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REFREBZXREUESYNERLEB D FHEEEGIEENR
ZF & oagser X B RN F e

AL RFZN SRR 2E ANES 0 TEeWBE WE A=
A AR e I WALARE 071002)
CH GBS S TR WAL S 054001)

WE DA AEREZ D RN AT A LSRRG EY) FA-DNJ-C6, il Rk 77555 S8 H s
55(DLS)ALZE 4 - (TEM)SE i 7L T FA-DNJ-C6 [ H 4136174, FA-DNJ-C6 7E/KIE W T Bk g B 7+ B 4 e/,
LA SIS AL T FA-DNJ-C6 [ 2 2 A (R Hl EF B H0 ) iE 4, JE I K 0 FA-DNJ-C6 [ 2 2% 1% oW 1 BiE B A 47 (1 1%
B, JoHEN o-H BB, HAMENETER) K E29(0.10720.021) pmol/L, SRHYEXT BECKMS TR AL, MRS T
339 £, XEERMT o-HEEFEFEEEA 2 /MR SIS IS, AR 2 8N R SR B A 1, SR bl B i) vs
.

R FEIFEEIIHIA, B4l 2 -REABERER

Synthesis and Glycosidase Inhibition Activity of an Amphiphilic
Fatty-Deoxynojirimycin Derivative

Li, Min*? Liu, Maohua“ Wang, Qi” Wang, Kerang™“ Li, Xiaoliu®*
(“ Key Laboratory of Medicinal Chemistry and Molecular Diagnosis (Ministry of Education), Key Laboratory of Chemical
Biology of Hebei Province, College of Chemistry and Environmental Science, Hebei University, Baoding, Hebei 071002)
(* College of Chemistry and Chemical Engineering, Xingtai University, Xingtai, Hebei 054001)

Abstract An amphiphilic derivative FA-DNJ-C6 with deoxynojirimycin modification was synthesized. The self-assembly
behavior of FA-DNJ-C6 was studied by a surface tension test, dynamic light scattering test (DLS) and transmission electron
microscopy (TEM). FA-DNJ-C6 formed stable supramolecular self-assembly in aqueous solution. Furthermore, the
glycosidase inhibition activities of FA-DNJ-C6 were studied. FA-DNJ-C6 as multivalent glycosidase inhibitor showed potent
glycosidase effect against a-mannosidase with K; value of (0.107£0.021) pmol/L, an increase of approximately 339-fold

compared with the control drug of miglitol, which was due to the multivalent binding sites in a-mannosidase.

Keywords

glycosidase inhibitor; self-assembly; multivalent; 1-deoxynojirimycin
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MR AU 24 Nk, BB MR A
25 s L P T 400 R T AL ), R R
AR 15 T IR SRR i Y T R 7. SR, 4L
& 22 2 W B TR R 78D, Compain FT Leco-
mmandoux ZUHRIE TR T EZM-HFRER S THEA
B 2N BEE BRI ), HXF oo ER R Bl 00 8613
(Ki)~ 0.15 pmol/L, HLEARLAVIRIE SR T 206 £f,
ZAIE T4 UL B 2H 2% 5 R MR 2 R B T
FIRA R, oL, BATREA"HET 6 4 1-BA
B R PR SEBE AL L 549 PBI-DNJ, H 4
B I T 2 3 B R 1 U o- R R R
Uk REME, UHEN o ERHEEEE, HAMHEHK)
9 38 nmol/L, 5K FIEE( LT 25 )M b g S T
460 f5. T B 2H 2% 2 A0 R B ) 5 ) A A
B, H% T 1WA R B I RR M R ATAEY) FA-
DNJ, HAr K BE M g 7 i 2 A E B T A A
FRRE ) T FA-DNJ f9 [ 21255 22 2000 W L It 0 1) 77
Xt o-H- 28 BE B A P0G (KD 0.11 umol/L, 5Kk
HURE(L T 254 AH i M3 v 7 330 AU ARYE STk
i, 1-BA I B RS SR K EEEY WAL S
PO BELF BN B PEES ) i QR 1R R
BERATEDE G TSN A, %
BB T O ER L S B,

