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DUSEEMRELIZABRAEEL D, 2O EBETIERIZA VL EH
WriL 7z,

cZEHITOWTIE, AAITII ITCZ OBBRICKZ2BIEMBMORS, HiM

B TH S HP-B-CD KK ZRHERDOBENH 2 Z &G, BilIRFEE.
B R 2 ICROBMEZNEL., HMET2LENH D EEZ D,

b, EERERBEREOEBBOREDHE. TiLOMEE - Hi%, B AR TARLTE
U ZnWEHwsr L,

[ZhHE - ZhR]

[RE - &)

1 2P Y IBIT K B TEESE
OREMRERT > 2 F%E, BRIEH > 2 I
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FERE (1)

Frk 18 43 H 29 H

I. B#5E&E

(R 7% 4] A4 b)Y =)V 1%

[— #& 4] A ~ZarJ—)

[ 3 #] Yot T7y—<xhAnt

(HERFEAH] AL 16 4E 11 A 25 H

(AR - SR ImL A bZa5+V—)L 10mg Z2&HT 5> 0y TH

[HEERFRIRE - ZhH] NPT B E B TR e
FPERER S > P 59, BEN DY

[HHEERE AL - HE] WH, BRAIZIE 20mL (f FF3a+—)L &L T200mg) =1 H 1M
BRI RIRGT 5,

I. RHIN7-RHOBRKERVELRERBEBRAEME CIT. #8) B s8E0RE
1. BEXIRROBMECIEI BT 56 AR

A rZ3F =)V (BAF, ITCZ) 13 1980 FEIZNNF =DV o 4 TR N Y 7 —
NVRPEEE TS 5,

FHICBWTIE, ITCZ EHMRS ETS 4 MUV —ILH IV 500 51993 4 7 Bic i1 >
DY/, TANNENAR. 7 )T by o AR & B EERSEOREE - R TRBIN TS,
BEF O H 7RIVA (ITCZ -CAP) 134 SRR B TR RS2 B2, HES I
FDPER EN TR BFICBNTHBIIIES OSNED END 2 EMS, ZH5DBEIHL
THRE LMD BENESNBRAE LT, 1 MUY =LK (ITCZ-08) DOMEAED 5
e, ULLEATS, AFICIZE ROFS 70N> 7 OFFR kYU > (HP-B-CD) 45k
BHE LTHRMENTHED, KD ABBEENB2IN5ZE05, AFE. LWINOEIC
BOTH, DG > 2 5 R RN > D 8 5%, 1R OB % 1 AR 2 AR I
LToan, BERnEdsnk. aicsni o s os 1 magrazmancos,

WA BT B RBRIIC D WTIL, TRk 174 3 ABIFE, KE, %M &S HHR 57 1 EHTRE
INTVD,

2. WUEECARIPE I O R B OB 1 B 5 Kk

<$RH = NI RO DBERE >

(1) BAREHTONT

1rcz st orzy, s7erscld ||| - ooz =R

Utz Lemme Lcws, 40 1Tz 2wk s s s 0., ez 2
pacrszccsal. Il Tols v wwmmya <R
Wuos v o752 0y sk cH 2 HP-B-CD 2MOTIRAMEL T 5. b, BRI
RAEFHNT R,
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BB R OB RS LT, S MR (B 2BV, RERR RErOT R yT 7).
pH, #iERR CE&WE (HPLC ). SUEMRERBRKOERE HPLC &) AREdh

TWwb,

ZEHIZONTIL, RIRERABR (25C/60%RH/BEH 5 Ak - EHe - BEE=/36 1 H). I
Wil (40C/HBEHT T AR - e - B Z/18 T H). PRIMNAER (30C/40%RH DL /48
5 AR - ke - BB E/24 1 ) ROHERERE L ORISR 258 (D5CABEH T 2 -
Hie - BB E/36 TH. @—15CHBEH T AR - B - BEZ/1 B H. @60C/HBEaH T A -
wit - e h A, @-15Cz [Prera- socz ol 2 e e s 2 -
whe - miEE. ©5Cz [ - ocz oz 2 n e e 5 s - weom
BE), KT 5B RN & LT 2016000lux- hr/AB a7 7 A MR - 56k « Mk =/1 )
IMERE Nz,

