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) AT Ls

-tricin (AR VU = RPUEWE)
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4. FFRARUDFE
43+ : C47H73NOw
31 924.08

5. {L¥8 (@diE) XEFE
(1R,3S5,5R,6R,9R,11R,155,16R,17R,185,19E,21E,23E,25E,27E,29E,31E,33R,355,36R,375)-33-(3-Amino-3,6-dideoxy-f-D-
mannopyranosyloxy)-1,3,5,6,9,11,17,37-octahydroxy-15,16,18-trimethyl-13-0x0-14,39-dioxabicyclo [33.3.1] nonatriaconta-
19,21,23,25,27,29,3 1-heptaene-36-carboxylic acid (IUPAC)
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flrl:170°C (O0fR) (AR —iatBRis, BilEs)

(0) BAIE AR TE K
pKai=5.7
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ER pHI : A7a &b 24 BEH, pH3~11 TIXRE,
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W 2 4 7y XY rimy 7 100mg/mL
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D-YV/)LbE h— ik, BEEHET NY U A, BoKY UEE—KE
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(1) 22 M R
40°C, 75%RH XIZEIR GEYE) 126 » HRE L & &, Mk, pH, FMHCZELITRBD bhieho 7z,

L]
T ALERT Y B (CasH73NO17)

AR L

. BAT WHEME D B 55

L LToOERERRZ Il TR,

HEDEEFHTICE T HRER

REEY 40°C, 715%RH, B&HS XM
RIFHAM 6 n A
oy +ES HERIEH FAsRES 15A 251A 3#nA 6 »A
PR — b7 L X (REQD b7z L b7z L
PD726 pH 5.7 5.8 5.7 5.7 5.7
71 Al 109.4 113.2 109.0 109.5 110.3
(BBAFHR) (100) (103) (100) (100) (101)
PR — A7 L X (EQ® b7z L X (EQ®
PD727 pH 5.8 5.8 5.8 5.7 5.7
i 110.8 1133 108.7 109.9 110.7
(FRA7F3) (100) (102) (98) (99) (100)
PR - e L i L iz L i L
PD728 pH 5.8 5.8 5.7 5.7 5.7
J1 A 111.8 115.5 110.4 111.4 112.7
(A7) (100) (103) (99) (100) (101)
REEHE FB BEASRAHE+EEFYv T
BRI HAR 6 1 A
Ay &S HERIEH Brga BF 158 25A 31A 6 1A
PR - e L i L iz L i L
PD726 pH 5.7 5.8 5.8 5.8 5.8
71 A 109.4 105.6 113.1 108.8 114.4
(FET7R) (100) 97) (103) (99) (105)
PR - 7L Bl L i L Eieie L
PD727 pH 5.8 5.9 5.9 5.9 5.9
71 Al 110.8 108.5 114.1 109.8 115.0
(F&1EH) (100) (98) (103) (99) (104)
PR — k7L X (REQD b7z L b7z L
PD728 pH 5.8 5.9 5.8 5.8 5.8
71 Al 111.8 113.1 1133 112.6 115.6
(BEAFHR) (100) (101) (101) (101) (103)




(2) LBk (BAE )

(N EBHNDERESR - A&, NENRRLGES - SEICHT H1ER
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Q) FREE=E
AR

RESEH 5°C, E¥ =B (20~25°C), ®BE/NA4TI
REHAM 2 5EfE 2 JEfE
oy +&ES HERIEH BRI 1 &R 2 B BASARE 1 &R 2 5B RE
ICEIN - bl L i L — 7L 7L
75018 pH 5.86 5.85 5.84 5.86 5.84 5.84
7 At 106.0 103.7 110.9 106.0 105.4 107.9
=) (100) (98) (105) (100) (99) (102)
BHEMZ O 22 EME TIEEERHDE T 2 BE% CROENENTZ2, JHIiOZ LT O bivie -1z,
ERHELK N s
REEH (20~25°C, 3000Lux,/1 58R) A PLEELID.
|mENATIL
REHAM 2 5EfE 2 JEfE
oy +r&ES HERIEH BRI 1 &R 2 B BASARE 1 &R 2 5B
S - Bl | el - gL | B
FZS018 pH 5.86 5.83 5.81 5.86 5.79 5.71
7 At 106.0 102.9 107.2 106.0 103.7 107.2
FRf=) (100) 97) (101) (100) (98) (101)
7. RBERUBREOREN
A LA OBk AR
RN H0IES LTS iREmr e o2, (IVIL 11. @ EorE). IXUL 2. ZOfMmoBEEE 281)
8. fhEFlEDEEELL (MEBLENEIL)
MM ERe L
9. Rt
LR
10. FEE-a%
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HEAAZ7 Y a—Xvr o7 (ME: RV 7rbLy)