NT W FRERERE KN 1-BA T LS R AT
PEMISEIN, FEHIZ AL &P K P DLR) T I 2Rid AT
T, BT IR - AT LB ZAS 1 e T % 4y
F FA-DNJ-C6 (& 1), @it Rk /15256 sh8aHu
SZY6(DLS)AIE 5t L 53 (TEM)Z: A 72 T FA-DNJ-C6 11
AT, FA-DNJI-C6 1E 7KW F T ik e i 7+ 8
HALAAR, b, SLBEEHISEIGETAL T FA-DNJ-C6 H4
FORPE T R GEYE, K FA-DNJ-C6 [ ZH %1k

HO,

HO - on
Ho' LN
HO
N—N
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:8 OH N\:{
N /N:N (0} 0
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B 1 FA-DNJ-C6 [(I45H#4
Figure 1 Structure of compound FA-DNJ-C6
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Xt a-WEFEEE A IF e B, UHRXT a-H B2V,
HAMHFNEMER) KB4 0.107 pmol/L, 5 FHAA: X} B CRA% 1)
FOFALE, VEPEEE T 339 fi%.

1 HR5iHe

1.1 FA-DNJ-C6 &4t & Rk

4 Scheme 1 iz, LA &TFE AR, 78 =% 2
Bk AEAL T 5 P SO A B 1-FR A R (1), e
FRIETEB M 2 F T PR BRI % TR A 2. 2 RS
FRRER(V © V=3 . D)IRA R BEEB R 1-47 F 3t
il 7 3. @i 3 78 LiAIH, 1F ik R AR sl — 3 AT A4
Y 4. fE—78 CFNHZHETI(DMSO) 5 H L & I FH
TER, ¥ 4580 P E AR, P52 Mannich B, IR
R LA 5P fE RSB IEAL R, 5 AR
SRR R 6. 6 SIROEBSEM AR A F IR
SN S R ORI A B R AT, N T it
T, W05 CRRE N A LSRR 1- A
AEERATEW 7. BJ5 8 Click [ N5 3ATCHR ik iE
bt o) 8M'8 s RiZE B FA-ACDNJ-C6, JiiF 2.1k
Hel 4 T Hintb &4 FA-DNJ-C6. FA-DNJ-C6 Jz Hrf
[A4A%: NMR 1 HRMS %R AiE.
1.2 BHEKRITAWR

I BV T FA-DNJ-C6 7E /KA i B 20
BATN. FLH FA-DNJ-C6 AS[ERFE IR (4 X 10 0~
5X10°* mol/L), S fl A I A & A R B R 2%
5k 23(ST)PY. Wil 2 iz, FA-DNJ-C6 fEiRFERT
1X107° mol/L i}, FIH5K /1 5/KIILKMTK IR EL. pEE
FA-DNJ-C6 ¥R & FI38 0, VR ok 1 iiid FA%, 2k
FERT 3X10 *mol/L i, ¥l y AR . fERLA #h
LA sAAEDIZR, PWAAVIERAE T — £, e s 0 R PRk
N NBEEWRE(CAC, 920X 107° mol/L), ELFeA1HRIE
(IR FEATEY) FA-DNJ 15 51(6.32X 10 ° mol/L), KK
7149 47.39 mmolsL 'em™', k& FA-DNJ (50.3 mmole
L 'em WEE, X3 EE BTSRRI RS B K,
BN T A CAC {HifT PR 7 Hgkmsk AP, Xk
WS R F I FA-DNJ-C6 H A5 = RS, 1K
TR S T A 1 2 2 A,

i, I Eh A HUT (DLS) LR 7T T FA-DNJ-
C6 7EANE pH T HAZEMRMF e, fERELAMLT
(pH=2.0~4.0), FA-DNJ-C6 [ 21 2E APkt 45 5
N 159, 164 F1157 nm (P 3), 57 FA-DNJ-C6 7EFR T %
R R R I B 350k, TTE pH {4 5.0, 6.0 Al
7.0 i, FA-DNJ-C6 H 21 2E A ¥~ 42 4351 8 130, 128
F1131 nm(& 3). S5 45 R K W] FA-DNJ-C6 7EFR 1L 25
TTERREBK I B A2, X F BT RRIESM T -8
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Reagents and conditions: (a) BF3;*Et,O, MeOH, reflux, 10 h, 77.9%; (b) NaH, BnCl, DMF, r.t., 20 h, 78.4%; (c) AcOH/H,SO,4 (V/IV=3/1), 80 C, 5 h,
82.1%; (d) LiAlH4, THF, r.t., 20 h, 85%; (e) EtsN, DMSO, (COCI),, DCM, —78 °C, 6 h; NaCNBHj, NH4HCO3, Na;SO4, MeOH, r.t., 12 h, 62%; (f) Ho,
Pd(OH),/C, MeOH, 1 mol/L HCI, r.t., 10 h, 96%; (g) K.CO3, DMF, 6-azidohexyl bromide, 110 C, 24 h; Ac,0, Py, r.t., 10 h, 50%; (h) CuSO4+5H,0,
L-sodium ascorbate, THF-H,0, 55 °C, 10 h, 64%; (i) NaOMe, MeOH, 92%