WERBR (RIE T 2HBROKIHT 58 omE. fooxt TorRamn A

o Gk e . 2wy B owm &x o vrwonen 2o
Bz RETEaRw oranor. [fcornTor mesmm A+ o
s Ex lbo . s B+ om0 2w B omm ex e
ARDSNIN, TOMEBEIFEERITTELRRBD SN0 572, TOMOBREICKT
KB TIER (K. BRONE) RO pH OAREIFTHONTORSH, W OREIE
HicBWTH, BLEBD NN, HITHT HRBEHETIE, SFY C* oM (&
* o n@Roonzg TomMEEIEEERFT LIRS SN . IERRO
i, mmcagnEonmsRoon. & [Prrowsac sem o ek
B, snn @ oo 2o ompnmesne, PRENERBROEE. w0
gamEonsEssh. & rosc. smm o0 ek ez oam
Le. BEMRGERBROME, wewicmgnaonm G 0 e s oss
ok [lo=crm e snes zomREIEEE RET BB SHEN 7.

P&, Al 30T, 40%RH UTozuTF. [ aeers orcre L. smm
(D* ) 2YRKE ERECHINLAZZ EH S, RR. BEH S M TRE L Sa0EHA
OBEMMMIZ 2 FEE SN,

<HWRICBTHEEOHE>

B, AROBENORMAIEE LT, HEAREOR R)L (150mL A DR ML) ZBEE T
ZTOEXBHFIRMETS (RMVEL) 2HBELTWE00, TNEd, VERZEEL., LE
BOBZEBFICET HEEZEE L TVWAENIIDVWTHERFIC SN,

HEEF I TOEOREIE L7z,

AE TR AR FHAIR BVEUISREEL TWRWA, EMOHE TEINZ ZEHHDT &
ZREL. TOHAERURAENFOHH TEAROERE AT 2 BENES> TIRALERVWE S,
I NELTERRRTS5LEHI. BENOBASBXEZRGTLITETHS. £ £
O—ERABZERICFHTORS -0, EFROFENY TEHRNTLFETH 5.

L, LEBOAZBHEICETREAFEEZAEL TVLIOTHIUL, AROBREBROLENE
ZDOWTHHHAT 2L HFEHFIZRD,

* HEKGEEIRIB MR ICE S M




HEHIILLTO@EOEE Lz,

FHIREROLEIIDNTIE, OB MVICEHE 1/4 (B : 37.56mL) 5% L 7= 4K8E T, 4T,
26C XL 30C T 3 WARE L7 E.@F MLIZ 50mL %5 L /- R8T 4°C. 25C/60%RH., 30C
/=40%RH X3 40CIZfR#E L. BRI 1 A HOREHRDICROBEHZE VIR L -BRoLE
HRBRICIDFHMHENT NS, WTNORBREN FizsWTh, 1K, pH. & 5. 4t
PRE, WINORBREE & OHBBBREERL, DEICHEZRIITAIIERD S NLh o
/7o

BRI LRRORBRERZHAL. HEFOREEZ TALE,

FRBMYZ DN T

ABANI, FiRMY TH 5 HP-B-CD NEMRMBF & L TEFENTVS,

ARMP OB R RHBFECONTE, HRFZ2SZICHBEK. TREZRESIE-. ©
EHIZDNTIE, FICEERR b0 &ML 7=,

ZEWITDOWTIE, BRERICBIT S TR - MEORE EARNMIRE & OBEEENSETE
T RAIKERGEZ2T BRI ELZHLEERNOFENE N, ARFICBITS
HP-B-CD OFEMAICBIL TIEUAZ/IRNEZT 4 v b EZEEB L ETHEICHBIRELDTHD,
—RESHM E L TRRL MBI THIEERZRDD LN ZEREFE L < & L7z,
Ko T, AHEMWZONTIE, A”ANR - THERAZRDLIRETH O, AFNCBIT D HIT.
AEMYOERFHE L TIWROFHORNET B ENZYTHS S L,

