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(57) Abstract: The present disclosure relates to the field of medicine, and specifically relates to an amphotericin B peptide derivative
and a preparation method therefor. The amphotericin B peptide derivative has a broad-spectrum and highly effective bactericidal effect
on drug-resistant bacteria and fungi.
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BB R B KATEY
FEAR I,

A JETEZE, WARIMMER B IATE A& ESNA, BAT S A2 —RNEBAH
B e IREME . B PUETE R EE R B IRATE S E R 5 N .

BRER

P15 % B (Amphotericin B, AMB) & —Fh &G P = ), EH T N F G 11EIT
2 PR E W (Candidiasis )« BRERE # ( Cryptococcosis )+ 45 [# 7 ( Blastomycosis )« EK il T & W
(Coccidioidomycosis), HEFEE (Mucor) FIEEHERH (mucormycosis), HHIETLLME (Sporothrix)
SIAZ TR 224 %% (Sporotrichosis), HHRER &R (Aspergillus) FTERIHIE F N (aspergillosis) .

H 1955 FENFEEEHB AW 0B E82HITEEE B LBk, ZMEM&ZEH. —Jm, miExR
B IR FIGTT IREE FL R gL S 4 B R IR G S b, I BT RS e e & R, HarE—
BRBNEIT Y 57, EIRITRIERN, R R B A BT ERERENEA, FlamEmsEie. Bk,
ME R atESE, T HWHR R B KEMEENRE, DRZSEH B BiERED> BARE, FIER E
HE BINNMHSZE] 7R HIR G

BRI TR, YENEEUARI NG AR T DL Z FECM R R B MERIER, WS R B s SH
FA 8 i XL 55 J2 IR B ) B0 B0 28 24 0 - T ) ) BB B ) 25 25 D e B39 2 2454, s de o 7 B B 4
BT 521, — 5 e o] AR 2 i A e B i, T e s JC AR B A N BRI, — 7 I,
JIE BT A P T s 73 T AR 24475 N A 0 e o I ] e 45 5 17T 398 i T 3 B 4 L 52 A [ B ) 5, X 1 IR
FMRMER AN . (2P R B I8 BUAEHH AR an N RIS — . AR RTARSSHIF 0 P i 1 22
TWHER B, [ENKQITHE, =, BRERRFRAR S, MEREs, =, BRIEAT AR
M, PO B BURSEGIFIIEEA MRA LEBRPiTEE 2= B B S SSREA .

BT WMHTFRB IR S RN IEE R B S IUERI N 8L, 456 KN ER B E B2 KR
DIPTSR B N SWEY, KA BEFAGAHECE I SLE0 777, S E R B TR, &— &4
WHEER B KATAEY, 35 H-(Gly)n-OH 8i 1 AEEAc 5 Gly A& IIEARYE (n AEEEL TEEIN 2-10)
R E R B KATAEY, EAEHEEENFEER, EmHkEt, Eal— PRRAnnsr:. '
B RRIER.

R

— 7, AR RPEE R B MATAEY S HE RS TTES N, BAT S RIS HEER B
WRYE, FBRKPME R B 2%, EHEMNAEMHEFER B IEEENHNER B IKITAM R LGS &7
EENH. ZREEER B KATAEYEHE: L R,-AEEAc-OH X R, Gly-OH N JE0RL, KA EAH & et 77 =X,
1 Ro-(Gly)n-OH B4 AEEAc 5 Gly A& RAEY, AEEdBEE SIS R B HTHE &
Jalnbra i &, BadaihBin 52 a4,

— 7, AR ROE OV E AT A

OH iﬁ[l]

Hodr, Ry NFEKIEZ B> Ry N Fmoe. Boc & AR L H: Ry N H 8K C . BHEEUIRHE, Ry
o9 OH 8¢ H; wlfitikdeth, SKkiE2 B35 vl Lo & H-Gly-OH AR R) H-(Gly)n-OH 2 B35, 18
IXE n B 2-20 8, i, n B 2-15 B4y, i, n N 5 ek M2 BYEE AT N B Gly BLA2 AEEAc
B AR B Z BRER Sy, ZRRER K BN 2-20 BK, BRMEA 2-15 Bk, Beftdt, A S k.

sy, KR KRB R R B KT & R % .

TE—Megy 2, AR EBNEAT AR E P B R ISR R, G T EE, B —PRK T
Atk
TE—r i, ARRBE A BKEEZRIEY), BFEEART H-(Gly)n-OH 5% Gly 5 AEEAc @it
JUR B ) BRI 22 K
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fE—METr i, AR AT EE R B AT EY 28 B sE 21 .

E—tr e, ARSI MHERER B ATAEWE S KEENZ KIS, &2 K md—4M R
EREEEN TR R B LK EWHEE, FHIZE0EwT L@ HESEE B 2 RTEY

(DTY-AMB). fEAKBIF, KIEMZ T4 H-(Gly)n-OH B AEEAc 5 Gly 4l&8I2 0k, KB 2 ikEs

Iy R FEAR R 22 Ik b B R i 2 AL 1 Tl 25 -OH A-H 2 J5 TE 38 4

DTY-AMB B4 Cg DIREMERH —RATEY), il T &4F Gly 58 Gly T4, =2
B AEEAc & Gly #IE A & 2 M R HATEDI 2 R

ik Ty Eh, Ry % H-(Gly)n-. -(AEEAc)n-Gly-. -(AEEAc-Gly)n-AEEAc-. -AEEAc-Gly-.
-(AEEAc-Gly)n- .  -(Gly-AEEAc)n-Gly- .  -(AEEAc)n-Gly-(AEEAc)m- .  -(AEEAc)n-(Gly)m- H
-(Gly)n-AEEAc-(Gly)m-, H:AF, n F1 m & BEMLHN 2-9 K%, ik, R, % H-(AEEAc)n-Gly-.
-(AEEAc-Gly)n-AEEAc-. -(AEEAc-Gly)n-. -(Gly-AEEAc)n-Gly-F1-(AEEAc)n-Gly-(AEEAc)m-, FH:H1, n
m & B A 2-9 B E R R Ry Y AEEAC FIEE K T4% T 3.

1E—ER % 7% H, RyN H.

fE—E T =Y, Ry H.

— 71, AKEHH DTY-AMB 254 (11

OH [

R, N Fmoc. Boc Fa LAY ILEE H; Ry N H 8K Cp g JBFEBEEL; Ry N OH 8 H; wlflbik e, %
KPEL REER AT T (T B Gly 5 AEEA K Gly &M D, EIXE T FKETEE )y 2-10 Bk, &,
R 3-7 0k, EARHL, 95 K.

1E—tJ7 %, DTY-AMB Fs K2 IRER 0 B AR E, WTREEA 2-20 AN 54K, Bt & 2-10
AR, i, &G 5 NRK, EAKR G, DTY-AMB 0 L&A 2. 3. 4. 5. 6. 7. 8. 9. 10, 11,
12, 13, 14, 15, 16, 17, 18, 19, 20 K. ZHAROTHEDY Gly. 5k Gly & AEEAc.

2T i, DTY-AMB F KM Z 2 T, T AARKKE, raesd 2-10 Ak, Biikh,
A 37 ARE, RO, A S RE, A -SEARSET RS, DTY-AMB mlBLEH 2. 3. 4. 5. 6.
7. 8. 9. 10 MR, ZHARTTREA Gly. B Gly & AEEAc.