B 1 FA-DNJ-C6 1145
Scheme 1 Synthesis of FA-DNJ-C6
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Figure 2 Plot and fitting curve of ST (y) versus log[ Cya-pnj-ce/
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AIPLE RS TN PR TR F i, =
HE AR AR 5 RATRE I EATED
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Figure 3 DLS results of the self-assemblies of FA-DNJ-C6 at
different pH values (pH 2.0~7.0) in citric acid-phosphate buffer
at the concentration of 1.0X 10™* mol/L
) TEM 458 BosH HHBIE IR AR, HA ik
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B4 FA-DNJ-C6 ] TEM
Figure 4 TEM image of the self-assembly of FA-DNJ-C6

a- T 5% H 17 ¥ Jack bean). p- T #& # 1F B¥ (Helix
pomatia). a--FLHEFH(Green coffee bean). S--FLHEH
B (Escherichia coli) a-7 % ¥ B (Aspergillus niger)Fl
-7 % BE T g (almonds ) 55 AN [FRE 1 18 114 42k 4 M i 3

MR SCHR[8c] 732, MUSE T X il 5 2 By (PNP) A&
il 35 75 Wy (ONP) AE A7 45 R~ W R 2h 2 v i (pH = 5.5, 0.1
mmol/L)F1 PBS 2 i(pH=6.8 &% 7.3, 0.1 mmol/L) ]
PrE b 2. 2300 LUK 21 (BT 2590) AR AL S )
DNJ-1 ABHYEXTIE, #F70T FA-DNJ-C6 FIBE I Ea

60

6T =
] 5 K;j=(0.107+0.021) (a)
umol/L
504 ¢
3
‘522 % = O umol/L
40 1 v R2=0.9928 ® 0.25umol/L
| 4 0.5umol/L
0 v 1umol/L

000705 10 15 20

¢ 2 umol/L
[1/(mmol-L""

Vv ~"(min-L-mol")
N w
.9

10

WEIE. G 5 A1EE 1 BT, FA-DNJ-C6 Xt o-HE A
UFEREEIIEIE, a4 R 2 RIFMEH LR, M
XF p-REEFREAE S E. 5 - AT L8 R (DNY) P L,
FA-DNJ-C6 X o-#iHF i A U ik $e it

FA-DNJ-C6 X} o-H BWEE . o- VARG o-
] 25 0 I () PR I K L 30 (0.107 £0.021),
(15.8£0.3)F1(5.060.15) pumol/L. 5 [t HE K A% 51
FEAH L, FA-DNJ-C6 X} o-H B b mE iR e T
1018 f%, & ZRMIEIRE T 339 f5. w554k
DNJ-1 AL, HyGHER s T 4158 1%, a2 e
T 1386 5. W 7T4E R K FA-DNJ-C6 &7 2 H 41235
% 20U B A ). S FRATT R TE (0 Y R SR 4 T
FA-DNJ #HLt, HXF o- H BB H . a- PN EEEN o
T A TR TR S, U B RRCRE Y 1S KA R
T HHEPESE . FA-DNJ-C6 {5 A 2 25 40 i B 40 k1) 751 %o
o= 2R R B )N PR SRS AR AR & T 1.37 £,
X} a-H 28 MBI G PE AT 3 R 339 %, X5 a-H #EhE
HEES5HA 5C, MR STHR[26]4E, a- H 58 5 H i) 5
i B ZAVEG A S s, TS 2 -
BRO TG, REZBMEIE RN EEER, Kk

