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P, FEGE A B R AR, 20 8 [ BUE R DhRe . 7840 1 A 55 35 5 AH B A XS T S e e
[ AR FIAL IR B 220 = .

[0003]  S5—7J5 T, At T I6 97, Ferb DURIERE (=400 ) ¥ 97 S0t 5 4k 44 i
M5 (Acute Promyelocytic leukemia,APL) Bt NF 44 o (H & , it T oAty 5E FRI VA 7 30 R
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[0023]  _Fik e Z A - BRI AR B AL S VAL S bR M R I AL S P B o

[0024]  FEA WY R — AMLIE SE ft 7 S, HOC AR B AT R KO R ALK

[0025] b BARIENT , HOCRP NI A R K J9250nm-365nm,

[0026]  —Flfifi gk n] FERE AL &4, HAT Rl 48 _EIRE R - SEAR AL 5
(00271 FEA WY R — LIRS ft 7 S8 AT ROy oy R e AR g b - SR A b A S
[0028] AR B AT 2 AR A2 « AR W LG AT 22 (photocleavable, PC) 2 [ 41 A 22 57
DIMFGE R 2R AHIR 5 SR AR UG, & O G RARIH - SUEAR A S Fo b, AR 5 S A
SE 73 5 P BRBRLBE » DR I 3 L 5 e SR 0y T2 AR RRAMOE T bR 2RI "R R BRI 2, B
SR B AR LA AR 70 181 4 B, FLAS e 1k B I, ARt B 7 28, M TR T HE 2R AR, 1 5
R R R A 1 5 /N9 T3 3 AL A WIGSH DTT LA K 4 Hh 45 37 3 10 2 13 o B, S B A 25
PER IR -

Bf 152 R

[0029] U S B S a9 1 p A6 & AT LECD,ON- D, R (R R T L 3R T ]
[0030] &2 Ay A% i Y Siz it 49 1 4 & DAL #ECD,CN - D, R (A R R PO
[0031] W3 A HH S iti 9] 1 b 44k J5 A & MDA I EST-MS 5t i 14

[0032] P49 B St 451 1 P A A A2 7EMeOD- D, H (R T3 3R T )
[0033] BRI 25 B S 9] 1R Ak A MIA2#EMeOD - D, FH IR A B LR Rt 1
[0034] &6 94 HH S Jiti 5] 1 b 44k J5 B A S MDA EST -MS 5t 15 14

[0035] TR 55 B S 9] 1 Hh Ak A B LAEDMSO - D R A% B LR THIS I
[0036] P8 g A s W St 451 1 P A4 & 0BT AEDMSO- D (I R T 36 3R P CHE I
[0037] W9 A e HH S Jiti ] 1 Hh 44k J5 R4 & 0B EST -MS 5t 15 14

[0038] 104975 4% B S i) 1 7 Ak A B2 £EMeOD - D, FH O AZ B LR T 14
[0039] V1A 52 B S 17 Ak A B2 £EMeOD - D, FH AL B FE IR P CHk 141
[0040] 1294 B STt A 1 b 44k J5 (R 46 & B2 ES T -MS B i ] .
[0041] 13975 4% B S a9 1 7 Ak A B3 £EDMSO - D FH A AZ B LR T 1
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[0042] [l 14349 4% % BT S5 1 o 4 4 B3 2EDMSO - D o A % SR it e

[0043] |15 94 & W SE it ] 1 4l J5 i 4 & B3 HIEST-MS it vk 1]

[0044] P 164 S B St 91l 1 4k A ) CLAEDMSO - D HA AR i 3R HiE P

[0045] P17 A7 s B St 451 1 7 4 & #IC LAEDMSO- D, (AR T AR O ]

[0046] |18y A< & W SE it ] 1 4fi A J5 i A & ) C1HJEST-MS it v 1]

[0047] [ 19H97% S W St 51 1 44 & 4D C24E DMSO- D, P A A 4R i

[0048] P20 A7 s W S i 51 1 7 4k, & #IC2AEDMSO- D, AR T FE AR O ]

[0049] & 21 g A< 5 W SE it 5] 1 4l J5 i A S P C2HIEST-MS i v 1]

