIMEBOREFNY T5-96%,

(c) REVHYLSTAHRBORTEN 0.5%, AR

() REXEEHSEHEBOREENH 1%.

13. #&eRAER 1 HFRGETHEFEIRAMNG T &, QK
BASH —FHAEHBAR—FREHELEAINGETHEERE SRR
¥, FFRIHMEFHEREF S RBAZ LA,

4. $I4FHEFORAMNGFTE, QERATRI RS S8
ax,

(a) BEWMETRESMBAARFRFHERZA 0.5-400 &K
HEREE,

(b)) H—HXSAWmE LG T KF REMRXLHE, Ly
AKegBEH 65-170C,

(c) HimiEk4AIE 30-40C,

(d) AeN—Fr¥oH, ROLEER,

(e) ¥ty EREEMRIMFRERY, RELIFTHEE
2¥B 4,

(f) ZBMRRA—FRSFLECESMN, FRFAFHHIY
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AR,

¥iaBboRRIAELE, FTRENAETHFTHEFTCHEAHEZL
Ak,

15. REAAER 13X 14 8F5%, ATREMIE LM,
FABMBFEESAT —FHRONBEAERBORT .

16. BRIERFAIER 13-14 PHE—BRMNBRGFT K, LPHERR
17. RERFER 16 5%k, ATFERYAEHATROBORE
F6550-99%.

18. REEARAZR 15 PE—RAZRGTE, LT REFLSMN
MAEATROBOREENH0.2-1%.

19. RE\ERFEER 18 5%k, APRAMRKBLEEAARBEH,
FAEREHATROBOREFN 0.1-3%.
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AEXAGREAEMELTRETHRAEAMNA, L FAEHN R
BAERATHEFLENN, T BHEDMF, BERBHEBR, B
k Rk fwm, Ko, FHRB, ARRE, ARA T-BROLK/KECEAR
REAER S . |

AXRAHEFTHEAR

ETMEEFAMNEAREED (Streptomyces hygroscopicus) ¥4 &
XFABEREE, BPRAALBLARAEZE. FHEEINAY
#l4e G & &% ¥ (Candidaalbicans) fo s FH D FF#H (Microsporum
gypseum) ¥ & KA KA ¥ . Surendra Sehgal F A&+ F] U.S.
3,929,992 (AFT 19753 12 A 30 B) HETEFMEE. LHERR
EHRFER. 1977 4§, Martel, R. R FAL (wE XA BELHRE
Z &) (Canadian Journal of Physiological Pharmacology), 55, 48-51
QTN FPHRATEWNEFTRFBRETIHRBRX P ERNRELY XG L EH
H &M, 1989 %, Calne, R. Y. FAEL €M7+ 77) (Lancet), 1989, No 2,
% 227 R, vARK Morris, R. E.#» Meiser, B. M. & (#HAMFHRL)
(Medicinal Science Reserch), 1989, No 17, % 609-10 B ¥4 iR
TEMEEFAELAARAKRFRFBHBHIFORES. BB, AEEXLEH
RTEMEEH LA PHFIFHFE, FRLEAFTHEEEAAKRY
WHBHDEFAERAXTETE.

EEAANE, EWEE (U.S. 4,885 171) BRAXRSEERHE—
£ (U.S. 4401653) BARMEEH. R Martel FA[ CmERAEE
2L #%®F2E) (Can. J. Physiol. Pharmacol.), 55, 48 (1977)]
A, EHEFEEMSAMBUGETERTSRBAMRAER Y, &
EEBERBRELFRAEMBEXY KRBT RAHS, FLFMEE
B A b 4] £ -1gE Fik6d &,