2B AEMYIO Ty b EHWEPARERBRICBWT, AE2EEDSNZVHO0, KB
DEEERZDY 2000mg/kg/H 2B A 25 TRO LN THD,. ZHRDWTIHERNRM DS
FEMFEICLSFENEREERINTNDS, YUATIEGSHETHEBEORIZRD ST
BNZEMS, E NTOMAICEL T, BN A LU OWR DI ABIEEHVE U 2 etk E
WH O &AL 7z,

iz, AEMHEHELDBSMPABITL, BHlEnsEnhs, BEEOBHERELET
LBRFCRMBEENZHEICIEEOWEENEE TE2W0. Ko T, I, HIREREC
BOWTHEEEREEFEOEMAZERL. COXIRBERIIBVLWTEEREWERD S VWITRAD
BIERICET 2 FMIUE 2R L2 (T4, (i) AR VR EABREOHE] OBEBIK),

HEEHFIIINE TR,

3. EMKRICET 2 &5
(1) XBEHXBREEOBE
<EH S N/-EE OB >

ITCZ % HP-B-CD IZ¥ifE U7=4# (ITCZ/HP-p-CD) O ¥MRABRKAEICOWTIZ. ITCZ H
VAl (R5efa: 1 b U =)V 7)) 50) OHIEEREHCIRH X Nizihh & B 558 (Jpn
J Antibiot 44: 562-570, 571-579, 580-587, 588-599, 1991, Rev Infect Dis 9(Suppl 1): S15-S32,
1987. Mycoses 32(Suppl 1): 7-13, 14-34, 35-52, 1989, Antimicrob Agents Chemother 26:
527-534, 1984, J Antimicrob Chemother 14: 105-114, 1984, Aspergillus and Aspergillosis
Bossche HV, Mackenzie DWR, Cauwenbergh G eds, Plenum Press, NY, 171-197, 199-211,
215-227, 1988, Mode of Action of Antifungal Agents Trinci APJ, Ryley JF eds British Myco-
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logical Society, 321-341, 1984, Recent Trends in the Discovery, Development and Evaluation
of Antifungal Agents Fromtling RA ed, JR Prous Science Publishers SA, 193-206, 207-221,
1987, BrdJ Clin Pract 44(9, Suppl 71) :41-46, 1990, Mycoses in AIDS Patients Bossche HV et
al eds, Plenum Press, NY, 223-243, 1990) KU —REHRERO BENEICTE I N, A OE
ST TdH D Candida JBEMIZHR LT in vitro THEEEWE 2732 &, R in vivo lZBWNWT
HERI D OTEETIVICH U TR ERT Z EIIBICHB SN TVS E LT, SRIOKRHFIC
BWTH L RERHBRIERES N T VRN,

(1) In vitro FIEEIEE (BEEH)
R BRI 5 ITCZ OMEREYEIZ DWW T, FIEKGREHC IR NSl B 1
(Jpn J Antibiot 44: 562-570, 571-579, 1991) &, A% X#K (Antimicrob Agents Chemother
44: 57-62, 2000, H{L#E 45: 115-122, 1997, J Antimicrob Chemother 43: 477-481, 1999,
Mycoses 42: 629-639, 1999) %W L /#EREL D, Candida BIZHK T 2 BZMEIIERR 5 4E 7
A OFEARR R EZ2T78 <. 2 ITCZ OBEZMEIC D W TEHRA THIRE TN E BRI N
Tnws,

(2) Post-antifungal effect (2%%&¥})