1.6{ Kk=(158%03)
18 1‘2: pllmoIlL (b)
§ 0s]
4 087
e 15 04]  R2=09916 = 0 pmollL
g 124 040: ® 5 umol/L
. 0 20 40 60 80 4 10 umol/L
= 9 [1/(mmol-L"T) w 20 pmol/L
€ 40 pmol/L
= 6 < 80 umol/L
S
3_
0_
2
-9 T T T T T T T T T T
-3 0 3 6 9 12

[SI7/(L-mmol™)

(c)

= 0 umol/L
@ 5 umol/L
A 10 umol/L
w 20 umol/L
40 pumol/L
< 80 umol/L

04
0 3 6 9 12
[S17(L-mmol)
1200
160 K;=(5.06%0.15)
120 umol/L
1000 40
= 8001 43 R2 =0.9963
© et
£ | 0 20 40 60 80100
4 600 [1/(mmol-L-")
€ 400
L 200
0_
-200+ i i
-3 0 3

9 12

[SI7/(L-mmol™")
B 5 FA-DNJ-C il o-H #EMF () a-F-FLBEEHE(b) AN o- 8 4 M 7 B ()Y Line weaver-Burk 1%
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# 1 FA-DNJ-C6 [FoHEH REH 7S (K, pmoleL™ ")y ARIS U (rp) HIAF KT BT (rp/n)
Table 1 Glycosidase inhibitory activities (K;, pmolsL™") of FA-DNJ-C6, relative inhibition potency (rp) over miglitol/FA-DNJ-1 and

relative inhibition potency (rp/n) over rp/per DNJ unit

WG o- T BE Bl p-HENEER o LR B-LHNEERE o~ M HE G B-HIEI W T I
FA-DNJ-C6 0.107£0.021 NI 15.8+0.3 NI 5.06%0.15 NI

Miglitol 109318 NI NI NI 20.6410.0417 NI

DNJ-1 445+12 NI 71.3%+0.1 NI 1.60£0.3 NI

DNJ™! 270 NI NI 42 25 47

p° 1018/4158 4.07

p/n’ 339/1386 1.36

“NI: no inhibition detected at 1 mmol/L. ® Relative inhibition potency (rp) over miglitol/FA-DNJ-1 ¢ Relative inhibition potency (rp/n) over rp/per DNT unit.

DR BRSSP FERATAEMIN o H R iR AT
SEAFHE .

2 ZEig

BT — R -0 A BT L R AS AR D B AT AR
FA-DNJ-C6, @it F£HTK /1. shALHU A TEM SZL6
SR T AT A, KIMLEY) FA-DNJ-C6 H4H
BT 80~140 nm BRILALREAR, H HiZH B4
pH {EH 2.0~7.0 S RefR e AE7E. JET, Jaid ks
HREAMHI LI 7T T LAY FA-DNJ-C6 H 4255 AN
[F RSP B ISR, RIS o- W B EL A 4 1) %
P, RHESN o-H BT RO ENEEN K HEAN
(0.107£0.021) pmol/L, Lk K#% %1 EE (Miglitol) 1 ¥5 P =i
H 1018 i, LM L5 DNJI-1 G E 4158 £F,
FAXT BN 0 I T 339 A1 1386 13, ikt K S8
FA-DNJ-C6 [ 2R IRAZ 5 P S I BB AR LU 3 K T
20 nm, BEFEEADENETEACA FTIEm, (BN a-H EEAE
B IHNG A RN K. BF RS RR N, R
DNJ 7 FHcEER FE, BRI MR 1-L A3 L R AT
(PR 35 7 AN K, BRI DL 0l 9 5 I %) 4400 o
PE. 220 1-WAE BT L R RATEIN o- H B2 B A
B E ISR R 2 o- B Bl R A 2 /MR I
RS, ATRPEZ R th IR G s B A AR, $E b
0 1 12

3 SWES

31 X5

'H NMR #1 *C NMR H Bruker AVANCE 600 MHz
(TMS A AR SR WA 5 s 20 1% 56 ol ok FH A
& 50 FTICR-MD Ji i I i ;2 15K 7 FH 4 i £ 0 54
OCA 15EC M5E; FiieHah#& HUH 3L E Brook-
haven BI-APDV JlI5E; TEM Fli& 5 Hi4% Tecnai G2 F20
S-TWIN ;B3 4 FH B AR 1 BioTek W52 .
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3.2 {kEYIMEIE
32.1 BEETAES LR