FASEB 3, 3411 (198 AF T FMEFHLAWAERN. FEXK
HFHAREE A Fo FK-506 & EakiE L2 A & By H, BTH
TS wH A (FASEB 3, 3411 (1989); FASEB 3, 5256 (1989);
Calne £ A, # «Hp=t 1) (Lancet) 1183 (1978) ).
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FRMFEEFCEBARBELERILAID TN BHEBEF (US.
5,100,899). EMEE. ETA DA WH LA BERA TEAME(U.S.
5,080,899]), & & HirsikA&[U.S. 5,078,899], LA XMBARR,
4o Z #([U.S. 5,286,730], £EZEXMBHM[U.S. b,286,731], BEFX
#[U.S. 5,387,589) , mE¥Aid 3 E, HlieBFHkFU.S. 5512, 781
#= 5,288, 7111, & [U.S. 5,206,018 = 4, 885, 171], vAZK X % (U. S.
5,496, 832]; ARAA TEHILKE S FRBE B KA [U.S. 5,321,009].
Wb, EHEFTCHAIBBEN TETRA T-HE i/ 3eB [+
) ¥ 525,960 Al], Fes 7Ry £ 5 [U.S. 5,387, 589].

BAEMEFOBERPKERERE, IARAEYEHENEE
HAAEIEERESABER. U.S. 5,516,770 #= 5,530,006 XA F T EMH
EE8BREHN, U.S. 5,536,729 4 5,559,121 AFTEWHEEY
RAR O B

EME LA — Bt BT A Y (£ 28 Fv 43 1 EE4L) kiR
B RMAEREBA A (U.S. 4,316,885), st E#EATFHETHWELTNK
AW (U.S. 4,650,803). Lk, EMNEFTHLRTANTEAET;
B, B FELHS LR, LR B £ 31-F 42-45. U.S. 5,118,678
AFTTRAELEWHAN. ZEN. RAFHN. ARRMNENNETNE
FHAAFEE. U.S. 5100883 AFTEMELEMHAMLEE. U.S.
5,118,677T AF T EHEEHSES. U.S. 5130,307 AFTEHEE
HRAEEE.U.S. 5,117,203 AF T EFHEFFRIEPRESRE. U.S.
5,194, 47T AF T EMFE XS A AL TR A,

B, EARBEORAABETR THHMEFLELY T2 LR
FELWE (FRREE). FREETLE 11 ARABRHRGIRK S K.
LER (IV) B RERNZRAFEEN, AFHEEALA 50 ng %17
#%. 650 mg Cremophor®EL AR Z L P EHHEE (32.9% 944 )
(RATF). %3, A 0.9% HEAAEHRRK 5% HH HE sk
ZasPhit—FHL (CERAAEED (Physicians’ Desk Reference),
% 45 B&, 1991, % 1962-64 W, Medical Economics company, inc. ).
LHNELEERLA—HL L EFRFETAEMEMGRKFENEL T FK506
HITHNAKRBDFHBHMEFGBENT. FK506 £ MK Streptomyces
tsuskubaensis T4 &6, JFAHFAE Okuhara FAH# U.S. 4,894, 366
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P (AFF 1990 4 1 A 16 B ). Venkataramanan ¥ AJE CAHIEED
(Tansplantation Proceedings), 22, No. 1, Suppl., % 52-56 & (1990
2 R)IRiE, FK506 #9#BkiESHH T4 R FK506 £ % & 0 AR
(HCO-60, X ®EMA ) FREN 10 ng/ml HER. ZHKHMNLEHN
LI EAKIR HREHE, FAMEARERLE 1-2 ).

CEI A5 %Y (Physicians’ Desk Reference) ( % 45 #&, 1991,
£ 2119 W, EH LA MASE (Medical Economics Company, Inc.) i
¥&) B T ¥A 25 mg A 100 mg S H R EARLEE 50 ml NP
PIRAEZGABEAG LIS (FREHE). Z 25 ng WK ESH 25 ng
HedE (L2EHL), PREL SRR 12.7%8928 (£BHE, £
KTHEE). 3% 100 mg K ELH 100 mg FeB £ (£2RER), #EFH
EEARR 12.7% 008 (£BHE, AKLE). oREKETOHESR
My R EXKMH. WK, Hib. Labrafil M 2125 CS (RT AR T HEE
RAoHdEg ). Ak, LA, ZALKk. RAALTES. TRE
REOFELE 50 ml DT ABEA, KX TEMERSA 100 ng FREE
(£EHA) Pk 2.5%BARRBRLSEEMERMED (HH) /
Labrafil M 1944 CS (R Z AR BB HHE) BEATHLE (#E:H
#), ZORERAECIRWLAAS. 758005348 —FH#E.