FE—t 7%, DTY-AMB 1] Ci6 7 B & A — MR AT RN AN, AFEFE. 8. N,
Tl KRS

AR, S EKEZKIS T B DTY-AMB BA BRI, Fi B T2 8l B s 20
A 5 Wi KA -

F—O7, AR R HEESATEY, Hrh: ROV H; Ry-T-i5H:

H-AEEAc-Gly-,

H-Gly-Gly-,

H-AEEAc-AEEAc-Gly-,

H-(Gly)s-»

H-AEEAc-AEEAc-Gly-Gly-Gly-,

H-Gly-Gly-AEEAc-Gly-Gly-,

H-Gly-AEEAc-Gly-AEEAc-Gly-,

H-AEEAc-Gly-AEEAc-Gly-AEEAc-,

H-AEEAc-AEEAc-Gly-AEEAc-AEEAc-,

H-AEEAc-Gly-AEEAc-Gly-AEEAc-Gly-,

H-Gly-AEEAc-Gly-AEEAc-Gly-AEEAc-,

H-Gly-AEEAc-Gly-AEEAc-Gly-AEEAc-Gly-, B

H-(AEEAc)o-Gly-.
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-y REd, KEHBRAMAOHCEDHELTEY, Kb, Rs N H; R-T-H
H-AEEAc-X-Y-Z-AEEAc-; X A AEEAc 8 Gly, Y A AEEAc 8 Gly, H.Z & AEEAc Y Gly.

fE 85, ARBTG5 s AT A0

H3C
0" o L[],
fE—2Tr =, AR R AV E BT A

o 0
H H
3 oH NH—{H\V/O\V/A\O/A\V/N\"/A\N}H\V/O\V/A\O/A\V/N~H

X[IV].

fE g, ARURKNEDRZ T R E BT EY, A AMEMAL ST By AMB Hh a2,
R Mg B ) e

H-AEEAc-Gly-AMB,

H-Gly-Gly-AMB,

H-AEEAc-AEEAc-Gly-AMB,

H-(Gly)s-AMB,

H-AEEAc-AEEAc-Gly-Gly-Gly-AMB,

H-Gly-Gly-AEEAc-Gly-Gly-AMB,

H-Gly-AEEAc-Gly-AEEAc-Gly-AMB,

H-AEEAc-Gly-AEEAc-Gly-AEEAc-AMB (2X[TT], DMRO78),

H-AEEAc-AEEAc-Gly-AEEAc-AEEAc-AMB (#[IV], DMR079),

H-AEEAc-Gly-AEEAc-Gly-AEEAc-Gly-AMB,

H-Gly-AEEAc-Gly-AEEAc-Gly-AEEAc-AMB,

H-Gly-AEEAc-Gly-AEEAc-Gly-AEEAc-Gly-AMB, %

H-(AEEAC),-Gly-AMB.

TE—Eer e, AR RAE ERNEYEF 2 H S AMmA s,

TE—Ee gy Zerh, AR B RO 75 B B SR8 T A/BR T R IR G i, o, TR SR E A
TIITARER RSB A . IR T R, PR ARG B AT R ARG BinkEek
(Cryptococcus v FZRFEHE (Blastomyces dermatitis v HESIRE (Candida albicans). WA IRE
(Candida krusei). VP& ERW (Candida parapsilosis ) FAEKT T (Coccidioides immitis )« “EFFH
(Mucor)~ WIEfT2218 (Sporothrix schenckii) FNHM B (Aspergillus fumigatus). H40, Fridszik3 &
A FEERE W (Cryptococcosis )« 3 4F [H % ( Blastomycosis )« & Bk & # ( Candidiasis ). ER i 7 & %
(Coccidioidomycosis), HEEE K EHZFEW (mucormycosis), HFLLE (Sporothrix) 5T
22 9 (Sporotrichosis), HRER B E (Aspergillus) FTECHI A E (aspergillosis) .

fE 2Ty, AR R EIAREWECH A A ER A T 250 AN B e A ik . ARk,
iR B B R R . R AR AORERE . wRSHRE . L FESIRE . M T E. BEE.
H e T2 Rl o . pidktth, SHIPEEE B AL, AR LR EWEI A BB A P E S
TP, RRA GRS, ERar it — PR R .

fE BTy s, AR KT /E0R T B GH) EANE R AL ik, PR E
FRGLE E N T ARG BIINFEERE . BERFAERE. DOQKRE. RS E . TP SIRE. Mk
FHE. BEE. Pl ramsmltheEg. D0kt ARG EH TR T SR G s]
B AR : BRERTER . AR, STk, ERIETER, HTERHEBERN, T
SRR L2, HRE S i EE St EER . ik, SPMER B LG, AR EREY)
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HHAMHEAMINSTREENE, JFRASCE RN, B b BRI EE.

ey s, AR K& R EMECL A R Rk, ik, Arid A (D £
ERMERZA, AR SSIRIEAT R, I, B, RIEMAS —HPLATIER, e,
A —AHEFE, T, SRS AZRERPENZI () KR & AR EER 2 AT EL,
IGELAEF P S W IEER B AT E AL TIAT RN, AR AR, (3) MR & A ARy 4

(22 BRER 2 I ARG 2
A (D R SERAFEEAR T =M Ol, I HZSR S & ik 14 (V/V) BHTRCHITES
SIIRIE WL o

IR (1) BT —A N ATk 5 DCM M1 THF.

HIR (D AR BYAFIRE A 28 SRR, FART EE .

IR (2) Frid Ry JG/K¥E 7%k H DMF A1 DMSO.

AU (2) FTiAMATEEAR T NN-FHE L& (DIEA).

TEBRR (3) H, SRAEE W TR BRI R AR URAE (PIP) ¥V, I 10wt%-40wt%[)
PIP [ DMF ¥, Ik 20wt%-25wt%[1] PIP Y] DMF ¥7% .

fE 8T, ARHI Rk B AN B S e 24 1 -

MY
HA, RN H; H-T-Mik H W R A T — b

H O
—N
H \/\o/\/O\)LN

H
H-w
N
H 012
H

(0]
£N
H [N /\/O
O
> O

"
N
OB (H(Gly)s ),

Nw@“’“’\ B
3 (H-AEEAc-AEEAc-Gly-Gly-Gly-),

HKH/\[dN\/\O/\/O\/Mt ﬂ
02 (H-Gly-Gly-AEEAc-Gly-Gly-),
O H

0’2 (H-Gly-AEEAc-Gly-AEEAc-Gly-),

(@] (@]
N o N o
H NN N N /\n/ ~ NN
H o) 2

O  (H-AEEAc-Gly-),

(H-Gly-Gly-),

(H-AEEAc-AEEAc-Gly-),

(H-AEEAc-Gly-AEEAc-Gly-AEEAc-),
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H O H 0
HFN\/\O/\/O\/{qN/HN\/\O/\/O\)L]\
2H 8 2
-H 0
H‘—N\/\O/\/O\/U\N/ﬁ
L H ol3
0O

[ H
N (0]
. %
L o]
H N i
\N/\”{N\/\O/\/O\/U\N
(e} H

(H-AEEAc-AEEAc-Gly-AEEAc-AEEAc-),

(H-AEEAc-Gly-AEEAc-Gly-AEEAc-Gly-),

(H-Gly-AEEAc-Gly-AEEAc-Gly-AEEAc-),

H
©J3  (H-Gly-AEEAc-Gly-AEEAc-Gly-AEEAc-Gly-), BX

H O
HE N~ O\/q
f 07N~ N

0 (H(AEEAG)-Gly-).

H BV ES E oE R ) - B A A Bk T, T 2GRt R, TR A B0 4 B B TR R
HIB VA tH 2 T B T BB A AR R B, AR, SHKEMEZ B T B DTY-AMB X A &S 2R B
BB AR R

DTY-AMB H] PLJE 24522 Fl sz i e .

DTY-AMB A] DA N E IR &I FI A $28 9005y . AT PL7e 4y 5 25 A 28 gy, i ikt 5t
BeRVES . VLARNESES; ol DMEN RS A A Ay .