[0050] P22 A 7 s W S 191 1 v 4, & 4IC37EDMSO-D,, A R B 41 I I

[0051] P23 A7 s W S it 51 1 7 4k & #IC3EDMSO- D, (A T FE AR O ]

[0052] || 24 9 A< 5 WY SE it 5] 1 4l 5 i A S ) C3HIEST-MS i vk 1]

[0053] |25 A i W St 5] 1 v 44K I ) A5 73 C4 (a) HPLC/UV (0-25min, 5-90 % ACN)
WP RN (b) EST-MS BT K

[0054]  [&]26 KA A BH S 451 1 R 444k J5PC-As (a) HPLC/UV (0-25min, 5-90 % ACN) €2 i & F1
(b) EST-MSJFii &

[0055] P27 Ay s W S 1912 4k, & 4IC6 7EDMSO - D, R B 4R I

[0056] &1 28y 4z W Sl 511 2+ 44, &5 4 CO ZEDMSO - D, A A B AL 41 P C I I

2rp A4k 5 B4 S VICEIEST -MS BT i &

J

| | == = = = =

[0057]  [&]29 M4 Jz BH S Jiti 5
[0058]  [&]30 A7 W SEZ it 451 2 4, & ) CTAEDMSO - D A R A S 41R TG 1

[00591 &3 1 A7 W SEZ it 451 2 Ak, & ) CTAEDMSO - D R R R L3R P CRt

[0060] P32 A% B St 5] 2 Hh Ak 5 AL S ICTIIES T -MS g B

[0061] &334 74 W SIZ it 451 2 4, & ) C8 7EDMSO - Dy A R AL 41R TS 1

[0062] P34 /A Sz B St 512 4k, A I C8 7EDMSO - D Hh I AR Rl AR P C I

[0063] P35 ANk B St 5] 2 Hh 44k 5 1) A6 S ICSIES T -MS g e

[0064] 136 197 BH s it 51 2 h 4l J5 R A6 A 40 C9 () HPLC/UV (0-25min, 5-90 % ACN)
PEEIFN (b) EST-MS LA .

[0065] |37 A A % B S M 472 PC- A ZEDMSO- D, o Ay R A LR Hik

[0066]  [&38 A7 & B Sz jiti 5] 2 PC-As (a) HPLC/UV (0-25min, 5-90% ACN) 4, 3% & A1 (b)
EST-MSJmiit A o

[0067] W39 A e B S it (5] 3HR PC-As (@) R EZEfE =4 (b) FIEICEE K5 (o) bR =
YITRIEST -MS T e B

[0068] &40 94 % B SL 51 3FH PC-3G 1y -As (a) & Y6ZLME =) (b) IETCE LR 5 (¢) Nt
UM IIIEST-MS 3L A

[0069]  [&|41 M4 & B SE i3 PC-As (a) FIPC-3G1y-As (b) Ya R MRHLIE.,

[0070] 42 M4 K B sEjita 54 (a) PC-As 5GSH W #2k . (b) HPLC/UV (0-25min,5-90%
ACN) a3 & | () EICH . (d) F=#IHIMS J i P o

[0071] 434K B 92 fFl4 () PC-3G1y-AsEGSHR M 8% 2% . (b) HPLC/UV (0-25min,5-
90% ACN) a1 | (c) EICH . (d-) P2 rIMS i it )

[0072]  [&|44 94 K B 92514 H PC-As (a) MIPC-3G1y-As (b) 5AN[A] K GSHES & 1) 5% ZRitt
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0073 P45 A A 2 B S B 15 Hh S BT - B S bR A T U5 9 oG 240 B2 17 45
%@ o

S

BAXmANX

[0074] DL adid HAd S 77 =25 A B B0 AR R BH (R 12 R T7 S 04T 1E— A5 I Ul B AN IR o
[0075]  sijitif5l1