K Z (BEvw, £ 8 Burroughs Wellcome Co., Research
Triangle Park, N.C.) A —F o R LW HN, EERLAFTFER
RERAIESRXCLAETHFN—RER., CEWAAELEY (Physicians’
Desk Reference) (% 45 J&, 1991, % 785-787 W, E#H ZBFHMA T

(Medical Economics Company, Inc.) B i&) 3] T #iedrZed, Bp 6-[(1-
FE-4-mE ok -5-R) AR ES, CRUADIRAER A e A B R,
EPHHNESAH 50 ng A ER i ERASIIE,. HERE. LAFER
B REFPERER.

AKX AR FEE
R EMBERT ERATHTREKHN TN HDBEAINEEARN. &
FTomsHl, EEARFERTRTREFZLLRGAEIFRARLEY,
ik B2 25 g R R B B THRE.
AEARFREREFH O RLGHA. EHEFCHIELZEAKRAR
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AW H. RHF. RARPREEN, FALEKRI R M0
¥, A, XEHMNEATETIFANSEBIERT, e, SR,
FPRE., B, B8, MR (RS %E). AR, WM. PAREFBHEY,
AR S JEFRFFBHBIT, EFRTHNBEEIRBHEME; BT Ry
HEESER Bk, ERNBREYE, BRE TENLH, &
SEMRA; HARFREE, dlefls. X BA. KKE. £
EWmA,. R (aEdw. BEAEREBR. WA, GRFRFH
AotE, XREXRFE). REFEX.

FHEFERETEALNE. RAFAAREAEFE. BRHKEXH
R AR TETERE, QCEABRE, FEXApRBE. THR
B SURE. PmEME. FIFLE RA T-0GLB/HKERE; A
BRL, PhEWARSE, PloERFRHRBEEL.

AERERBTATEEZLRAGRILDB T HEIFLETH G
) 7.

AEPHNBFRENEEOORAN, EFa2RAEHEETOAR
i, AR —HASHBUAR—FREHBSMNGBOR, X EHH
HiE2H 0.05-20 mg FHEE, ERBXLA0.5-10 mg FHEE.

AZPRARBTHETHELIORA NG T %, CERBRBERAH—
HREFBAR—FREHBELNGETMEIAREZFRGTF FTRLE
ApEEHERELCRR B LA,

ATHEAXRHEBORGBRE THEREORG., AHERY
BRI, BEVR. REBEDRARBHERG BB HFHE
&, SATHEAKXVEAARNYN, KB REE.

SATHEFNEToRANY, EE4ATOENEMK, HTFK,
B, MK, BREG, FEE (BK), BTEASEEE, B7AYH
BREH TEAYE BLUAYRE, RRAHSE, RE_TRER
AR d, FTIWHRE MAHHAE, ERHTEE RUHREK
B (R4E, PVP), &b sefigns, &ibeg, spubmisd, dextrate, #
¥, LB, HHH, HHL AR, HHEERRE, ERARKERY
WE, BRACUHRAN, RL_8, BELHERGILEY, BALH
AR RS, ROUIH®, FoBlK B3 0505 8 8.

AXRHRANRBRTOLECOAREBEABORTHENE

8
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. HAEBTARHHHEREANRXTEALGHERAN. A THELLAH
XiE “BOoR” BOoEBLEATHEE. BAREELSA.