AR s h S EME
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EYFREERE
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V. JBEICBET HIEH

1. FREXRITHNR
HILEBICBITHHh O EEETE

2. BEXEHRICEET HER
BRE I TV RN

3. AARUVHE
() AZERUVAEDREDR
/NS L 1[E05~ImL (T AKT YU B ELTS50~100mg (Jiffi)] Z 1 B 2~4 RIE#HRAKET 5,

(2) FERUAEOREREM - 71
AR L

4. RERUVAEICEEY IR
RE STV

5. BRERALAE
MEEERT—2/8yr—2
AR

(2) BSER SRR
MR L

(3) AR RGERHR
L L

(4) RETOSER
1) EPERITRR
R L

) REMHB
LR L

(5) B - FAEBIHR
MR L



(OF=-3: 01 35
DERARERE (—RERRERE. BECARGERE. FRARBLERRE) . RERTRT I —IARE. RER
FTERIBRABROAR
Y E R L

DEBEHELTEEFTENABTXEREL-HAE - HBROME
EER e L

(D Z 0t
1) [ P — B R AR
ARG TS SN [EPVIE 20 R, 187 Bl& 5% & L AHI K OPIIRGE D —IBRIRAIRIC I\ T, SERBK AR
=

O WL IR B0 v P FEEHEIEICRT L, A TIEEIZ 400~900mg/ B &, /NETIZ A ¥ # 64 8T 200~
400mg/H %, FEIT 1~3 BEREG Lic & EOEBOBAD ELZEIE L LIcAEEIL872% (163/187) Th o1,

2) BANBHRBR I CRGREFERL L D)

C:U | 5l %%
gE Al 229 44
vay 55 45
o 284 {4

% 7 7 XV UNREE 100mg 13 2007 4E 7 HICiRGEAPIEE L E Lz,

I HEERIALIE CRRERFERN L D)

BHE HE
REA (REf5I 3/ B =hik b 3--E (REf5I 3/ B %hiE
STt SR 451450) STt SR 451 550)
Aapeh oK 85.3% H 11975 LLAR OO IR AT R 9 100%
(29/34) HALE B o & B A (4/4)
WERICE O WLE D T H 83.7% BIEBIE D HLE D U F 100%
HLH HATH (72/86) L HTH (6/6)
FERE LIS ORI 2395 R PE 83.8% BRIZEOWELE D T F 80.0%
WAL I o A Bg el (31/37) L BT (8/10)
AIMFICEE D L E D o7 93.3% Z OO FEREREBITEE D 100%
LR B (28/30) VST N ) (14/14)




VI. EEB(CEET SHIER

1. REPNICEEHSLAEMRITLEDE
RVxzo~ruas4 RRFAEDE
HE  BEOH LGOI IIHREIL, EFORMCEEZSRTHZ L&,

2. EB{ER
(1) YERAERGL - 1ERKRE
VEFIMERF « AANTRCSZ M EE OMBER Y THHT A IRAT o0 — L EEET A LIk VEEELZSZ L, MIRERS
DOIRHENE L TEOEEZRESED Y,

(2) xR T HHEBRE
P - AFNE, AP FR T ATV RREORREEIIS LRSI ) 2T, 77 LR, 77 A
BME., V7o TFT, UANVAEICIE, & A EHEEEE TSRV, 7 X D R/ E LR
(MIC) 1%, 0.04~1.56pg/mL TH 5 ¥4 (in vitro) ,
W7 RUKE, (LIRL P ERE C203, RIEEL UV EREE, o R, MFERMEILEARE ., "7 F 7 ABH, BT
7AW, R, R, T A v Sk AW, RRIRE. R, KB, Proteus vulgaris (2%t LTI 50pg/mL
ORETHRBBILERZ RS Rinoiz Y,



FAWEER AT DAFI DO MIC Xk D EBY Y,

MIC (pg/mL)