DTY-AMB AJ DU A 5 2522 SR G R 0 BGT =504, %A G & A i 2er Do DR
. IRBEEGRIREE AL,

25 R oy T A KR, P K AME T 50%.

HRFFURT DO, BIF MR, B MIRES R, PSS MARIBAER (Hhln: BRERE.
WEER A5 [ 24 F t aT DU 37 R 75

25 oy wT DU a2 ) O S TR, B S SRR I R, A S 2GR Ay P eI R TG B ET DA
I CURMH I 25 S R HEA T S .

MRS TT DAL E A 0.1%-99.9%1F) DTY-AMB (DTY-AMB #&&E &5, BILEEN 1%-70%.

K 3 4 DTY-AMB L 23G R M B 28 I, DTY-AMB B FE AT F XX RIE —38., £ o8 R =4,

BB OREEMHEREZ I R-T MZRNZIKEIEN, AEPRME T —MZRANZ IR & BT 1
—r R, BT RASE . AR R 2. £ g, aRAEME R BRG] S 1Z 2N LK, A
¥

(1) 7EMfig B & R Ik

(2) BP3R (1) WY 59 AT 24, ik, e, REIMANEERAEYAETIRREZ K, B
7%, BHE 23, BIGHANBANUE, T8 S2HRZIK.

ik, PrikBE (1) QRN T 5%,

(a) B M PE—BORE (B ANEIERR K m r PEAs ) —I & A B B AE — i B & S AR 3 3 — e i — e vl
— R SR — I — i — T B S R P R R B AR — B 25— N RERR, 5T
BT bR E AR5, Hh, FAERT IR S 5456 N R NRLEEE R . ATid R
RGP EAR TR T E B (Boc). “FEMKE (Z) B 9-72-FHEERKE (Fmoc), ik 9-7j4-
FIEERIL (Fmoc) %, FTR{RPHEEIEEANR T, wRIEBAREHET & HIE R,

FTiR TR Ca) BIFCR, BIFRELE 8 1 R,-AEEAc-OH 8 R,-Gly-OH W BUE & i) = A7 BEAR, I\ DCM.
B0 10mL DCM & fRfE, AT BMEsH.

i AL BH AR ) A EABR T NN-— R HEE 2% (DIEA).

TP Cad ROIER AEEE, BP0 5 BUE & R L DN E R A I TP EP &, TR
B OOW), RIS B ERF (F0 1mL 20%PIP/DMF) #3847 kS (540 e S 30min) DA R 2,
AR, BUZBLARDE (B0 100ul), MAE VLA (F1a0 10mL DMF; #RAAECA S, #lun 101 £5),
?Jﬂ”% 301nm E‘JH&%{QA (EZI-‘YEP, H_ﬁkﬁ'\j “Agol” D Eifﬁ{ﬁ (SD) /&ﬁj“j SD :A301*S/(7800*m; W%

B A
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KA N g.

Frid B8 (a) WIS : —HEFEE (DMF). & F 5 (DCM). N-FEIL ST
il (NMP), fitit DCM & DMF.

TP (a) PR E AR R T E NG RYZE R BRI, AR IRk A UReE (PIP)
W, WIE 10%-40% (PIP/DMF), [iB&IFEIAN 20-50min; TLIEIRIE N 20%-25% (PIP/DMF), itk ]
25-35min.

TP IR (a) WP FERR A MR IE TS B NIRRT H i — WA RO B K S = R ek gh
RRFNR 1-BH K =1 (HOBt) k.

Pk — WA A AR EAR T 3 O U (DCC). —RAREm T (DIC) B N-—%
FHEHNFE-N-Z 2 T (EDC).

PR R I = E M85 ALAF A EATR T 2-(1H-ZK 3 =& L-1-3%)-1,1,3,3- 1 B JE R DY % 00 1R ik

(TBTU). O-ZKFH-=M:N,NN'N-JU IR N mBEL & (HBTU). ANEBR AT =m-1-FE = F&E )
f# (BOP) B /NHMERR 4 I = M- 1 - = g ke L% (PyBOP).

PR MRIBGAFIOLE — 5 A 2 — W% (DIC) Ml 132K 3F =M (HOBt). 3 2-(1H-KFH =A% L-1-
5)-1,1,3,3-P0 AP AL R DU S8BT PR ER (TBTUD M 12 EK G =M (HOBU), #F— B4k DIC (Z 5k —
fZ) A 1-FR2K 0= (HOBUD,

Frid B0 Ca) AR “ W7 SR FH i = ERAG I W 22 Bk B 46 & S B o

TP (a) PHIF BRI IR IE 2 IR AR 7 FIM C i la) N 3R ME R AR .

H () RSB ATEEAR T =R, FHZHERTS 8P 5 1.4 (V/V) HHTEHIEN
IR AW o

B NS N EH BRI Z KIS, ik T A 2-10 jk, Bfiih, N 3-7
Bk, fAtis, A5 Rk, ZAKRENIENATE . SRS, XIHRERENE . BEALES, MEBONIEAEL
Bayk: ATAROTEALIAF:  deR AR AL sk 2K 0 = R Mess Eh AGAF A 1-E 25 - =m (HOBt) k¥
EE W AE (HOSU) k. Fridtr — WAALRFAFEEARR T SO m W% (DCC). R M
& (DIC) BE N- A IE-N-ZEBR i (EDC). AR ZE I =& Medsth AR A B E AR IR T 2-(1H-%
H=MEE L-1-35)-1,1,3,3- D0 AR VO 48 MR B (TBTU ). O-ZK 3F = ME-N NN N'- [U FF 5L fiR /N i i 9 1

(HBTUD. /SEBEMR A= 1-E A = (CHEE) B (BOP) B S FBERR R H: — M- 1 - S — s g
5 (PyBOP), ik — A& — Wk (DIC) FEIEIRIABL L IZ (HOSU); i&ALES BT BIVRAR KR & AR )
BRI IR G PLIAFR, A% DMF, DMSO. DCM. THF %%, ik THF (JUSMMRE). BTl s B r i e s
AR THUT EERFALE (Boc). FEIREE (Z2) B 9-772E-HAFRFL (Fmoc), ik 9-775E-HF ¥k (Fmoc);
BRHVEILLE 30°C R, 1-2 /MBS, IDANBALTI =R, AR Fisk5e s, il e s EA R NN-— &
W 2K (DIEA); £idhezk, FrIBHIEFIR S 3140 &9 2.

$4, s 2 FEKEF T, 0 DMF. DMSO, =R T S5MWMEEE B 34T 12 /DRI . B
FOREE, i, A EATIERE, AR T RN ES, FTREIRFETREAR T NN-—FHE O

(DIEA); Bel8301b &9 4, &Y 4 v LB 24 4 74 RP-HPLC #7441k

F=, WEARERPENZ KT RE R, TR R RIS EAR TR T AR

(Boc). “FEIKE (Z) 5L 9-75 - (Fmoc), itk 9-77 F-H BRI (Fmoc); JiFRE LR EE
FEIMNG AR BERT, AR RN IERAEHRLE (PIP) W, RE 10%-40% (PIP/DMF), fii
RIS TE] 9 20-50min; AEIEIRIE N 20%-25% (PIP/DMF), BRI 18] 25-35min. @id4ifk, BIAE2)0E4
5 (Bl, DTY-AMB).

FAN, S-IEREER B U DREBEHEE R B ke Sk ih e, s-MERTER BUHTEEER B
R AT ERIEF OH A N H; MK S-IE M TSR B il LUEE &R E 3.

