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7] A=

ol (intravenous injection), H7u Fo](intraperitoneal injection), <U
injection) T+ 33} Fo(subcutaneous injection)¥ 4= Jou, AW W Fo7} 717 wigt
Aol AL oYy,

o3, AAHE o83t B IHS OF ASHA AWEetazl g, ol AAdes o2x 2 WS B
Aoz Aystr] 43 Aoz B duyo] eyl o5 & AR FeEvhe AL Fa)] 7iEioklA B4
o] A A& 717 Aol Al o] &gk Folt),
AN 1. AFA  SFB(N-Succinimidyl-4-FluoroBenzoate)  &A:  2,5-dioxopyrrolidin-1-yl 4~
fluorobenzoate®] #|Z

4-ZF 9 2 ZAF(4-Fluorobenzoic acid) 500mgd} MN-3fo] == A<z Ay mlo] = (M Hydroxysuccinimide) 500mgS-
£ H Egslo| = 2 F & (Tetrahydrofuran)ell || A] 7], tAlol S 28 A2 R r]o]nlo] =
(Dicyclohexylcarbodiimide) 500mgg H7}sk & AF2o A 3A|7F F<F wwsIt}. o] F | HESES o ¥slar ¢
Aqs T Axd ¥ A9 F2uEIYIE o]&dte] AGE 2,5-U% gd-1-¢ 4-FF22HF o E

(2,5-dioxopyrrolidin-1-yl 4-fluorobenzoate)Z #8 % AA| s},

0
0
N
/©)ko/
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7] AR HNR BAARE 8719 2t

i

'H-NVR (300 MHz, CDCls): 2.89(s, 4H), 7.16 - 7.26 (m, 2H), 8.13 - 8.18 (m, 2H)

AN 2. 71EEF  SFB-4¥H A B((19E,21E,23E,25E,27E,29E, 31E)-33-( (4-(4-f luorobenzamido)-3, 5~
dihydroxy—6-methyltetrahydro-2d-pyran-2-yl)oxy)-1,3,5,6,9,11,17,37-octahydroxy-15, 16, 18-trimethy1-13-
0x0-14,39-dioxabicyclo[33.3.1]lnonatriaconta-19,21,23,25,27,29,31-hept ane-36-carboxylic acid)e] §A

2,5-08 42228 d-1-9  4-ZF 2 Z¥l x| o] E(2,5-dioxopyrrolidin-1-yl 4-fluorobenzoate) 60mg 2}
(19E,21E,23E, 25K, 27E , 29F , 31E)-33-(((4S)-4-o}n]| -3, 5-T] &} 0] EZ A -6-1| & B E &} 8} o] = 2 -2H-3] #-2-¢ ) &

A-1,3,5,6,9,11,37- | Ebalo] == A]-15,16, 18- E 8] W] €l -13,17-T] % A-14, 39-T] L AMH]| ALo] £ 2 [33.3. 1] =L E

go}2E-19,21,23,25,27,29,31-3 €] 91-36-7} 2 8- 2 2F((19E, 21E, 23E, 25K, 27E , 29E , 31E)-33-(((4S)-4-amino-3, 5-
dihydroxy-6-methyltetrahydro-2H-pyran-2-yl)oxy)-1,3,5,6,9,11,37-heptahydroxy-15,16,18-trimethyl-13, 17—
dioxo-14,39-dioxabicyclo[33.3.1]nonatriaconta-19,21,23,25,27,29,31-heptane-36-carboxylic acid) 100mg=-
| N NHHEEFolrto] =(DNF) & o]&3ato] &afAl7]1aL, Egjolgotrl(triethylamine) 2005 7 &,
Aol A 5AIZE B wwEelth. o], oS T Axd $ AY JA=nlEIIE o)gste] AAE
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3. 11U Ego}£E}-19,21,23,25,27,29,31-A H <1 -36-7 2 B2 A ((19E, 21K, 23E, 25E, 27E, 29E , 31E)-33-((4- (4~
fluorobenzamido)-3,5-dihydroxy—-6-methyl tetrahydro-2H-pyran-2-yl)oxy)-1,3,5,6,9,11,17,37-oct ahydroxy—
15,16, 18-trimethyl-13-oxo0-14,39-dioxabicyclo[33.3.1]nonatriaconta-19,21,23,25,27,29,31-hept ane-36-
carboxylic acid)& #d % &AL