[0076] AR SL it f] & G AR A - SR EEAR 2 P BT B0 A (D) — A RE SRR ] R
TR AR IR (1) DR EAL &1 (b S HA2) ¢ (2) —ANRE 5 OCRLAR L B S ST iy A = 1 = A 2R
TR (1 & 9B3) 5 (3) — N IIREALHI R LA (Hb S HC3) « LI Jy 2R , A% St 4] e vt 1
T - SR ARZE -1 (PC-As) , A AR LRI T -

OH PPh3, DIAD, )\ s HCI
HOY ™" hpacTE ~ ST 17 MeOH _ Hs ™~y ~-SH
NH % 1
2

o o NH
[0077]1 a) 7)’ 80% 7}” 921%
A1 Az
NH, 1) As;0s CuSO45H,0, NasCOs, HOAsOH HO sOH "'0/\' {\ aH
00781 b) I:}zg. 100;i.ls:r:00mi:20 . conc HCI HO’“VSH
onc. , Na s H
0°C—RT. stir 122h 0%
‘Boc N|-|

B3

SH
oM BT sl
ﬂ OH EDC, NHS
—
o 5h, 85.6% ﬂ TEA 2h, 82%

OH &
c1 HO Y ;\OH
S,

By o) ooty 5{
\l;@ l/sj TEA, 5h,58% O oﬁ}’m Q TEA, 2h, 21%

[0079] C) oOH

Cc2 C3

O:N Oxf\j\ NH ON O\Aj\ NH
- TCEP \/\Q:o’ §’:

Sud T oo

0 0 S 30min, 20.9% Q s
K o A

ca PC-As °

[0080]  HAKEG RS ERINT

[0081]  (S) -2-Boc-&H-1,4- 4R T —Hilis (LA WIAL HIE B AE— T 250m1 5]
JEE B P I =23 B (1.711g,6.523mmol) , B T THEAIN2AR I Fh o AR5 N TE /K DY Ak
M (27mL) , VAT S T UkiB h S H1ZE0°C B & — i — S 7 fis (1. 3mL, 6. 6mmol) F) ks
i, M SERUE , IR S Y EHEE & S 20min. SR 5 T 10mL 76 7K PU S0k g o A At 2. 1%
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(0.47mL,6.6mmol) Fl (s) -2-Boc-&FL-1,4-T K (0.559¢g,2.72mmol) , ¥ VR S VA WM
BB IR EWAEOC R RELh, ARG /E =R N BEPE16h. VR A W00 E iR 46 . A1) JE A i
% (30% v/vZ R L1/ 1E T o) ik =15 2 (1 ([ 4 (0.700g,80%) o F LR ILAR Hilk
(B 1) An'°Cie (B12) FIHPLC-EST-MS (m/z=2344.20) (K3) %} = #4745 % 52 . 'H NMR
(500MHz , CD,CN-D,) 83.76 (s, 1H) ,3.20-2.90 (br,4H) ,2.50-2.30 (br,6H) ,1.81-1.70 (m,
2H) ,1.55-1.40 (br,9H) ,'°C NMR (500MHz,CD,CN-D,) 8196.10,158.00,79.10,34.50,34.40,
30.55,29.10,26.00.

[0082]  (S) -2-&HE T Hi-1,4- %k (b EWIA2) I G AL RALE K5 (s) -2-Boc- & -1,4-
THI T ZHilE (0.700g,2. 17mmol) I K TR RS, B T TR FIN LR o i 20mL
ToK B BRI R ARG A8 N 5m] Z T 5 YR A ) T 70 °C RIS N FASh, Y R 4 » 74 Hh s A
AT Ak, B 2K B 25 5, 1 5 B S JE A B B A 4K (0.320g, 2mmol) R EE0H92.1% .
FI AL BEIEIR HE (B4) F1'Citt (B15) AIHPLC-EST-MS (n/z=138.0350) ([&16) % =4 174
%5 . " NMR (500MHz ,MeOD-D,) 83.20-2.91 (br, 1H) ,2.85-2.75 (m, 1H) ,2.75-2.52 (br,
21) ,1.95-2.13 (m,2H) ,°C NMR (500MHz ,MeOD-D,) 852.20,35.10,26.00,19.50.