250 mL 9 [8J B8 f Hohn N  %) #E(10.0 g, 55.6
mmol)H! 100 mL Jo/KHEE, InAfEALE R =%l &
Bk, BRI IAENR 12 h, A= K RN,
FERTT pH HE P, e THER], £rER(200~300 H)
FEEE > B[ LR B8/ VIR ) =8/1 Yelit], B2
A1, 8.4 g, P73 77.9%, m.p. 160.5~162 C. &%
i 5 SCHR[20]—FL.
322 HEBETAY 2 LK

250 mL [ [FE R LM A NaH (4.9 g, 0.20 mol)All
Ji7K DMF (50 mL), fiidkE NI EATED 1 (5.0 g,
25.7 mmol), ¥ BnCl (19.5 g, 0.15 mol), = iR+ 10
h, TR AR TR A R, FEINN KR S, KT
Fr2: DMF. A HUH A KRR T4, e Tia7, &
S B VAR V(LR LR =8/1 Telit], 3213k
EHRARYIF 2, 11.2 g, 773 78.4%. &K% 5 SCHR[20]
—3.
323 HEBETAEY I HER

250 mL M B EBEIR AN E & FERTAED 2 3.0 g,
5.4 mmol), ¥ 100 mL VKEERR 5 3 mol/L BiER(1AFREL Ay
MR EEBIMNGER A, B3RP TET 80 Cil
W mASERE I B, 2 B (TLC) I B, b 45
WEEERH R =R, friaasrR s, wWmiE, FEiig
FIKBE RIS 2 M, B TERARIAGREKE 3, 24 ¢
FEE 82.1%, m.p. 51.4~53.2 C. %R 5 k201
.
324 FEABETED 4095 R

1E 250 mL 1[5 BeiE o MmN I FERTAEY) 3 (2.0
g, 3.70 mmol) 5 100 mL J&7/K THF, VK/Ki& FINAEAES
#1280 mg, 7.40 mmol), Z LRI N IR FER 4 h,
TLC IR, VKKV /KK fdad & S b aa4E, n
A 200 mL 2 ZFgRE, F 50 mL YRSk B A WG
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=R, AN TR BR BN T8, e T8 A5 B ekl
FAMAAR, 25K (200~ 300 H ) FE i 4 B (VA
Tk V(218 LB =3 113 2R B IR T 4, 1.7 g, 7=
2 85%. 1HEEE 5 SCER[20]— 2k
32,5 BWEMEITAMY S G

7 250 mL R ESHH A & H H5(DCM) (7.2
mL) A EES((1.272 mL, 14.7 mmol), —78 ‘C FIAl¥AH
i N DMSO (1.384 mL, 18.4 mmol), —78 C FHi$k
30 min. A EIBERTAEY 4 (2.0 g, 3.68 mmol)iA T DCM
WA RMARR, —78 CTHHE 2 h, F#EIN=20%
(7.4 mL, 44.2 mmol)f) DCM iAW, 1818 THE & =i,
1000 mL %45 1 h N 200 mL H A1 600 mL 2548 7K, vk
K FINNBRER E 54(7.84 g, 99 mmol). FUIEEHH AL
(0.982 g, 14.7 mmol)FIJC/K IR FZ84(2.226 g, 16.7 mmol).
BT 2 =R NI B ERA YR, SR 20
h. DCM #H, FAAUHH ORI T, K415 IR 3
RS RA, ZRER(200~300 H)F: ik B [V(h —
AHFBY IR TR =8/1], BRIKEAEA 5 12 g,
FEE 62%, m.p. 50.6~51.8 C. iEEEHE 5 CHR[20]—
.
3.2.6 DNIJ #7 4 4% 6 494 A&

EE/SRMN 2 F I MeOH AT 1 mol/L HC1 YA (40
mL, V/V=3/1)I&EHEPEATAEY 5 (1.0 g, 1.9 mmol), F
BN PA(OH),/C (300 mg), 7F 2.0 MPa &<+ {#1L B
24 h, TLC MBI TE i 1S S 4R (i
W, BEZIRAGIFIR B RSB, IO\ 2 mL FRE, 7S
PR RN H B ik, dhiE, ES TSR O AR A
0.3 g /%% 96%, m.p. 57.3~58.6 C. it ¥ 5 ik
[20]—%L.
3.2.7 DNIJ #74£4h 7 894 &