KR 35 P A AT R R 2 R R R, AR B TR P R 2 B IRATAE I il 2% 5 1R vl DL
— SRR P IR . IR A R4 7 A TR E AN PR T AR € iy B P As el vk, ik e A i v

AR LY FER B IKATAY AR ST B v DB AR E R (MIC) REE. =
I 11 PR S 86 = AV AL 28 1 2 (NCCLS ) HE 72 R FH ol 2 IR 92 s R DR 2 2% B T8 245 00 ) e AR T P8 IR P (MO,
BRI R A RPMI-1640 35375, DIFiTEEER B /ENFEVERIR. AAMETENE R, Ak FIRAER
WHEER B IKATAEM B A B AR S ERE .

5E X
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FRAES AU, ARIEFIHB THARERES FAE Lo — MEENIAREEER AR E XFER T A
NAZBONA N E BN 21, TN AR AU @ & R YA H RS AR, BT
P AR S 7 A 7 i LT A

ARG “ATIR” B “ATikih” RIEEE S AR FAE UG AT CUR B KA, iR R AR irid FHi 4
BRI KA TR AR E . Blin, 23 “ATR” iR B, 48 23 DU REECH) (CHLCH).
BAELARH (40 CH,CHLF). ZEULIY) (40 CHFCH,F. CH,CHF, %5) 852 &4 EfCH) (CF,CF3). A4EE
RN RATEAR, A —AaE N AT IE ], A2 5] NTALE 22 8] AN B A7 R/ B BE & ik
A AR B AR

AT Con $8Z358 5 B m-n NIRRT 0100,  “BR 50 " F5 2 kL B 3-10 MiJE
Fo TR0 WIERE” 8 Z WA BA 0-6 MRET, SRS 0 MR TR, 1Z3ER .

A RE TV, RS EEE TP RSB Pl “Cl” Rz EERI T BEA AR T, 2 ANk
FHF. 3 MRET. 4 MRIE T 5 MRIETEL 6 MRE T

MAETAR R (I R) ARSI R E G TP I — R DL BB, AR —FE L T B8 SUER R ST
Bl. Rk, Blan, wR—NEA 2 R PTEAR, WA R 458G ML AR,

ARiE “” B “HR” 2fEa. & A,

ARG “WBEIE” $5-CO-ZEH].

ARG “HH” $5-COOH H[H.

ARiG “F2H” ¥5-O0H Z M.

ARiE “FHL” $5-NH, HEH.

ARG “hedt” ZFEAN CoHapy BRI, 125380 DU HFEECCEE R . D, RiE “88 o kit” 45
A 126 MRETHIPM BEFEECCEERIRER (FlnRiE, &, ERZE. FEZE. BT, FTH,
PR 3E, RUT 2. IERIE., I-HRE TR, 2-FIE T2, 3-H T3, Hkdt, 33-HERE, o, 2-H
SRS, R, B, RS, EE R, EBEE AR A e s (Rl B
iR FEE X

ARG “heE I F5-O-kcdt. RIE “Pehiidt” $5-S-idk. RiE “heEE " 15-NH(E).

ARAE “Ifedt” FRoe AN I H ol PLLLEAIA, TR BN EAE IRIN . BRAE S G185, ZRHiE
WO 3 E 10 TR, RN 3 £ 8 i . WIEEAERBIME L ERENR TR AR, T EE, FRE., F
St UK IR (ROR[2.2.1058 28 IR [2.2.2]65E . &NIEsE%,

ARG “H5H” I8 EA TN © B PR RSP ETE 2R FR R . fli, FETEA
6-20 PMHE T 6-14 NEFEL 6-12 MR 55 ZERARR B PE2f A EAIR T 2838, 2R B LS,

RiG “FFHR” RGP AXPEL2H KRR, HhE&FEDL—-%E N, 0. S FIHETF, HEWHET
HNC HHEEFEDL—AFER. Mk FEEGRN 4 £ 8 o, THE S5 28, HEFEE6
2144 BHEZ6 £ 10 METFHRENHEI . 4255 20 AER S S2p QL F5(E AR Tl gL, Bt
IRy R, KRR DEERRRL . R mbngb., mEogESb, mRERAL. epbL. FRRdmpROE. PUmRE, =m, =
BRHL ., RIERRmgIE, AJfmEny R, W[k, R RS,

ARG “HEAR” 24t BT AR ANl NE R F B ARERC, RER el PSS ens
K37 BB G IS RAaE B . SECHEYE (B1=0) i, BERERNEE TR, 88 e k4
EFGERE L,

ARAE “25 PO RS2 RAER AL &4, AR, HEYIREGALTT S, EATAE BT AR 1 A W i)
JWEZ W, EHT 5 ARSI H R i, s 2 5. ek, 1 8ok s s s e ) R R
FERIE, 5EBERF /XS ELARAR

VERZ% Earszpadh, ihn, WTRMRESEE. Hdh. 5ANBIERKLE. 5TVBERKE. 5
BB, SitaiEm it AR IR . 488 ARG S @ EA R T4 B i i,
WanaNEL . P, 4RI E, PldsEh. BEEL. BIERAE. FRERAE . S YU B B AR R i s
WEFEEANRTS=. =2/, e, BRUNE, 2.6- " HRME, 28, 2. =28,
WO, W RS L . 5 TEHUR I I B A AR IR Sl P se ) B FHE A IR T 5 3h R . SRR . AR
WilR . BRI EL . S5APRE R AR LB B ERR T 5FR. 2K, ZHiR. 55
MR, MR, SERMER. Dok, AR, AR, BRI, PR, KR . R RERHERESE AN, 5
P IR T R L P AERR 1 M se B TS EA R T 5 REE IR . MEMR .. SRREL AN E . SmEEER
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FE R R HE R I M SE R EA R T 5 RAER . BRREHERINER .

ARG “HPIRR 7 Rte — Pk 2 P B g (1) 40 G a3 5 70 A ST ol i 2 52 1 8 AR i vk
b &Pk EANUR (B RIRER . RN . sEERHI7 . 294 E Y0 B a8 R T 5a Bk
B FAHIERED .

ARG “245% EAT B2 R AR, B R AVIRC I BRIEER, 1 EA S E R
AL SV A E T B B R BRI . R RRA . BRER . S E AR . R R B 7 A AT AR
N GBI, I B AFSE Kb &0, b AR TER/SUK AT IZIK R &4 K MR ACHERT R, SRR
M. B KSR

Rif “ZMK” ZHEH 2 MU R AR BT R ERET R EY, FIUEARRT 2 Ik, 3 k. 4
k. 5Bk 6 k. 7 k. 8 k. 9 k. 10 k. 15 ik, 20 fik.

FEANH, BRAERAWRYE, SURE “64. BMEA (comprise. comprises F1 comprising )” 4%
F AR R, BWERTAIHMER, AR PBAN, Ermm e RIEHMER, AP %.

RiE “AEEAc” 248 2-Q-Q-T I LEIL) LEIL) LK. RiE “Gly” R HER.

AHIERETES AL B EAR R P, PSR ENE PR T ESRESAR T AT EE K
PR JE 12 BT B 5 B R R A G PR B S . T 45 & B A R AL S0 R 467 25 1 SE
AL B AL AL B OB A BURERIREAIE, @insr Rl 2H. CH. M'c. B, Me. BNL PNL Po,
170‘ 180‘ 31P\ 32P\ 358\ ISF\ 1231‘ 1251 ﬂ:ﬂ 36Cl %0

B E AL R ARICHIAS R IE LS (B PH & MC ARICHIIBES ) BT Tk & R/ B M 4L 0 A 4y
Hrefo fiAb CBICHD AIR-14 CBIMC) RMI R BT E018 TG a2 e k. wah, Fik s R
& GEOUR CRP PHD) BUCHT DAER AR b by 5 oy o A R M A A T 00 s (A n o #2452 21
BRACHFRIE TR, I L fE B Pl AR ik . ER T RERAME, & "0, PN, ''c 1 BF
AT T IERF RS EZH (PET) BFFE LA E Y A 2 . 8% T Ul 5 A T S U7 2 R01/80 5 it
B AR R ) R AR, I R R AR LR B R 22 AT 2 AR in BSR4 R AL R AR D A i
WED.