[0083]  4- (3-Boc-Z BN EL) ZRAHIR (L& HB1) B & B : T 50mLKe i - in N JE 7K ik R Ak
(500mg,4.67mmol) =44k i (250mg , 1 . 26mmo1) F1 /K & i R4 (20mg,0.075mol) , F- A
NBMLZK , $HE AR o 24 K 43 [ PR VA A I o 4 I, Vi v i LA 50, 13 B IR 3R VR 540 o
T-50mLEA T, T4~ (3-Boc- 2 HE I HE) A% (472. 9mg, 2mmol) , FEAIAIOmL H,0fE L3
fige , 1 Ja 22 18 0 N MR ER IR (200uL) , I UK HRAT 21 15mL IRV W, 22 18 0\ I AH R 41 (139mg,
2mmo 1) HI AN K VA WR - 22 1% I P AEER AN (139mg , 2mmo 1) F PR AN /K 7 , K75 21 e 6. 35 & £
VT, PR A5 08 NN B WA R SR TR A, BT UK AR B Rk LN o 33— 20K PR A Y 3R AR
PRI A5 BIAE TR AT A5 DA VW P R nSmL ik £ FR R 1 B 1A% B (IR yie 72 4 IR &
YiE L O R BRUTIE P i O e kR 44k , e 2% 5 159 31323mg 5 Ea [ A, P2 5 N46.8% .
F R R LR T (B 7) AP (B18) AIHPLC-ESI-MS (n/z=346.0800) (K9) % =ikt 45
9% 5 . 'H NMR (500MHz ,DMSO-D,) 87.15 (d,2H) ,6.90 (d,2H) ,6.37 (d, 1H) ,2.65 (t,2H) ,
2.25-2.21 (br,2H) ,0.83-0.71 (s,9H) , °C NMR (500MHz, DMSO-D,) 6155.50,130.20,130.00,
129.80,77.50,41.00,35.10,27.70.

[0084]  4- (ZEENZL) JRAHER (1 & 49B2) B & S RAE  T-25mLE i I A4~ (3-Boc- &
FLPNHE) AR (162mg,0.5mmol) , HISmLZKIE i , 4245 I\ SmLiA ER R AT =) 147 i Boc £/
P o IROBAE I T A 30min, VR HH AR A AR AL . P AR e nE A A4k, i 25 S5 15 2
112. Tog B ER A [ 4K, 77 3 5992 % o FI TR R L% T3 (F&110) A1'°CH% (B4 11) ATHPLC-EST-MS
(m/z=246.00) (Kl 12) Xt =9 3EA7 454 % 5 « 'H NMR (500MHz ,MeOD-D,) 87.90 (d,2H) ,7.70
(d,2H) ,6.35(d,1H) ,3.43-3.30(d,2H) ,3.20-3.30(d,2H) ,"°C NMR (500MHz,MeOD-D,) 6
144.52,131.99,130.21,41.08,33.10.

(00851 Zitk L WFIL JiA- (RUIE A L) R 5k (L5 VB3) - T25mL A B IIAA4- (R
FLTNHL) RIHER (98mg, 0. 4mmol) , N BmL Z G AE , 11 5 I ImL i3 2.0, R BiFE =R T
TEFE307> Bl o P4 AR S AR AL, , e 25 5 75 21 1 10mg 28 (iR A, 7= 26 80 % o Fl A% 1
SRR HRE (B13) F1'CHE (K]14) FIHPLC-ESI-MS (n/z=2349.9877) (K|15) X =My AT 245 1 4
5E . 'H NMR (500MHz , DMSO-Dy) 87.70 (d,2H) ,7.45 (d,2H) ,3.50-3.73 (t,4H) ,3.04-2.75 (br,

10
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8H) ,'°C NMR (500MHz,DMS0-D,) 8132.51,131.24,129.50,128.57,74.81,63.03,35.12,
34.52,33.05.