Candida JE\ZHBERZHRML 60 HIEE L%, EFZ2HREREL. Candida [BHES:
HEIN. RENICHEBROEBE ZRE L. HEEICHT 2 EEROBENREREERD
BEELELT 5 BI2BMT 50ICET 2K (C) &EAIGIBEIC BT 2 538K O BN
HEREREROBE ST 5 FICHENT20ICET 58/ (T) otk (T/IC) S &ERD
PAFE "B S N7z, ITCZ 1~4 MIC {Z Candida J&\Z%t L T PAFE %73 L. HORBEHEEIL
5/6~1/4 KT L7, ITCZ @ PAFE {32 a4V —)L (MCZ) LRBET, 7)larJ/—)

(FLCZ) ZB<bHDTH2EERINT NS, FEAD TIC Ol EHERA 2L TR
ERS

s H | C albicans C albicans C albicans C glabrata 36;5 Zl,i?gédo C tropicalis
ATCC90028 | ATCC24433 | TIMM2640 | ATCC90030 29019 ATCC750
IMIC | 1.33+0.04 1.25+0.04 | 1.26+0.14 - ‘ - -
ITCZ |2MIC | 1.64+0.27 1.32+0.14 | 1.42+0.25 1.22+0.12 1.63+0.14 | 3.9040.20
4MIC | 2.09+0.15 1.324+0.05 1.39+0.11 - - -
IMIC |1.04+0.04 | 1.07£0.09 1.18+0.11 - — —
FLCZ |2MIC |0.99+0.04 | 1.17£0.06 | 1.07+0.03 1.12+0.03 1.06+0.04 | 1.38+0.05
4MIC | 1.1740.12 1.29+0.10 1.22+0.10 - — —
1MIC 2.31 1.2140.02 1.38+0.08 - — —
MCZ 2MIC 2.31 1.25+0.23 1.73+0.36 | BIERAE 1.38+0.05 | 3.54+0.21
4MIC 2.42 1.26+£0.12 1.42+0.07 — - —

F72. C.albicans ATCC90028 Zxt3 % ITCZ @ PAFE (342 A% 15 4> T 1.71+£0.05,
12043 T 1.85+0.11 TH D, I PAFE ICH L TR EEE L Itho 7,

(3) In vivo FiRHiTEYE (BEEED)




TV RO ELE T Y A0 ORI Calbicans TIMM2640 (2X 108cell/mL) 2Siks%
FALTEEIN ., EFEE 3IRME. 1 AL 2 HEOE 3. ITCZ/HP--CD 0.8, 4
H %3 20mg/kg (ITCZHP-B-CD O 5813 ITCZ 0 ERZRT ., MR, ) % OEEN
WEBML, BRICW T2, £, FREBERTE. AROHBEGEATYr 22— T
ITCZ/HP-B-CD % 4 &2 W\id 20mg/kg Z BN G L7z, BEKEEORAIC, FEUCOBEND
ERZBRETSEEHIC, OENE 5mL OEHEREREMEZHVTHHCRN, BIRLE
R E 1% GS B TH#E L, HMEZO IO - S EBEMHIE SNz, HEIL 5
BebE (0: BREICABENRD SNR0~4: FRED 91%LL EOMTEVABNRD 51 5)
TRaA7feEnc. FHEBEAVBRICLD2WER DT OFE L ERFEEZ U TICRT.

mg/kg 4B Log (CFU) WEZAAT
HP-B-CD - O FENSR A 4.78+0.38 2.8+1.0
0.8 R 2.71+1.55 0+0
4 O e A 0.40+0.90 0+0
ITCZ/HP-B-CD 20 O ERNER A 0+0 0+0
4 HNIS 4.73+0.25 1.4+0.5
20 B S 3.05+0.78 0.2+0.4

BR 3 HEOMPEPREEFD ITCZ K ITCZ ofR#ME RoF 1 hSa+y—)

(OH-ITCZ) BEMNHIE IN/=EFR. ITCZ/HP-B-CD 4 &\ 20mg/kg CIFERNRA T, M
5 ITCZ RO OH-ITCZ i3t a iz o 7208, JEN I ITCZ 2%l n. Zo#EEl
#%47.314£2.47 R 563.5+47.8ng/g Th o 7z BN GBE TIIF P RN, 5 ITCZ KN
OH-ITCZ i3t th N7z o 7z,