A FTE AL ST DL S AR AT AR N R T B I 22 Rl RO VE SR, ALHE T A 25 1 B St
X HEHEWSFE RS G IR S /7 20 0L B ARSI AR AT i 2 R B 47 2, PRIk
St 7 AR (R PR A I ) S A5

A F B S 7 A0 ISR E A0 IR SE U, BT IR BRI A& & T A Rl A A8 40
HrF ARk, N T IRBARIENED, BN T EASIEHEAN RAECA L7 AL 64
B SR ECE S SRR A T M

N T HERRI AT B, LLEI R 77208 B BRI LR R R I OO e 1 HE AR A UL B A
AR X R RO AT A TR T AR B il B imdedt. Fra o8 FIX e sofi B ) S B X
SN B RIR R E T FIEE A NEE, I AR BT 58 T 1% LSO AR B A B0 B ST -1 P 25 1)
EFPERAIN . T H, AR, LEA A ST 8 AR AT AR 51 FH A e T2 H AR Bl o AR U )
N FIE R —EB 2 BT

DLF St A A R AR B AR B — AN T, AR AR R B 3 Y PR
s Pl 5 B

B AP EER B M4 .

K2 AEE T 1) DTY-AMB BARGELE R, e a s T — MR 4, sk A —AaE, Bk
PEZ BEE4 T (T B Gly-OH 5{ AEEAc-OH } Gly-OH A& v LUEfa e B iz 5t E R B B
B, BRI E G WK AR, TERNERRE, —HINEE TSR B AR, 55— ATk T
HE B etk

K 3 A 17 DTY-AMB L2424 i B2 K .

Kl 4 JyH 574 DMRO78 L4519 1K

5 5 DMRO78 K AMB [RGBl s Forp B SA R HE 1 A0 T H B A ¥ DMRO78 & AMB(12.7pg/mL)
FIM s iE P, B 5B i 7 40T PBS 220 ) DMRO78 A2 AMB (12.7ug/mL) FIWRIOGIER: KB 5C
NHUT AT PBS PR R DMRO78 (62.4pg/mL) BV E K .

BSRLNW Ty
SEM] 1: DMRO78 144 5 4l
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K& k&5 H-AEEAc-Gly-AEEAc-Gly-AEEAc-OH
DMRO78%5 44 :

H 0 H
H|2

(1) B FARF

2-CTCH g, HUU{E0.945mmol/g .

Z M N: Fmoc-AEEAc-OH X Fmoc-Gly-OH

& R7: HATU. DMF. DCM. DIEA. WREE.

(2) 1X+#=

CS-BIOZY 2 Ik& B . Waters6002: ] 2 A4 = ROUAH 1154 . Beckman 250l BuchiiEZ54X

(3) ¥R (llght g Ak

a. [ AR TG L IR

FREL2-CTCH AE1.00g, B T2 KE R MEEF, IMA10mL DCM, &Eifl1h, FREL2-3f% & K
Fmoc-AEEAc-OH & "% B 4-6&% B (I DIEA I A 10mL DCMIAR)G, AN, #H7RB, RNIEE A=
1 Q5CRELLE, BMEK BRI, KB /N, B —NEEEREEE TS L, REDCMBEE
BEAG6U, I E A R AR ERAE (SD); BEJS IA20% PIP/DMFEVR 10mL, 84 30min it 52 SR,
DMFZEEH ROV, RIS N SR, AR =52 M Fmoc-Gly-OH. HATU &MWL EU N f5 2 FIDIEA, JIA
10mL DMF¥ G, 34T KB, ONREAER, DL =8 SO W S SRR, e I 6 6 000 A e B 56 A%
FIDMFZEM A6 TR o T, BPaT 4 B _ER RIS AN SRR 1 7 R4k S T N — AR LR I BT S L
WIEIR, HE4WE AR,

b. 2R K UTTE

ZRE R, WRE, RSmLEMRIRT/ 1M A8 He B N7, 355 EC N TFE: DCM=1:
4V, ZiRHER M UM, S8R 25m L FE 2T, 40° CHRBRIAZ T, S35 B2 N A 10mL DCM,
BB A RZEET, REHT2-3, BEMA3nL DCM, FETIEIKZ R, FER R £ 50mL 30
B, IIA40mLZBE, THE-20°CIKFET20min, B0, HATEE, REHK.

c VBRI Rl 4 M B R BIKAT AR

FRECT-18 J5 O k0. 1mmol . HOSU 0.095mmol. DIC 15uL, FHIASmL THF (25°C, B2/, JiE
Z&F&ZTHF: A SmL DMSOB RSN =4, I1N0.095mmol 7§14 5 £ B LA 7ul DIEA S K [ B 1~2/N
HIN20% PIP/DMF#4mL, 2 /5i10~20min, HJ75 2779,

e N4, A4 AIRP-HPLC, SHHP#nikiT itk

alifh,

R Nano Micro C18fil% 4 (10mm*250mm, 10um)

Jii#: SmL/min

R 409nm

MENAH: AfH: 1% HAC/K

BAfl: 1% HAC/Z B

VR AR AR 1.

#1 BRERIER

(A (min) A (%) B (%)
0 74 26
20 73 27

120 73 27
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e N4, 261260 HPLC, SHSCEEF Y047 2047
R YMC-pack ODS-AQ C1873#1# (4.6mmx250mm, 5pm)
Jii#: 1mL/min

K : 215 nm. 383 nm A2405nm

WBhAH: AM: 0.05% TFA/K

BHH: 0.05% TFA/Z. %

BRI AR T a0 382

K2 MR T

B[] (min) A (%) B (%)
0 80 20
5 80 20
25 20 80
26 10 90
31 10 90
32 80 20
38 80 20

WA K T-90%R Hbrdl sy, WEZE, AT, ZLESI-MSHH T/ FREHIE, M/Z=1473(M+H)" 53
WA T EAAT .
SEREf 2: A T MHEHEER B MATAEYINH % 540k

RAIMRFH: NEHGly-OH. Z{AEEAc-OH X Gly-OHF2-104k

FEMIEER
ERH-T-AMBHI A B EZBIKATEY, ST ESRAALEYDMRO078, BRI A AH & k& liFmoc
-T (T AGly. BKAEEAc K& GlyH &1 R 2 B, BRI E 82-10); @] % Fmoc-T-Osu; &
Fmoc-T-Osuf& it T ZBRIE R, WRIEM FRFmoc, fAGSFIH-T-AMBRIFEERBIKAT AN . KA
RP-HPLCKT = kAT 2lift; ARIEL-GWiEaRIL), FR3IFES T %St AL & Y0 IFR B AR 4 1 U
23 WEVIRFR FARS o F

B FHXT 53 i
H-(Gly-Gly)-AMB 1038
H-(AEEAc),-Gly-AMB 2287

SR 3. TER R B RATA YA AR A

PR =B TER RBAKATAY) CRAJS SEaf LA R 5 iEsl ) WRIERie, Ak¥H, RA]
WA ENTHERVERAT TlE, SRk,

R FRIEINE S5

&) B (mg/mL)
AMB <0.001

H-A-G-AMB <0.5
H-G-G-AMB <0.5
H-A-A-G-AMB <0.5
H-(Gly)s-AMB <05
H-A-A-G-G-G-AMB <0.5
H-G-G-A-G-G-AMB <0.5
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H-G-A-G-A-G-AMB <05
H-A-G-A-G-A-AMB (DMR078) >60
H-A-A-G-A-A-AMB (DMR079) >60

H-A-G-A-G-A-G-AMB >60
H-G-A-G-A-G-A-AMB >60
H-G-A-G-A-G-A-G-AMB >70
H-(AEEAc),-Gly-AMB >100

7. ATEICAEEAc; GIEfLGly

ZEREIR, AMBJLTANETAK; HAEEAcM UL T30, WINGly, ERERA N, WE 3 NGly
i, H-(Gly)s-AMB, HIEMETKIG, FIEBCE RN, SHEEKRE: BAEEACH ML T30, Glylf &
5w, AMBRKATAEMIE B AR, DMRO78EH S 003E 7K IAMM:, SR, B EAKM: 2 K0t
K, WHEERBIKATAEYNEMRERR, IEEEANTHE N, B2 LME .