[0086]  PC-NHS (b &#C1) ) F: T-50mLGeN 1 In APC (300mg , Immo1) /& , HIIA 7mLACNF
TmL MeOHE % , F B B T UK 26 AF R Hi+ , BE J5 i ANEDCT (289mg, 1. 5mmol) #& 44 20min,
HIAN-F2 B FABE % (173mg, 1. 5mmol) , M. H AR FHE B % IR N i 415h, P~ [ A7 (i
R4k, , Jie 7% 515 31 340mg v B[ 44, 77 % 85 .6 % o F) A W 3L 4% ik (& 16) AP Cii (]
17) FIHPLC-EST-MS (m/z=379.1095) (FE]18) 3 44T 4540 %5 - 'H NMR (500MHz , DMSO-D,)
87.60(d,1H) ,7.45(d,1H) ,5.25 (t,1H) ,4.15(d,2H) ,3.90 (t,3H) ,2.80-2.75 (m,4H) ,2.15-
2.10 (m,4H) ,1.45-1.35 (t,3H) ,'°C NMR (500MHz ,DMSO-D,) §169.06,168.52,151.99,
144.71,137.57,137.07,108.83,108.70,65.10,62.53,25.15,24.85,22.52.

[0087]  PC-DTBA (4. &#)C2) 1A A : T-50mLYe i # i APC-NHS (300mg , 0. 75mmol) J&5 » A
10mLACNYZ fi#t , FRE-AL A A2 (195mg, 1. 125mmol) HI A 1mL MeOHVA A& , B8 J5 4 Hon N\ & 1A /iR
U FIPC-NHSH , FE N 400uL. TEAYATTpHES /245 , [ M T =35 N it #E2h, =W el oM (o 1A
alifl,, 75 515 5 258mg i L [F A, P2 2 82 % o R A% ME L3R Hi (&]19) Fn'°Cik (&]20) F0
HPLC-EST-MS (n/z=399.1114) (F21) X447 4514 %58 . 'H NMR (500MHz , DMSO-Dy) 8760
(d,1H) ,7.45(d,1H) ,6.70-6.55 (br, 1H) ,5.45 (t,1H) ,4.10 (q,2H) ,3.90 (t,3H) ,3.55 (d,
1H) ,3.05-2.95 (dd,2H) ,2.75-2.70 (m, 1H) ,2.30 (t,2H) ,2.25-2.20 (d,2H) ,2.10 (m, 2H) ,
1.95 (m,2H) ,1.45 (t,3H) ,°C NMR (500MHz,DMS0-D,) 8171.03,152.32,146.50,139.85,
139.56,69.12,64.80,56.13,38.11,32.52,25.31,25.17.

[0088]  PC-DTBA-DSC (b A#1C3) B4 ik : T 100mLEE I H I\ [ 44 K3 A PC-DTBA (250mg ,
0.6mmol) J& , I ABmLIC/KACNYAEfiE , FREDSC (1.23g,4.8mmol) JIIASmLIC /K DMSOVA i , bH Jio
B H NN B VBRI PC-DTBAHT , BN 200ul TEAYEH T pHZES A A, )N T = i F it #E5h,
P R A A A , 7 5 15 11 94mg 3 (0 [ 4K, 77 258 % o A P A% R L AR T (7
22) FAPCHE (K23) FIHPLC-ESI-MS (n/z=>558.1210) (Kl24) X} =¥t 4T 4589 % %€ . 'H NMR
(500MHz , DMSO-Dg) 68.17 (d, 1H) ,7.60 (d, 1H) ,7.28 (d, 1H) ,6.38-6.34 (m, 1H) ,4.12 (t,2H) ,
3.99 (t,3H) ,3.85-3.75 (br,3H) ,3.15-3.05 (m, 1H) ,2.99-2.81 (br,2H) ,2.78-2.74 (t,4H) ,
2.71-2.63 (m,1H) ,2.31-2.25 (t,2H) ,2.17-2.00(d,2H) ,1.93 (t,1H) ,1.75 (t,3H) ,13C NMR
(500MHz , DMSO-D,) 6169.80,169.30,152.30,149.23,146.50,139.82,128.70,73.80,
66.11,54.90,36.12,30.27,24.30,24.06,19.97.