7E 100 mL KN DNJ #7447 6 (1 g, 6.1
mmol), A 5 mL Jo/K DMF ¥ f#, S8J5 I ABR £ (1.69
g ,12.3 mmol) & 6-F & H: CHEIR(2.52 g, 12.3 mmol),
95 CHIFAN 12 h, TLC [M( & H %)/ V(FEE)=3/1]
W L, N 5EEE, I ERAARR % DMF, A 10 mL
TooKMERE 5 A, TEVK/KIE TN DMAP, i N B2 i
(3.75 mL, 36.8 mmol), i< 10 h, TLC [V(AH
B/ V(B8 2 B8) =3/ M B, R BE5EEE, eI ne,
R (200~300 H )k i 5 S [ VA )/ V(LR 4
fig)=>5/1], 193195 CORBIRIAR 7, 1.4 g, 772 50%, m.p.
57.3~58.6 “C. 'H NMR (400 MHz, CDCl;) 6: 5.03~5.11
(m, 2H), 5.00~4.94 (m, 1H), 4.22~4.10 (m, 2H), 3.27 (t,
J=6.8 Hz, 2H), 3.22~3.18 (m, 1H), 2.77~2.71 (m, 1H),
2.63 (d, J=8.4 Hz, 1H), 2.59~2.53 (m, 1H), 2.35 (t, J=
10.8 Hz, 1H), 2.09 (s, 3H), 2.03 (s, 6H), 2.02 (s, 3H), 1.62
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(s, 4H), 1.43~1.35 (m, 2H), 1.33~1.25 (m, 2H); "*C
NMR (100 MHz, CDCly) &: 170.89, 170.36, 170.04,
169.74, 74.65, 69.47, 61.54, 59.49, 52.85, 51.31, 48.49,
26.71, 26.56, 24.27, 20.85, 20.75, 20.68, 20.62; HRMS
(MALDI-TOF) caled for C,H;;OsN,; 457.2286, found
457.2292.
3.2.8 {té&-4 FA-AcDNJ-C6 494 5%,

7E 50 mL R IMALEY) 8 (104 mg, 0.177
mmol). &%) 7 (364 mg, 0.80 mmol)F1 THF (15 mL),
CuS0,4+5H,0 (79.7 mg, 0.32 mmol) FIFLIA I AR4H(63 mg,
0.32 mmol)/K¥E, 55 CII 10 h, IRAFEFFFLRER
(200~300 H )t 7 BS[V(CH,Cl,)/ V(MeOH) =20/1]
aifh, HRREORFPRYE 222 mg, 7°F 64%. 'H
NMR (600 MHz, CDCls) o: 7.58 (s, 3H, Triazole-H), 6.41
(s, 1H, NH), 6.26 (s, 1H, NH), 5.07~5.01 (m, 6H), 4.96~
4.93 (m, 3H), 4.57 (s, 6H), 4.35 (t, J=7.2 Hz, 6H), 4.15~
4.13 (m, 6H), 3.78 (s, 6H), 3.19~3.14 (m, 3H), 2.75~
2.70 (m, 3H), 2.62 (d, J=9.0 Hz, 3H), 2.54~2.46 (m,
5H), 2.42~2.40 (m, 2H), 2.30 (t, J=10.8 Hz, 3H), 2.06 (s,
9H, CHj3), 2.01 (s, 18H, CH3), 2.00 (s, 9H, CHj), 1.95~
1.89 (s, 6H), 1.45 (s, 6H), 1.34 (s, 10H), 1.23~1.26 (m,
34H), 0.88 (t, J=7.2 Hz, 3H); “C NMR (100 MHz,
DMSO-dg) d: 172.3, 172.2, 172.0, 171.9, 171.7, 144.4,
124.1, 79.7, 71.2, 69.9, 68.3, 67.1, 64.7, 59.9, 59.6, 57.4,
52.5, 49.7, 31.8, 31.3, 30.3, 30.9, 29.3, 29.2, 26.9, 26.6,
247, 22.6, 14.5; HRMS (MALDI-TOF) calcd for
CosH,5sN14059 1956.1056, found1956.1079.
3.2.9 {té&-4 FA-DNJ-C6 494k