SR 4. BiYEFE R B AT Fa et

AMB MR ZE K I = N AR BRI HAC AL 48R 454 . CANSLHE DU S5 1 S C o SE PO B-FE T 5, i
Hp ] 2 P E M B R B R A . Al Ty SN TR . AN R BRI 4 P I B = BARATAE MR A
EB4 LT 7B, MBI R ERE . OFEFEERT (ZH12h), WHERBIKATAENIC
P12 ERLE Ky S P R4k, @FEKpH (JITFA) R, &S 774m/z 8014, HENIHC ot p-HaH s 22
GEBYCERAAE T, HAKEH I CInR A ZE A, TRE (2200C) #YeEM T, EY3ti-tins
HARMEN, H &P ERBIKAT A RBGE Y. Aind 7 ST R RIG R E
EBY KM Ik A B et A w e, fE4°C. 25°CTF, LK. PBSNWAT, FEMAETRE4h, 12h, 24h,
48h)5, FEHRP-HPLC (215nm. 383nm-~ 405nm) A2 2L 35 K 22 1k
SEHEB 5. ARANYT B TE PRI 2

FRAE 2 B s PR IG EhR AL ZS 12 (NCCLS) HEFERI T R 12 W T2 2 251 T8 26500 W) e RV P oAk
(MIC), #4775 K F Mueller-Hinton (MH) R #5758, [ €& BR B 85 77 26 % A Hyclone 2§ & %Y
RPMI-1640F535 5,

BRI

(1) PLil 250 A 4% -

R BFTEC 1 1R P 320 pg/mL IR AMB KT AR 0 R0 BE M HE S PR I BB R BN S AE, B T 20 CH I Ak
FARATE4 .

(2) BEFRFERIECH]:

HEEKEFRERAME D THFRE, BARRHI 7E0 R 1L RED S H2%HE M. 0.2% R
HH . 0.5%B M E AN, 0.05%MEEE. 0.1%E 8, % ERAIRREUEN BRI SR, BFT <
ARG, ERZEIL, HpHET72, MA2%IEM, 121°C &R K #30min.

EEMICHA K fiHyclone 2 K F4RPMI-16408% 575,  BARECHI /73E00 N FREX18.00g 8 A HiE T — &
B4k, ERFS00mL, 115°CHEE KESmin. FELEHER, 1K ERS &P’ I 500mL
RPMI-164035 755, IRE G4 CIHAE%H.

(3) BRI 45

PREAE AR A KASh BB RV, R RS TR R RN B 774 L, 28°CH¥E24h, 1
S A A K T A Hy clone 24 B BURPMI- 1640 4435 77 R 8 Hp BR A 30,52 [bnifE, M4 T4
E T 1x10°~5x10° CFU (colony-forming unit), HUH B 29 ] Hyclone 24 K AR PMI-16407 45 77 3L 44T
L2086 RES, FREAT L S0MBRAE o i Bamt, T BRI A 24 T-1x10°~5%10° CFU/ml.

(4) FBEPUE Z5W0 1 & S P R M

B —396FLIR, TEEBEIFLFIMAL60pL RPMI-16407% AR 7558, 552-12FL P & A 100uL RPMI-16403%
R FRIE, ARG RS 1FLINAPE 28R (320pug/mL) 40uL, JBZ2), #EWEI00uLE 25, RAEH
MEE2FL AR B 100uL 563 5L, ML h B2 1090, HEME10FLP R E00uL3TE 2, ARG HE1-10
FLE 1230 I _ER ] 4 I B3R & 100uL, 8 B FLE B X T IR £0°52.5%10°CFU/ml. #51-107L.2%
VI FE 43 3 32pug/mL . 16pug/mL . 8ug/mL . 4pg/mL. 2pg/mL. 1pg/mL. 0.5pg/mL. 0.25ug/mL. 0.125ug/mL.
0.0625ug/mL, SF1FLNAE PR A9 LM 2 AXTIR, S 1240 & BT 249 B X IR .

(5 BH
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PR A 96 FLIR B 128 C A At % B 40~50h.

(6) 45

PAHR AR, JCE B A=K I e AR 259k B3 R b S R B IR . (MIC) » S BU B8 239 IMICIlll 2
HRINKS R,

F5 MICHI 5E 45

WEY MIC (umol/L)
AMB 1.08
H-A-G-AMB 1.78
H-G-G-AMB 1.93
H-A-A-G-AMB 1.69
H-(Gly)s-AMB 165
H-A-A-G-G-G-AMB 1.44
H-G-G-A-G-G-AMB 1.54
H-G-A-G-A-G-AMB 1.44
H-A-G-A-G-A-AMB (DMRO078) 1.36-2.72
H-A-A-G-A-A-AMB (DMRO079) 2.56
H-A-G-A-G-A-G-AMB 2.61
H-G-A-G-A-G-A-AMB 5.22-10.46
H-G-A-G-A-G-A-G-AMB 5.03-10.08

7. ATEICAEEAc; GIEfLGly
SR 6: ARSME TSR

LADEE B

T A 41, NaH,PO42H,0, Na,HPO, 12H,0, NaCl

2 AN

Allegra X-22RAUKIR g B 0L, TR, MEBEAS, SHP-150R AbiE 748, 96wellli, BEFFIX

3.SEH

(1) PBS (BERRZEM LA BEER /KD 22 PPy ) ]

0.2mol/L NaH,PO, 2H, OB} #: VEHFRENaH,POs 2H,0 3.12g, M#igKIPLiaMRE, €82
100mL.

0.2mol/L Na,HPO4 12H, OB B H: VEFAFRENa,HPO,- 12H,0 14.32¢, N4 KiPHiEmE, €8 %
200mL.

0.01 mol/L pH7.4fIPBSZE i : HX100mL 0.2mol/L Na,HPO,- 12H,08:%, F0.2mol/L NaH,PO,-2H,0}
WO HpHE M 2274, BAS0mL_FRZE i 4ok R 2045, FEFRIEN9.00g NaCUIIA K .