[0089]  PC-DTBA-DSC-As ™'V (b &4C4) 14 B - T-50mLKe ) oh i APC-DTBA-DSC (194mg,
0.35mmol) 5, MMASmL DMEIEf# , FRE WA B3 (147mg, 0. 42mmol) SIABmL ACNVEf# , b6 f5
B H NN ZE BRI IPC-DTBA-DSCH , BRI A600uL TEAVH T pHES A , I N T 53R #it £
2h, PP AR BSR4, e 2K 5 15 2)48mg B L, 7P 23 21 % o M FHHPLC-EST-MS (/2
=654.0544) (K125) XF =Pt T 85 % 5E

[0090]  PC-AsffJ 4 B : PC-DTBA-DSC-As "V i A\ ZE 25mLIE A (40mg , 0. 06mmol) H1 , FE A
5mL DMF fif , #R & TCEP (75mg, 0. 3mmol) , JIAS5mL 100mMH{JNH,HCO, , #§ A 100uL TEAE
TCEP5E 4 VAt , B J K e S VA AR A (IPC-DTBA-DSC-As "'V IR &, i B T2 5 R 4 30min, 7=
Y AR B AR AL, R IS 15 2 8mg ¥R B L [E A P2, 72 % 20,9 % o A FHHPLC-EST-MS
(m/z=638.0688) (K126) X =#ikAT 45t %52 .

11
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[0091]  sEjitifsl2
[0092] Akt B 7E AR AHSE ISR IL 2 ] 5IN T = H&EMR Gly-Gly-Gly, [&#r3G1y) , ¥
FRZEIy TIEK, BETh T 2R - S 3425 -2 (PC-3G1y-As) , A AR LRI T -

Q quﬁ N
oiﬂﬂo\/\)kou EDC,NHS ON o\/\)k:Y H,\g oH
0~ 80% EKI TEA, 3h, 64%
H

OH o~

c1

oo tyme T mm"ﬁ v, ol

! Oloj’o EDC, ;::’s TEA o Q/NH TEA, 2.5h, 70.2%
s
[0093] G c7
G HO ~OH o o]
M l\éls‘s O;N : OMHN O;N \/\)‘HN/\{C‘
\no/ ig/ Yy ’I‘o o HN
?wgo o o TeEP N0
Wo : TEA, 3h - -~ OY N s .
" %S SO 4
cs c9 PC-3Gly-As

[0094]  HAKGHCPRMINT

[0095]  PC-3Gly (b EHC6) 1A A - T-50mLKe i i APC-NHS (300mg , 0. 75mmol) J& » A
10mL ACNY& i, R #Gly-Gly-Gly (213mg, 1.125mmol) I 15mL H,0% i , b f5 K H A 2
YRR PC-NHSHY , FEIIN600uL TEAVATSpHES A AT, I BT = I8 R #d#k2h, =Y A
HEREAAY , BE 25 )5 15 21 300mg T €4 [E] {4, 7= % 85 % o Al A% i %M%@mnﬂﬁwﬂ@
28) FIHPLC-ESI-MS (n/z=453.1616) (&29) X ##k47 4549 % € . H NMR (500MHz , DMSO-D,)
68.26(s,3H),7.60(d,1H),7.45(d,1H>,5.27<t,1H),4.1o(q,2H),3.90(t,3H),3.81 3.69
(br,6H) ,2.33-2.40 (d,2H) ,2.06-1.92(d,2H) ,1.45 (t,3H) ,"’C NVR (500MHz,DMSO-D,) 6
171.53,169.99,169.87,152.32,146.50,139.85,139.56,139.55,69.12,64.80,56.13,
55.07,45.16,32.83,25.31,25.17,24.99.