Organism 1 day 2 days 3 days 4 days
Candida albicans 0.5 1.9 3.7 3.7
Candida tropicalis 3.7 25 >40
Candida pseudotropicalis 0.9 73 14 14
Candida parapsilosis >40
Candida parakrusei 1.1 1.6
Rhodotorula glutinis 0.6 0.9 1.9 2.7
Rhodotorula mucilagenosa 0.5 1.9 2.4 >20
Saccharomyces cerevisiae 0.5 1.8 3.0 5.5
Sporotrichum schenckii (mycelial phase) >40
Sporotrichum schenckii (yeast phase) <0.07 0.07 0.14
Microsporum canis 7.3 30 30
Microsporum audouini 0.9 1.9
Microsporum gypseum >40
Trichophyton mentagrophytes 2.4 9.8 14
Trichophyton tonsurans 4.9 >40
Trichophyton rubrum 7.3 30 30
Trichophyton megnini 0.9 3.7 4.9
Trichophyton gallinae 7.3 30 >40
Monosporium apiospermum 0.9 30 >40
Cryptococcus neoformans 0.2 0.5 0.6
Epidermophyton floccosum 0.2 0.4 0.9
Cephalosporium recifei >40
Cladosporium carrionii >40
Cladosporium wernecki >40
Fonsecaea pedrosoi >40
Fonsecaea compactum >40
Phialophora verrucosa >40
Geotrichum sp. 14 >40
Nocardia asteroides >40
Nocardia asteroides mexicana >40
Nocardia brasiliensis >40
Nocardia madurae >40
Aspergillus fumigatus 1.9 >40
Fusarium bulbigenum 14.7 >40
Blastomyces brasiliensis * 0.2
listoplasma capsulatum ™ 0.04

* Single experiment.
T Five days instead of 4 days.



MHPESERS 2 ¢ B3840 F1T 37°C 48 W] & L C. LRiBIEIZ T 1% glucose Ml penassy 7 12 A & FVWC MIC 2#IE L. Candida
JB 6 FiA T 50 U E THREFE ATV, RAEIL A R F F ATk B MHEO S OIRAE & R 8l 22
Lick 2 A, WAL bt OBEE 251 30 U E TH oo T,

e AR
B
o | 10 | 20 | 30 [ 40 50

FA AHZF D MIC (pg/mL*)
Candida albicans 5 5 5 5 5 5
Candida guilliermondi 2 5 5 15 15 15
Candida krusei 2 3 5 5 5 5
Candida parakrusei 4 4 4 4
Candida stellatoides 2 4 4 4 4 4
Candida tropicalis 2 4 19 30 30 30
AFlD MIC (ug/mL)
Candida albicans 0.2 0.3 0.3 0.3 0.3 0.3
Candida guilliermondi 0.3 0.4 3.0 3.5 15.0 15.0
Candida krusei 0.5 1.0 2.4 3.5 22.0 22.0
Candida parakrusei 0.2 1.0 2.5 3.5 5.0 5.0
Candida stellatoides 0.2 0.4 0.6 0.6 0.7 0.7
Candida tropicalis 0.2 1.7 3.0 5.0 80.0 30.0
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FRARE LD 20 126 146

FRAE FI5 D 284 2,536 2,820

BIlVE FH 8 BUE 512 23 153 176

BIVEAZ U@ 23 156 179

BIVERREBEIE (@/@ X 100) 8.1% 6.0% 6.2%

B[R DiELE BIERARIRHES (%)

TH 2R 21 (7.4) 141 (5.6) 162 (5.7)
BHRIR 9 (3.2) 57 (2.2) 66 (2.3)
L 3 (1.1) 19 (0.7) 22 (0.8)
UG R it e — 20 (0.8) 20 (0.7)
T 2 (0.7) 14 (0.6) 16 (0.6)
e 1 (0.4) 9 (0.4) 10 (0.4)
g JE 2 (0.7) 7 (0.3) 9 (0.3)
7 2 (0.7) 7 (0.3) 9 (0.3)
B — 6 (0.2) 6 (0.2)
1PN 1 (0.4) 1 (0.04) 2 (0.1)
DRI 1 (0.4) — 1 (0.03)
1PN IE RS — 1 (0.04) 1 (0.03)

kg — 15 (0.6) 15 (0.5)

% B — 9 (0.4) 9 (0.3)
FHEZ DK — 6 (0.2) 6 (0.2)

—RAEAR 2 (0.7) — 2 (0.1)

5 B 2 (0.7) — 2 (0.1)

Ve S P A
SGOT (&) 5 1 6
SGPT ( 7 ) 4 1 5
Al-P (1) 1 1 2
BUN ( n ) 1 — 1
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(BEAEHY)
PRI
% fiE 1511 3% BERRLREIE (%)
5 765 45 (5.9)
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