0.01 mol/L pH8.0FJPBSZE i : HX100mL 0.2mol/L Na,HPO,-12H,08:%, F0.2mol/L NaH,P04-2H,0
B HopHE R 228.0, S HS0mL FIAZE MR F 4ok M Re2015%,  FIFRE9.00g NaCLII A,

(2) ZRYM %

YRR B ARG I B0 P 1k B BRI RE N, FpH 8.0 PBSZE ik e 1) Fe ik i 242, 56meg/mL 435 Ik
CHTATAEDFE S A o B A 7R B FHAC, FpH 8.0FIPBS 22 i L il v LA 45 e 98 i pHIk |
7.3-7.4, BANEMREBZENATEYIN BN B M), 20 CA A . AT WIS B, &5 HDMSO
fic & 5. 12mg/mL, #AJ5 HpH 7.4 HIPBSZEM R AR A5 1.2 ng/m L A5 0 o

(3) f I 21 2 i ) b 38

LT I AT e ~E 2= T, INANZI10/5 &R IpH 7.4RPBSEEM, #5250, 1500r/minB 00157050, Bk
B, UUERAN R A pH 7 4/IPBSSE IR IR Ry iEvkiR2-3 1k, & LIEWA BNk, KA
LA HpH 7.4 FIPBSZE MR L B2 Yol TR 2R, A58 F o

(4) I FFEN e D 3

L —3RO6FLHR, 7ESE1-11FLA A 100ul pH 7.4HIPBSZE M, TE12FLIMIA100uL X ZEK, SRR
FUMABTE AP E (2560ug/mL) SHMHEEFRBIE (51.2ug/mL) 100uL, JBZ], #EHEWRE100uL 252
FL, BEGHEMNE2FLFE100uL 2 3L, WHIESE B EFE10L, HMAFE10FL I 100uLFF %,
RS R HEL-10FL S L1-124L A IiN Fod i) 28 B 42 R0 25 100l 2% 0 2120 R TR 2V, A LA 2 A A Ak
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JEL NI 10M 0/ FL . PUE 255 1-10FL 2K 43 5 9 640ug/mL 320ug/mL. 160pg/mL. 80ug/mL.
40pg/mL. 20ug/mL. 10pg/mL. Spg/mL. 2.5pg/mL. 1.25ug/mL, SFHRZGYM 1 F EBRISE 1-10FL 280K =
2 H912.8ug/mL. 6.4pg/mL. 3.2ug/mL. 1.6pg/mL. 0.8ug/mL. 0.4pg/mL. 0.2ug/mL. 0.1pg/mL. 0.05ug/mL.
0.025ug/mL, 1AL NI ETE+PBS BB AT HE, S5 12FL 9 2040 M VR B+ UK FHPE X R . B
B T37CHEEFHIE B 1h.

(5) ®E

BEIWG, BH6well#, 600r/minBS 0015704, B EiE FHBEFR N 2 540nm FJODE. %8R T oA
STRFE A, HAFIHXT R PBS, BHMEXTRE N AZE K . #iiL 2= 5% OD- 1 1:0D)/(FH {4£:0D-B 14 0D)

(6) &57

P 1 B 2R BIKATAE A A1 i B 45 3R WL 3R6 .

o6 AN SR

wE PRAM MR (ug/mL)
AMB 6.4
H-A-G-A-G-A-AMB (DMR078) >640
H-A-A-G-A-A-AMB (DMR079) >640
H-A-G-A-G-A-G-AMB >640
H-G-A-G-A-G-A-AMB >640
H-G-A-G-A-G-A-G-AMB >640

7. ATEICAEEAc; GIEfLGly
SEHER 7: AMB & DMRO78 Y6t 4 i f1 [ B KR4

LA R B AR

NaCl, KCl, Na,HPO4 12H,0, KH,PO;, DMSO, CH;OH.
2 AN

B RT, (EIEAHHE, UVIS00EANTT L4y e it
3.5 Tk

(1) PBS (BERRZEM LA BEER /KD 22 PPy ) ]

PBS, pH 7.4, 1L

Wil — 4% (KH,PO4): 0.27¢g

IR E 4 (Na,HPO, 12H,0): 3.58¢

SALBY (NaCD: 8.00g

FALBH (KCD: 0.20g

h7KZ1800mL e 3 W HEE AR, SRS IR WpHAE 74, & F|IL

(2) ZRYM %

YETRFR B A RMIDMRO78, 435 FIDMSO. pH 7.4/ IPBSEE MR AT 1 ik 2 41.28F12.56mg/mL (K145
TR, -20°CA % .. ERTRELAMB, FIDMSORCE %1.28 mg/mL, -20°CA %A .

(3) Mz %

G, B20uLSE 1R FRDMS O R IN A Z2mL FEE 8 2mL PBSZZ#f ki (JHFRDMSOMIEM), 74k
43 HL20uL 30uL. 40uL &% S0uLAIDMRO78 2.56mg/mLIAR A E]2mL PBSZE b ih s Hk, FREWHE
30CHEB300%; HJF, B E300-430nmyi FH U V-Vis 6 itk 40 -

4) R

AMB & DMR078 (H-A-G-A-G-A-AMB) BGiG B4R LES. ESARH 74T F R DMR0O78 &
AMB (12.7ug/mL) FPEIEE; ESBAH 7 A TFPBSZEHE H IDMRO78 XAMB (12.7pg/mL) ¥IY6HE ;s
E5SCan i 74 FPBSZEM K R IDMRO78 (62.4pg/mL) HIYGIE .

R E AMBAEPBSZ iR A2 A, RIERARTE L nliE M B SRR DL R IR B R TR
JEEEA348/A4091 LR O HIEAMB A R () BT &E4845; B LRI A, AMBLLKADMRO78/E H BE
WAL A QA RE (K5A); EMHRIRWKE (12.7ug/ml) F, AMBLE409nmAt FW ORI G IE AR o
AMBEEH B A BENSR, WM, ATEYDMRO7S AR EBIR S, AEEHBENSE (E5B);
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FER R R (62.4pg/mL) T, E409nm AL IADGIE R E R AT PDMRO78 B4 TR 2 LA 75 1R
=, R REIS (E50).
SeHER 8: R4k HEK293T 41 21 &

1AL R AR T

HEK293T#4iffl, NaCl, KCl, Na,HPO4 12H,0, KH,PO;, MTT, DMEM

2 AN

HF R, MEBNE, 2RO A2BAY R AE, WEURIERRG %, CO28:FR-4E, Bl
{5 8 Wiee, (HRAHE

3.SEH

(1) PBS (BERRZEM LA BEER /KD 22 PPy ) ]

PBS, pH74, 1L

R — A8 (KH,POy): 0.27g

R 8 (Na,HPO,-12H,0): 3.58¢

SFAkAH (NaCD: 8.00g

F4ks (KCD: 0.20g

h7KZ1800mL e 3 W HEE AR, SRS IR WpHAE 74, & F|IL

(2) 2P %

TR AR JDMRO78,  FJCEpH 7.4 PBSZE 1 e il A f5 43, 00me/mL ) AR UVE. (3 JE i
TESREF0.22um ISk, FERS TAEG R, 20 CA & . ERRTREP IS KRB, FIDMSOR: & 1k10.24
mg/mL, A5 MHpH 740 PBSZ MR FER1.024 mg/mLIF+IK (I TCHpH 7.4/ PBSEE R AE#E 5 TAE
G,

(3) et A0 R K

B T, R e B T, AEFLIN N 100 pl, R A 2 0 4 R 5 P 22 0.5 1 0 4 /AL (G
ZILHLHPBSHET), 5% CO, 37CHEEHR. E4MREEHILE O6FLT IR, Ik il i
NBREEREE 250, 8RR, F4L100 pL, &1IPNEFL, 5% CO, 37°CHE24-48/, {5 E Bl
B NAER., FE LIEW, BEAALIIANL0 WL MTTR W (Smg/mL, B10.5% MTT), 4k8:5%5374-6 he WL 4LA
BRI, AFLIIAL00 L ZHIE N, ERFLIRD & DAGERIRS10 min, H45 R0 ERRERZ
A OD 580nm bl &4 FLIW e . RIS BT (7R, MTT. “H WM, FHEXTRTL (41
e AR B I 2P AR T BE R EE . MTT. AR, 1% HF ARG R FL (4Hf. 35774, MTT,
TR