271 A g HRMS B4 A3, BExbe 1044.4966 0.2 SelE o SFB-Z H 2] Al B(Call;sFNOws) o] A4
Tl ZES 1044.4968°] T},

AAd 3. [18F]SFB ATFA Ethyl 4-[dimethylammonium]benzoate®] A

mee] wAle] o ¥ 4-[tideolu] = Wl =2 {ethyl 4-[dimethylaminolbenzoate} 0.42gS =oli, WY EE
F o W et Z AL (methyl trifluoromethanesulfonate) 0.27mé& H7}3F & 70T A 8AZF FoF wwk

s AAdSF AAZ 5 S He A=Y dYE 4-[EfuEdiy izt A{Ethyl  4-

[trimethylammonium]benzoate}s 53131

A7) WA= HNR BAATE 79 2t
'H-NVR (300MHz, CDCls): 1.36(t, 3H), 3.65(s, OH), 4.38(q, 2H), 8.13 - 8.17 (m, 4H)

AAo] 4, HAY S9922 et d¥HHA B 54 32 ([ FISFB-Amphotericin B)S] &4 :

((19E,21E,23E, 25E,27E, 29E, 31E)-33-( (4-(4-[ 18F] f luorobenzamido)-3, 5-dihydroxy-6-methyl tetrahydro-2H-
pyran-2-yl)oxy)-1,3,5,6,9,11,17,37-oct ahydroxy-15, 16, 18-tr imethyl-13-ox0-14,39-dioxabicyclo[33.3.1]
nonatriaconta-19,21,23,25,27,29,31-heptane-36-carboxylic acid® A=

e 4-[Eg a2y Mz (ethyl 4-[dimethylammonium]benzoate) 4 mgs o} Evto]EH (acetonitrile)
gof st A kA KRSl ubeAlA olE 4-[ FI1Z29 @Mz (ethyl 4-[ Flfluorobenzoate) F48k3lo.

K
v, kst HEGLZ2AURE (tetrapropylammoniun hydroxide)ek NN, N, N'-H Eetuld-0-(WF-5A U v E) ¢
2US HEHZF 2R EAA (N, NN, N'-

18

[F1Z2om

tetramethyl-0-(N-succinimidyl)uronium tetrafluoroborate, TSTU)E H7}sle] N-SAYnd 4-

Wl A (M-succinimidyl 4-1"F]f luorobenzoate) < AR, 2A 3EEol SxEE4l B(Amphotericin B)

Inge H7AE T dete] WM HEE [ FISFB-Amphotericin BE  FASAT. @4® [ FISFB-

Amphotericin BE NAIARZulEZH TS o] &3] 53T},

AAd 5, A7 W

2 Uy zES s7)e 22 WS ol&ste] IS WSttt FAPoR Ax drER = bl wiX|(EE
A5 FE2E 3H X))ol olxaH( A2 Fu| 7V E(Aspergillus fumigatus)S =Wale], 30TCeo|A 2~3Y

Ak, 2 3 HE AEAEs 2 Tween 20[100(1 drop) ]2 vl ZHO|EE MHEP A AX

(8= 40mm-pore insertion filter)= ofItsiirt. o]F, AHFL7]E o]&ate] Al (pellet)S B8}

o] %S BQlste] 1.5%10 conida/ml®] FS FHlskoATh,

o= In vitro AWS S, FAHoR, zhzte] #FE WA 1w 1x10 747}

o
~N
=
o
ot
=4
N
il
r =

of 1nl® Rulshgich. AR Al me} 344 APekgia, 47§48 [ FISB-



[0051]

[0052]

[0053]

[0054]

ZIHS3d 10-2023-0022473

Amphotericin BZ FY3lal 7] (incubator)ol A 2A17F FoF wjkalin}. 2 A & Z4e] #3528 ZE7)
e 1.5m 94Ee] FRC £t YAREE Fd o dAE ZEET. o]F g F AR 2w
AR & o3t S ol gt HE AAZFS S48l

A4 6. #H 7#E 2d A}

25 E(2) Balb/c 8F® (female)S wHISH =, 9 4¢ Ao 150mg/kg & A E2EAIE=
(cyclophosphamide) 10005 E73 = FABFAT. 39 %, 250 mg/kge] %4 FZEZE]&E(cortisone acetate)
100408 3 ARSo] FARIAT 2443 F Balb/CE vHEE F A fumigatus T 7040(%F 1.5%10 conidi
)& S B8 FYsted 729 mds AFsksiTt.

AN 7. MicroPET g4 &4

2 b o] [“FISFB-Amphotericin BE 7+ 2%% wmele] ma]gule] F=Ahg & 2417k Awkek Al Ao microPET

4o 35 @ BM% A3 [FISFB-Anphotericin B FFo] 7A® X9 Hoelq AaHow PR
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