[0096]  PC-3Gly-DTBA (b &HCT) )& Al : T 50mL e 4 in APC-3G1y (300mg,0.65mmo1)
J& » IIN10mLACNIE it , ¥4 e i B T VK3 2% 4% T 9, B /5 INAEDCT (192mg, Immo1) 35 4L
20min, FEIIAN- 2R B8 FIME T i (116mg, lmmol) , [N [ AR TR B 218 T #tHEsh )5 , FrEAk
A2 (139mg, 0. 8mmo1) AMA ImL MeOH fi# , B J5 14 FL N 22 ) N PC- 3G 1y -NHSH , F- A
A400ul TEAATTpHES A AT, R BT Zid N A+ 2h, P4 B A B A 4li4k , e 28 )5 75 2
295mgﬁ5ﬁéii&k,Fi%§iy779sO%UFﬁiiﬁ? i& "Hif (K130) A1 (B31) FIHPLC-ESI-MS (m/z
=590.2018) (E132) X P~y A7 4544 % € - H NMR (500MHz , DMSO-D,) 88.26 (br, 3H) ,7.60 (d,
1H),7.45(d,1H),5.27(t,1H),4.50-4.01(br,3H),3.95 3.67 (m,9H) ,3.66-2.11 (br,5H) ,
1.92-1.74 (br,3H) ,1.45 (t,3H) ,"°C NMR (500MHz,DMSO-D,) 6173.23,171.53,169.99,
154.12,146.50,139.85,139.56,119.56,109.77,69.12,64.80,56.13,50.07,37.52,
28.88,26.31,25.17,20.99.

[0097]  PC-3G1ly-DTBA-DSC ({5 HIC8) 1) i : T-100mLLE 1 I APC-3G1y-DTBA (295mg,

12
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0.5mmol) Ji , I N5mL TG 7K DMSOVE R , #REDSC (1.02¢g, 4mmol) JI N 7TmL TG 7K DMSOVE i , B J5 K+
HIMN ZE VR R IFHIPC-3G1y -DTBAY , F AN A\ 200uLTEA Y T pHES & 47 , [ b T = I N Hi
5h, P R A B S R AiAY, , e 78 545 31 189mg B (A [ 44, 7= 28952 % o K| FH R G L 98 ' Hilk
(B133) F1'°Cite (134) FIHPLC-EST-MS (m/z="729.1680) (K35) % P4k 4745 # % % . 'H NMR
(500MHz , DMSO-D,) 68.26 (br, 3H) ,7.60 (d, 1H) ,7.45(d, 1) ,5.27 (t, 1H) ,4.50-4.21 (br,
3H) ,4.05-3.97 (s, 3H) ,3.85-3.75 (br,6H) ,3.01-2.72 (br,4H) ,2.48-2.39 (t,2H) ,2.09-
1.93 (m,2H) ,1.78-1.74 (t,2H) ,1.45 (t,3H) ,°C NMR (500MHz ,DMS0-D,) 8173.23,173.10,
171.53,169.99,168.90,159.83,154.12,146.50,139.85,139.56,109.56,109.47,69.12,
64.80,56.13,41.07,32.52,26.28,25.17.

[0098]  PC-3G1y-DTBA-DSC-As ™V (fL&4C9) 94 A% : T-50mLEEHE 1 i APC-3G1y -DTBA-
DSC (180mg,0.25mmol) J& » JIA5mL DMFIEFE , & 4L-&4B3 (105mg, 0. 3mmol) JUA5mL ACN
VA B e N ZE IR AR I 1 PC-DTBA-DSCHY , FE JN A 500ul. TEAVH Y pHES /24 , [ v T
i N HE2h, PP A BSR4, EZE 513 2160mg B L, 77 2 28 %6 o F| FHHPLC-
EST-MS (m/z=2825.1667) (&]36) X P~ i1 458 % €

[0099]  PC-3GLy-AsFRZEHIA A : T-25mLEE) - i APC-DTBA-DSC-As """ (60mg, 0.07mmo1)
J5 , IM\5mL DMFfi# , #X & TCEP (88mg, 0. 35mmol) , I A5mL 100mMf#jNH,HCO, , F I A 100w
LTEAETCEPSE & SR , B J5 ¥4 2L 5 VAR I IPC- 361y -DTBA-DSC-As VIR &, RN TR T
P HE30min, =W SOAH E RS AR 2EAL , VR T 519 2 6mg VR B L[ 44 74, 77 #20910.6% o FI
%G L3R Hik (BI37) FIHPLC-ESI-MS (m/z=2809.1641) (KI38) %f F=4idh4T 454 %6 5 . "HNMR
(500MHz , DMSO-D,) 68.57-7.96 (br,3H) ,7.95-7.39 (br,5H) ,7.37-6.93 (m,3H) ,6.11(d,
1H) ,4.19-3.93(d,3H) ,3.90-3.66 (br,9H) ,3.18-2.56 (br,8H) ,2.45 (t,2H) ,2.01 (t,3H) ,
1.52(s,3H) ,1.38(s,3H) .