(4) &R
AMB M DMRO78 AR SNE B 14 45 5 W3R 7
T RAMNE LR

&Y EC50 (ug/mL)
AMB 25.6
DMR078 1500

HECS0REE 5. SAMBHILL, L& P/DMRO7SHIR A E 4N il 5514 BH B PR

FRAE AR BT ATF RN 2, FEMET AT E RO 1) B A 4 & 90N /a 07 135 T8 75 b 47 1 22 S B mr
ATHI RIS . B ARARIE O e St 5 et Ak B A& R AT 7 IR, B AR AR A BT S,
TEARTS AR B INE S . RIS DI T, aIXH7E SL AT 0 4 -G R/E 7 v DA R BT IR 7 i A 0 IR B b
DRI 7 34 T A

ASCATS BT SCERI A TP B 5 & Tk, 5B ER, AR MUREIER . BF Lk
N R N WNS [ S E
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BFIERF

1. ORGP E I 25 H

Hr, Rk E KL RIS

Rz 1% H 2 R4 AR B H;

Ry % H H B Ciy BREBUR A,

R, A OH B H;

AR, FTIASE K2 B4y 0l LA HA(Gly)n-OH £ B934y, Hodh n B 1-20 RS %, B,
n HU 2-15 FEd, &AL, n 9 5;

AEREH, FTIRSE KM B AT LU H Gly 55 AEEAc I8 Ik 2 k85, ZIEER R
FEN 2-20 ik, BACHA 2-15 Ik, B, N5 ks

AT, ATIRE ALY 29 Fmoce B¢ Boc.
2. ARFEBCRIER 1 TR &2 SR, A smK M 2 B4y & H-(Gly)n-OH 2 B35y, H
Hon B 2-20 BEEEL, BpiHL, n Y 2-15 E‘J%Z& A, n N5,
3. RIERFER | Frid e iz L, kK2 BYEs a2 i Gly 5 AEEAc @i Ik i ik
15 BKEY
4. WHENFER 1| rRM Wi X AGHE, frid R & H -(Glyn- . -(AEEAc)n-Gly- .
-(AEEAc-Gly)n-AEEAc-. -AEEAc-Gly-. -(AEEAc-Gly)n-. -(Gly-AEEAc)n-Gly-+ -(AEEAc)n-Gly-(AEEAc)m-.
-(AEEAc)n-(Gly)m-F1-(Gly)n-AEEAc-(Gly)m-, 1, n Flm % 5N 2-9 FREE.
5. MRYEACRIER 1 84 Frid ik S eH 245 &, BTid Ry % H -(AEEAc)n-Gly-+ -(AEEAc-Gly)n-AEEAc-+
-(AEEAc-Gly)n-. -(Gly-AEEAc)n-Gly-F1-(AEEAc)n-Gly-(AEEAc)m-, H:H', n flm &% H M H N 2-9 K%
# H FEH 2 R, ) AEEAC e K T5T 3.
6. ARAEBECFIER 1-5 WA Sk 2 #, Hd, Ry, N He
7. ARAEBCRER 1-6 £ — WA Sk 2 #, Hd, Ry A H.

8. RAEAAIER 1-7 (£~ R L S B A &, iR e &P R A (1)

OH 1]

H.A, R, A Fmoc. Boc 8i# H;

R N H 8k Cy BRI AL

Ry~ OH EL H;

AR, T RS54 Gly SHATAEY). 8%t AEEAc M Gly B4 & 22 Bk B AT AN 2 B

gy, ERXE T FKEERDY 2-10 ik, i, Jv3-7 ik, &fith, 45 0k.
9. ARIEBFIER 1-8 TR EWe 2 S, Hd, RyikE H. Fi, 2%, mi, 1-Fi2
FELOTEE, L-HIERTR AR, 2-WLTRAE. L1-TR 2 AR R,
10. FRAEBCFIESR 8 80 9 Ard b & e 2, H, Ry N H; Ry-T-#EH:
H-AEEAc-Gly-,
H-Gly-Gly-,

H-AEEAc-AEEAc-Gly-,
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H-(Gly)s-»
H-AEEAc-AEEAc-Gly-Gly-Gly-,
H-Gly-Gly-AEEAc-Gly-Gly-,
H-Gly-AEEAc-Gly-AEEAc-Gly-,
H-AEEAc-Gly-AEEAc-Gly-AEEAc-,
H-AEEAc-AEEAc-Gly-AEEAc-AEEAc-,
H-AEEAc-Gly-AEEAc-Gly-AEEAc-Gly-,
H-Gly-AEEAc-Gly-AEEAc-Gly-AEEAc-,
H-Gly-AEEAc-Gly-AEEAc-Gly-AEEAc-Gly-,
8¢, H-(AEEAc)s-Gly-.

11 ARAEACFIER 8-10 A —TUFTR KL S 25 AT #, P, Rs 09 H; Ry-T-J9 H-AEEAc-X-Y-Z-AEEAc-;
XﬁAH%d&GW,YﬁAH%d&G%AHZﬁAHMQQGW

12, IRHEBCRIESR 1-11 TR EMECE R #, it b & EA K [V]:

Hrh, RN H; H-T-REE W RIE—Fh:
H 0
HNa~ g~ o
O m/\[o]/

N
H o 2’
H o}
H‘[ \/\0/\/0\/U1
N
2 O
H[ w
N
H o 5’
H 0
HFN\/\O/\/O\/U\}{N/ﬂ,
2H 0o 3,
H o I
ooy
0l2 H ol2
H o)
H\H/\”{N\/\O/\/O\/U\N
(6] H 0l
(6] O
H
'N\/\o/\/o\)L[N/\n/N\/\o/\/o\)%
fN\/\O/\/O\/q /\r({N\/\O/\/OA\
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_H @]
+N
H \/\O/\/O\/U\Nﬂ
L H (e 3

i, «m“wowoﬂk
”WT\/bnwﬁviwﬁﬁ
f\/\V\“QVMN

oH 4

13, ARIGAUFIZK 1-12 4F — Tk mw Yrs G, Hr, FridMe ek s:

14.

[0, B

X[IV].
BRI E SR 1-13 A — TR I EPE 2 BRI i, 46 (D) TEM G BRI S E K, R

B2 P SRR AT R, 1R, BEE, WRIEMAS —HHATER, BeEE, S AP RIUE,
TR, [EIE AR R 2K Q)%%ﬁﬁﬁ%ﬁ%%ﬁm%%ﬁﬁﬁw,ﬁFf%*wU*%%
YRR B MR BN T AT OB AR AR D, (3) WiBR & A R AL ORG BE 1 22 AR 43 i s B DR

2k,
15.
16.
17.

18.

19.

20.

— R G, b, TR AP SR E R 1-13 T — TR AL & Ys e 2 F S 2 L 590
BRI SR 1-13 AL — IR B A6 5 e 24 A ) T & 254 AR BT R & 2500 ik

BORZEKR 16 frid Mk, SWMEEZR B MHEL, Fridb Y2 1 # B A S B s, JER
A B BVERRIE .

BORIEER 16 5 17 iR i AliE, PR Bk A mEEske . AR ZFAER. AOSIRE . WA ERE .
TP ozkeE . BB E. BEE. Frf 2@ iEithE.

— PR T B 2R T /R YT BB RSOV, e, [ TR 2R 4 T IRIT A AR AR
R A-13 AL — TR RS e L 2 A

BMER 19 Atk 75k, Hrb, Frid Rk B a0 P JEREG: BEERE (Cryprococcus v BER
ZE4E B (Blastomyces dermatitis ) HE&IRE (Candida albicans) A& kE (Candida krusei) T
P &R (Candida parapsilosis )« f1EH#1 Y- (Coccidioides immitis v "EFF W (Mucor). LT
2218 (Sporothrix schenckii ) FIHMTE (Aspergillus fumigatus) .
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