FALA ) FA-AcDNJ-C6 (110 mg, 0.056 mmol), H
FZ4M(24 mg, 0.45 mmol)l 10 mL J&/K H EEAE =i T it
PS5 h JEFHEA, BRYAH S mL KM, BEVTRIRE
53T 5 1000)EHT 10 h, AEH TR AR K 75 mg,
FEE 92%. m.p. 118.3~124.4 ‘C; '"H NMR (600 MHz,
DMSO-dy) : 8.01 (s, 3H, Triazole-H), 4.45 (s, 6H), 4.31
(t, J=7.2 Hz, 6H), 3.69 (d, J=10.8 Hz, 3H), 3.60 (s, 6H),
3.21~3.15 (m, 3H), 3.04 (t, J=9.0 Hz, 3H), 2.98 (t, J=
7.2 Hz, 2H), 2.91 (t, J=8.4 Hz, 3H), 2.78~2.76 (m, 3H),
2.78~2.76 (m, 3H), 2.71~2.66 (m, 3H), 2.36~2.31 (m,
3H), 2.30~2.27 (m, 2H), 2.23~2.20 (m, 2H), 1.93~1.88
(m, 6H), 1.79~1.77 (m, 6H), 1.33~1.36 (m, 8H), 1.21~
1.23 (m, 44H), 0.85 (t, J=7.2 Hz, 3H); *C NMR (150
MHz, DMSO-d) 8: 171.71, 171.24, 143.92, 123.50, 78.99,
70.64, 69.26, 67.94, 64.16, 58.96, 56.79, 51.95, 49.26,
47.89, 31.34, 31.23, 30.74, 29.70, 29.02, 28.95, 28.72,
26.35 (C-16), 25.81, 24.20, 22.03, 13.89; HRMS (MAL-
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DI-TOF) caled for C;;H;3N40y7
1451.9811.
3.3 FMEKILEK

FA-DNJ-C6 fit. B B E N 4 X 10 °~5X10"* mol/L
(VAT pH fEN 7.0 (PBS, 20 mmol/L), 5 2sWHL 200
uL MATE R, 2238 [ e, BiiEN %2, F Laplace-Young
ARHE BRI AT 9, 25 C FEEAFE S FL KR -2
1H.
3.4 EhASHENSTSIE

¥4 FA-DNJ-C6 & fATEATIR IR TEIR Eh i,
N 1X10 4 mol/L, I ERMR/A EALENTE WK pH (H 2
AEZ 2.0, 3.0, 4.0, 5.0, 6.0 1 7.0. 7£ 80 C/KIG NN
10 min, B /EA 30 min, =E{RFE 10h, i 0.45 um JE
JEL 5 AR R 28 93 A
3.5 ESHETEME(TEM)

¥ 10 pL 1X10* mol/L ¥ FA-DNJ-C6 ¥ i £
400 HAIM, #E 1 min, JFEANE L RIEW, BB
HAS TR o T8 24 h,
3.6 PEEHESHIFEM LI

W LRI (PNP)YA T 5 mL A5 R - R £h 2% v
Wi(pH=>5.5, 100 mmol/L)=%, PBS ZZ/M i (pH=6.8 B 7.3,
0.1 mmol)H, FAWKE N 20 mmol/L, &% IRFFEHACHI
— RIVKREMER. B ERBHET 96 FLAEEN ER;
FERRH, M NayCOs ¥, 285 FIBEFRXAE 405 nm 3
KSR LB, DA EEXH RO AE AR .

SRR E T A YIRS, LR
2 GRS (I ALRISEER 4. 7E 96 FLAR K
TINING AE VDR, B4 3 A FATSE
5%, JRAHIA) 3 min, T 37 CEIRFPRE 10 min. &
VITERSAE FH R BEZK M= A FH L BE AT PNP, PNP 7E 405
nm KA ORI, WE O E. i e B T 20
W P 1 UL B i 2, 49 3803 FEE A TR) 400 1) 55 R
R, IR SRR BRI, 145 20 B0 6 M KA.

1451.9815, found

%4 Bh #1 #l (Supporting Information) 1L &%) 7.
FA-AcDNJ-C6 Fil FA-DNJ-C6 [f] '"H NMR. "C NMR #lI
HRMS 3, FHPEXTHE AL S ) (DNJ-1) 55 F B4 i) 37 1
(") Lineweaver-Burk MiZEE|%E. X Lepf k] DL 5 2 A
F1) 35 (http://sioc-journal.cn/) I F %%,
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