[0100]  SEZjstif5l3

[0101]  ARAHAEL-F A T H A R AR R, R AR B AR MR e S AL, CE B —
J7Z N IR EE SO R AR e 38 5 LU B R bR A5 AE 8 A T S AN 3] 9 IS T8, A 52 it 57
RINIEIE305 8, AR 25 70T 56 A R AL R TR 731 (139.40) o iR SRR AL A ) e 3
FEALIE , A BN T AR I RS R (B4 L1881 1 S2I0 4 R GIE .

[0102]  Sjitifs4

[0103]  Z e H ik (glutathione,GSH) | VZAFE T8 FEWH , 2 A Z R AR A H
ARG S M & A B = BE, Ho 2 iR B 32 J9GSHIE M 2L 4] . GSHAMY A A 1M
Y R A S AP AR A SR AR AR Y T HL 2 S R 25 ) (andh A B R At
(Wi Y Ok VEEER) 4G, TR A MREEDIRE o DR, AR STl ) 0 Y R i - SR B AR A
AIGSHI A BAE R SLEAT 1 26 5% o A S it 451 4 FHHPLC-UV/ESIMS % %2 1 1mM PC-AsFIPC-
3Gly-AsHANFMRFEERIGSH (0. 5-250mM) i AH HAE G O , 1 3% 45 5 0T %0, PC-As 5 GSHR M.
BRI A7 IPC-As (GS) , (B142) , IMTPC-3G1y - As 5 GSH N A 2 HPC-3G1y - As (GS) FIPC-
3G1y-As (GS), (E143) .

[0104] ATt 51 LA GSHI I BE Mt Ak b , ABRZE AN & =) HPLC - UV (254nm) €435 6 [
BUNPALFRAEE] (B144) 5 LB R GSHIR FE R 1 [ BEFE FE o A4 Si2 i 451 i LIl o G SHAR i 1) 4
151> PR 2540 - (R U T RROZ /D , 526 P2 IS 5 88 3 I, ~4GSHA B2 38 hn 22 50mMIsS

13
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PC-As Wi AN BB L, PC-As (GS) 15 S IE BT & , PC-As HOSHIE A e 25 &, K& /)
PC-As )53 W Bl B4 58 4 4TI , 5 GSHIE il 53 ¥ 18] ) B 8 s 6 T-PC-Gly -As, *GSHIK
BN ZE250mMIE , HAF80% [KIPC-Gly -As 5GSHEL & , (154 /43 PC- 3G Ly - As (¥ 43T P fifif
RUEFT I - YLBHPC- 3Gy - AsII i 5 73 7 P SR 2L 1) &5 & 0 P LU PC- As ) B8 /&7 o [T B, J et 1
BB , — I T B R e Mo 2 F N SR LR

[0105]  Sijstifs5

[0106]  ASETifi 51K FH 1 40 J09% 53 A G 2R A it - S FEAR 25 X HepG - 240 Jf 384 58 1) 410 i s
P (El45) , & R EoR, HALE PN HepG 240 MOk G 7E £ #Hi4E A, PC- As Y R AT TCH501H
J915.8umol/L, YelE 5 910. 2umol /L ; PC-3G1y-As 6 AT IC501E 927 . Qumol /L, YE B J5 R
10. 3umol /L, i B ' B F FH B PC- As L K BE I PC- 3G 1y - As B B K, T 't W 5 P o 3 ek T
P32 G 58 , T 72 BT 6 I8 S 251 5w R AR - AR T HE SR, Gk 4 Y 1S B 1 4 ) 4 FH b
Ko

[0107] DL BRIl , AN R A4 5 BH (A e A S b 481 T 28 A R A0 L BIR 5 A B S it 1) 91 L 5 R
WA BH T RIS Bl S 1t B A Y 2 VR B S5 R A 584, B AT g A i B VR i PR 51 BB Y o

14
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