T@EEESA 0.05- 20 mg FHEEHAKXABAN AR
A 3% Be 7

a) 40.05-20ng EHEE

b) L#EEREEF 50~ 99% &y K iE

c) EHBOAREESTH0.1-10% 65 —Fr X 2 F 447,

EAERAHANF, AESREATHAZUAS LS THHEBOAREZNE
emEi, KABHEBOLR—KEY 50- 200 mg. BHibE L4 H
b TFAA 20 ng EMEEMN 10% (5 mg) #4746 50 mg EEXR,
EBEATHH 25 ng (B EHBOREEN 50%). FH, H 200 mg S
AAA 0.05 mg EMEEM 0.1% (0.2 ng) AN, EBEEOR
YESTAELLETE 9% AL,

FHEEELA 0.05-20 mg FHEFGRLAEKL A 90K
FHkES, ETBOROCAREFPRBLETEALSMN:

a) 40.05-20 mg EHEF

b) ERLAAREEETH 50-99% &) B

c) ERLELREEETH0.2-1.0% YR 4B

d) bEABOLREETTH0.1-3. 0% 9B EHEE.

THRETRBEHESAA LR ASNATHETIRAMN. £EHE
EkHAGIEEY, B£BY 40-60 ng KEkHE 100 mg FEK; HE
fmidvEiknE BEX, BFTRARAFTRARERK, #lH Fitz
SHBENESHEERE, LTARFTRAMEARAR, #ldM Trost X
SARANEEREERRENL. REGEBREIHEZ KA 10- 400
Bk, BEAGEMEEABE KA 0.5- 10 K. HAFEHKM
HEHL65-T0C, REMARERE, AIRSGALINEBEMR. KEriH
45 30-40C. WARLE, BARSELIZRAER. BERNELI IR
ao¥, AOBEHAEFTREEIRSY, PARRKULEE, BHRE
MY EFR, PEEENE, BA—FK5K, AOREE
¥, FRERAHRRES. LRABAIESRGF X RHELE, £S
RZRAEATFHR, LEHBAHAENARNBES L. AEFEET, X
FHkHd ZHESAAMNFPHANAKSHRR 5%. FAAAT

9
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MAIEE—HKRE 2%. REXASFTHEEA RN N TERFHEA
e oixMApbR, RERRERZNE ALFOAMBOR. FE6
AHFBELERE, PlEl, REeF, AR LE ELFORMH
SHEALLER Py HMAH XM carnuba 3, #ldwiz AW,

LBEZGMEREN, A —RRILEMNE, AT TLHLE A&
%%, PEG-6000, AAEEHAMNFHELAN. THIRKEHEZEHAG
tBAEGRIBRPRE., LTAEARFTORY, ¥EBOROLARKE
xE®.

AEXPHEHBOR—HZFARY 50-200 mg HEE. EAKXKAAH
Ry, RBELEABRET R, TRATEASHFSLSA 0.05-20 mg M
44 100mg ## &, K

a) 4 0.05-20 ng EHEF

c) 4 50-99 mg B

d) 0.2-1.0 mg B4

e) 40.1-3.0 mg A%+

£) 440-60 mg K (K EREmTEEFHREL).

BEER, SAZPHNAELERAAIRLXIANE, eNTE—F
ZERECLERTHN LY. HERAECRIFLFEZATNCHELR
BTFaAdZn, RALEE, AR PREARORL, KERE,
FRIE E A, FK-506, OKT-3, #» ATG. BIR—FHXEHAXAHMNE
AL TCHBRERNBLILERFFLAWHNALTRAE, TEEXK
VYEMEFABRNA LM ERXR. XKL BTHOEBEIH
Stepkowski Z 389, AMALREW, FMEFPHREAFT A LR
FREHLALY, SEREXRTSHERANBRDOEFE [ (BHEG
J&Y (Transplantation Proc). 23:507 (1991)].

FERMNETREERGEPEREARALARZEFELN AR MR
Bl. SEREFREESEATY, FHEENMITBNEH 0.056- 25
mg, itk 0.5-10 mg, HEMFFEBEAN, LFHBNEN 1-
25mg. YEMEETRAABRLSBATN, ERAGFHEMNEN 2- 5mg,
LE ik Ae, FHAEGTRABMNEN 5- 15 ng.

e, 2HFAANEETRENET RGN ERK 2. K
B, THRMNEANEZEAR Y TR REFHA L, RERELT

10
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0% REANRIRATHRSG, SHEFTRATEHAN T, —KHALT,
AXAHARBERKTH AAFAE LRI RETAERRG T4
F G R4 R R T,

AZXHeBRANECTAR THESREEMEFMEDG RS #,
HAEMEEATAOELRRTEREEFNN. RATRYE, &8
.08 B, EREFETAILR TS EHEIGTED.