(4) Z2HEE (1 MU Y—IVA TRV 50 I EEBEHR H &)
1) —RIAER - PIREHER
N A ITCZ 30, 100 K& 7K 300mglkg Z &R %5 L 72BE D —iAEdR. BRES. HHE
B (RlERHE, BER)  REZE BWUE EES 12075 . BB R OFERRREIC K
FIRE (BB XCFEIVI, AMIFI—X) BRI NER. 300mgke 5
BECHEEHET, IR T EECLENRD SN0 TNLINCEEIIED SN h o7z,
7w MIZITCZ 30. 100 kT* 300mg/kg Z#REL#H%5 L. HIBICKIFTTEE (EHAER.
B) A IR BEIRD s,
DY FIZITCZ 30, 100 & 300mg/kg R OHK5 L. HIEMEIC KFTTEERITIN
TeRER. BEIIRD SN2 Tz,

2) Wk - EERER
THFIZITCZ0.5. 1 XU 5Smglkg & BRI G L. IRIRE. ME. OHEEOLERIC
BZTRENRE SN2 E, OEIT Img/kg BLETRA Lizat, ZHESMCRE#380
LR oTe. Tloo TEFINIV DRV IER T URISICH LT, EEIEIRD SHan
277,
TYSHHOEZ ITCZ 1X1076, 1X1075, 1X 10 4g/mL IZB2%E L 72BR 0.0k, I
A EMEERNOZENRH S N8R, 1X107g/mL TR0 WD, FimEER

7




DR TFRRD SNTZH, 1X1076 LN 1X 10 5g/mL i TFN b ES IR D s naho 7. F
oo 7EFIINIV DROIER T URISIML T, BEIIRD NN 77,

EIVEY MEHOEZ ITCZ 1X1076, 1X1075, 1X 10 4g/mL ICHEEE L 7Btk A
DBV S N/RER, 1X1074g/mL TILOHEE FTRRD 5N720% 1X1076 KN 1X
107 5g/mL TEHEBEIRD SN ok, £z, TEFNIU DRI ERTY U RBIC R
LT, ZE8IIFZDS N o7z,

3) HEMER :

BIVEY MEHKE, MHER. #MEABRGE. HHSBEEO 7 2FILa) I (K
BRI, WREE)  BEXASYIE (RE. BB VI ERTY CUGHE (KEIIR. @5
E) ICKITT ITCZ 1X1076, 1X1075, 1X1074g/mL OFENPRITINEER, FHEE
DT EZFINAY PHGITHH LT 1X1075g/mL LALE, fWHEBEOE XY I IGEICH LT 1
X107 4g/mL THIHINRD SN /208, LS EEIIRD SN T,

Zv MEEFEO BRI RIZT ITCZ 1X1076, 1X1075, 1X10 4g/mL OEEH
A ENTRER, FERTFE TIE 1X1075 g/mL LA b, $ERT 5 Tid 1X 107 4g/mL THIHIHNE
B 5Tz,

4) HEBR
Zw MZITCZ 30, 100 K7 300mg/kg Z#&O#% 5 L. HikE, Hik pH. BikLEEIC
RETEENRFNINZHEE. WTFTNHEEIRD NN/,
<7 AIZITCZ 30, 100 20X 300mg/kg Z R M5 L. REXOMLE®H LREICRITTE
EORE SN HER, REIRD s s ho .

5) Btise
Z v MMZITCZ 30. 100 & 7) 300mg/kg Z N5 L. REICKITTEEIRAIN4
B, BEIIFED SN T,

6) I 5 = %
THFIZITCZ 30, 100 KU\ 300mgrkg ZREOHEE L, Hifn B & OV ik ke B R V2 RV F
TREVR S N/RER, BBIRD SNz,
Y F MK ITCZ 1X1076, 1X1075, 1X1074g/mL ZRET 5&, 1X10 4g/mL TIA
738D 5Nz,

T) KRAEFRER
Ty MEBEMRESH O -V R T OREH BT 4 S AF T I VRIS KRIET ITCZ
1X1076, 1X1075, 1X1074g/mL OZEPREFTINZMHER, WTINHEEIBD SNk
27, '
XA ITCZ 30, 100 XX 300mg/kg 2R %5 L. BRI KITEEN RTINS
R, ZEIED SN o T,




8) T D
7w MZITCZ 30, 100 R T 300mg/kg &R %5 L. W7 FRFRII KT THE
PERE S NTZHER. ZEBEIRD S NAE» o .
THFITITCZ 0.01 K 0.1%IE# % SR L. AT RRERE R K OVR PR B e A 7Sk 5+
SNHER. INSOERIRD SNENho Tz,

<BRIIBIIEEZEOBRE>

BRI, PERCRE S NZENTORE - ARICEET2HEH LOBE ( REOR. &
MOIZEA OERNICERAZOZ DO 2BICETT S, | ) ORERME LT T35 ma
BIZBNWT, AFORTAOBEN > PHEET VN T 28R 2R LR, HNBERICH
NUOPENBRGHICBWTENZINRVIRD SN, AROBEBEANKRREIN/Z. LT, A
% ARICETOER LOEBZUTOEBORELE. | £XNTWEIEMNS, MEmaR
BAREDNS THPENICEREWEDZ S BB T T 5] WD EOEENRE RO
N (BETFIVEPICH L, EEROEDIRREICLIBRFANZEINTW0N) BHEFICHBEERD
7z

HEEHIL, LFOXSICEZ L.

LZEMARTIE, OENCEURBASFORMIERL THE5T, THE - BRICEET 56
MEOER) ZRETH-OORPERDIZBHREEZ TN, BRNEIHER RBRES
JK1211-JPN-06) IZB1F %Mk, ¥EFT—4 > — b (CCDS) KRUSEGRMN XHD fiE%E
SEI RREZEDHNOCES, NMERNICEREZTEESBZBICRAADIEE L, #5141
BRI D BWEZTTDT. MBLARWI &, | ERELE. [THE - ARICEET 2R Lo

1 RUZAOEA > PEET IV OFREREBRIUCERE L 2O TIdR<, ENEIHRRER
PRICCCDSKUNERM XEEZSE & Lz, Lo T, BAXE (R) ofk - ARICHEET
LM EOIEBORERNE TAAIX. ZTORAEEN S DPERELRIC LA S 52 EEE A
IHIEMAFEND, Fiz, CdE&Uﬂ@@%HY%%%%;LT\m&'mémﬁﬁTé
FAEOEFEBEEZUTOEBORELZ. | ITKITT 5.

WREIX, R - BRI %é?éﬁ%h@&a@ RERWORLBELEETLHI LTI TERTHHD
D, BT —5 ODNEEHRLZNEFICERZERL TOHLHEZOMGIIFTMY) TH D &=
A

RIZ, T, EHEBRBIC D WTHFEHIE [ITCZOPAFEIL, Bk EITCZE O#EMIFR D
BTNl ENG, ARZRETHLE, BERNEARZOBENICED Z & TITCZANE
AR L THEBEREZRMT L0 HERINS, | EERLTVWLIENS, [Ek
M BEOREDORMEZREL TWDDNHHERDZ,

HEHIE. UTOLSIEEL =,

AP TRERBEDHA RIA 2B WT (Clin Infect Dis 38: 161-189, 2004) . L& 5 D
WA XD 2FERITIA T, IRERIZOMEAN TITCZSEHEERIC AT 5 2 &0 X 2 HEEE
ROERRENTNDS, IRI3GE (B) 12 TIREORS. BMREOICER, OERNICEREZDEHE
SRIZBICET TS, | SEEH L TWDA, PAFEZRRET U /- 3 MREBRICBITAITCZE > ¥
WOEMEF I MARETH 0. THL 0 ERFK TORGNIARBR R ICB W TR N
THOEML TV D, ITCZEH > DY EMHEM L - RN G Th > - kT 572
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