TERBAXAESHET AR NG REESH G HEFFH.

g4 1
TERHAEETAA 100 mg BEKHY 3.0 ng THEE 2 RHA N4
ZFTRH.

Bt tb:

4 * )il

TMEE 3.06 mg

FEE 97.41 mg

&1 0.510 mg

B gE 1. 020 mg

7K 54.92 mg

A XEHEIF 2% AAMEEA PR BETHHX.
e Wk B nt

1. ¥Km#EY 65-70C, mAEE, AIRSGALINEBEH
ik, BimEkAAEL 30-40TC.

2. MWARSZ®, BARSAZAEMAIL,

3. BREIIMEAHNTHEEINIRSH T, FALSRAUME
EMEELSEAA.

4. WABGHEE, BHREIAFIHNHINETR.
B FERADES KRG T RBGIEBREL, EERZH

o

fﬁ

M

¥ EXBMMNAERET 3 mg FHEEHHN T2 6 R Cynomolgus K
F, BPTAMIIBE A-C 8%, AATHRFOHLGEHRAANTEN
FEGFRE.

M

11



98806096. 5 oo P EE8/10m

EMEEGRE (BRIER) IBRTRE
B 18 A B C
RS 0.00 0.00 0.00
0.25 I E 4.53 ‘ 0.00 1.01
0.5 D E 7.85 0.49 2.26
1.0 DB 8.43 1.12 4.02
L 4.51 1.58 4.34
4 'hE 3.94 2.68 2.76
g I EF 6.50 5.33 6.67
12 "M 6.01 3.88 5.25
16 B 5.31 3.69 5.04
24 'ME 3.94 3.40 4,96

FiFERiE, BAXAZREARORANLHE, AT ETH
FEM ik RE.
5 LA 2
WAE TP | Tk, HE&ESA 100 mg HERE 0.5 mg THE
FolRAN. TEALHFAASGAE.

Bub:
B * AE
10 EhEE 0.510 mg
-3 3 99. 96 mg
R % & 0.510 mg
CEE Y 1. 020 mg
K 54. 92 mg
15 N XEREIF 2% AAELEEFIBTHHR L.

4] 3
R EP L Tk, F1E&24A 100 g BORY 1.0 mg THE
ZFufRAF. TEINLAAASGAE.
BLib:
20 Ao * H
THEE 1. 02 mg

e
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A 99. 45 mg

RYEE 0.510 mg

B %E 1. 020 mg

y; & 54.92 mg

A BT E 2% AAEZELEFIR TR K.
Ep| 4

WRE TS 1 TR TR, HELA 100 mg BEORMY 5.0 mg THEF

FuRAF. TEIAEMBASHAE.

Aob:

Bo* ik 3

TMEE 5.10 mg

-3 95. 37 mg

RYBER 0.510 mg
BGg%+ © 1.020 mg

7K 54. 92 mg

A XEAZTIF 2% AAMEELEFERTHHR L.

% #4] 5
WRIE LA LR Tk, #ELH 100 mg HO RN 7.5 mg THEF

ol AR, TEAEKAASYRAE.

Bk

Wa* il

FHhEE 7.65 mg

-3 3 92. 82 mg

REW 0.510 mg

B %E 1. 020 mg

K 54.92 mg

* XEREFIEF 2% AAMEEEFIBTHHRX.

LA 6
REBEHS 1 TR FE, FE4LHA 100 ng BERG 10 ng FHE

FoRAA. TazslEmrAALHAE.

Bt b
% )iih 2

13
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FHREE
AR
R4 w
CEEE Yy
7

10.2 mg
90. 27 mg
0.510 mg
1. 020 mg
54.92 mg

#A XA E 2% MAMEELFHBTHRL.

14
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