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W, =R N R L2h, IOV E B BV 1SR EE;

(2) BUBR B0 A 2 AT, A5 BRI, B BV ) 15 s &4

3 AR BURN B R 2 T 34 (1) 1) £ 77 v, HARRAEAE T 2B 38 (D) wp, Frid =R stk &9 K2
Frm A& 3 R AL A BE AR 10 1.5:0. 2 /B8R, 3558 (2) v, ik k2 M = A A
Tk : TR 2T =3 LB A/ B, BT I e I A2 R ¥ 2 vk IR L R R RN A
T : PR 2 HE=2:1,REN0.2~0. 4 P B 43 .
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1-5 1-6 (1) -

(a) H5 2K W LN R S BRI BT K ZBEA T, 3 R 816 = 2h, ID N /R — 2 BK
LN TR BB, THIRZE90°C, Je N 1h, We4s , v i, i iy, T B 15 n b &4 ;
(b) B R1-5FRAE YD 2- My IS L 20 % HCLIE W NN B TE 7K ., 90°C R e M4h,
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iR 225+ 2°C, i JER TR AR, TN LB B8, 90°C R iU E BV G , A H1 225 12°C , #r
R E.

5. ARIERURIEL R ATl (1) 1 48 7775, FAHELE T P08 () b, BT K % TR R £ T
B LT LB B R LE N : 1:1: 1.5 F1/B), FTiR 2K i e /K LA TE/K L BB #
BRELE A3 :1: lmmol/mL/mL s F1/8, BT v fif 25 B8 1 /Ka e s A0/ 85, B i H 9 moN ik
R = pH=1; F1/8%, IR (b) b, ik N1 -5 Fron b &) 5 2wy H I IR BE R B DL = 15 A/ B
FriR -5~ &4 20 % HCT VR « To /K B Bkl bk 0. 77:1.7: Tmmol /mL/mL.

6 . R HE B SR 2 ik 1) il 4% T v, HARIEAE T DR (D) A, prid 2R b &4 2 @
ok LR 72 A5 2 -

(oo (7 2 Eﬂ: @*F
H ETOH

241 2-2

O¥ R 2- 1R &Y IR IR B M B THFH , 60 =2°C R Jiﬁ“%h,/&ém,ﬁa/ﬂ%
A2-3fr b &1

@O0°CF WA 23R &V T A lEH , 64,0330, BK M, BT
P I PE AR A, itk A5 PR &9

T ARYE BRI E SR 6 B (1) i1l 2 75 v, HARREAE T D IROHF , frid -1 st &) %
TRV BRI BEREE M1 :1.2:1. 55 F1/8, iR X 2-1 B b &4 5 THR ) BE /R AR FREL A1
2.94mmo1/mL ; R /B, Frids e 5% A2 70 0 FHZK A ke 3 s A0/ 85, 23R @b, Bk il &40 4
R 2-3Fr A YR BEJREE 1:0.85 /80, Frid R2-3Frn &5 B (1) BE JRARFALL
91:4.5mmol/mL s F/BY,, BT IR K S B2 FH 7KK s R/ 85, B alifb 2 FH & R beid i
IKIRER AN T4, ik 0, WK 46 Jo B 45 5

8. — M AT~k &WH &R, HEIEA T M ARRE R, B RSEN
a=9.7010(3) A, b=9.3331(3)A, ¢c=14.7752(5) A,a=90°,8=94.278(3) °, vy =90°; iR .1

P AL & IR S50 R B -

R .
9. MR HEAUFIE RS TR B & 2, HARFAEAE T« BTk S B 2= (R B AP21, 2=2, S AR R
1334.03(8) A% A1/8L, BT ik it Y () e e B >99 % ; F1/8L, BT ik i B4 1o 174 ~176°C o
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T LTE OBER B K B, FHEZ90°C, ST h, 4R, WAl BT i, TR -5 Rtk &
YR

[0016]  (b) ¥ 3X1-5FT AL A4 8Ewy H % L 20 % HC LI R I B TS /K £ B, 90°C R e v
4h, BRI 225+ 2°C, ik JEIS TR R, N LB L1, 90°C N lE B In BTG W 252
C, BRI FR &Y.

[0017]  Hodr, 2B 0R (a) H, BT IR K W G W TN TR O 08 558 — 41 - SN BEZR LT 1
1:1.5; F0/8%, Frik 2 F % e /K L BEA T /K S BRI HoRHE HE A3 : 12 1mmol /mL/mL ; A1/ 5K,
FIr IRV A R 2% B8 /K i s /B, BT AT A NN IR 2R TR 2 pH= 1.,

[0018]  JFLwb, 2B % (b) H, FTiR s 1 -5 o A 4 S5y HR I 1 BE ZR B A L2 15 F1/ B, ik
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8¢, iR 21 s L& 4 5 THR G BE R AR AR EL 1 :2.94mmo 1 /mL s F1/8%, BT i e 34542 43 731
IR VR BRI 35

[0024]  Hidr, BR@, prid SN 50 2-3 A & Yr BE /R EE A 1:0. 8 F/8E, fTik
R2-3FT A& 5 2 B () BE JRARFREL 91 :4 . 5mmol/mL s F1/BR , B iR ¥4 7K Jg 37 2 FHZK VK
R/, ik alifh 2 B — S e s il TR BR RN T, 1L 98, IR 4 J5 FL 45 i
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[0032]  BER (2) W, ATid B8 T8 5 A T B AR AR EE 91 :4~9, f3E N1 : 7,

[0033] BRI Ab &4 B dh A L s 0 S L 24 57 B RT3 32 110 2 72 1) 45 37T
it 2 rh ) g

[0034]  fjE 3t , Ffr ik JifyRE Dy L AR o B RR €4 2

[0035] S BHIRME T — MG &, e L B AL & O A A L B R S ) B
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%, AR A AT IR & R 2

[0039] (AR, ARAE AN S BH FR) b3 P 2, 3 SR AR STk 1) 5 38 5 AR AR NS P 2 B, AE AN i 75
AW EIRFEAFAR BAEATHE N L b w] D e 2 A A B 2 i s A o

(00401 DL ik s fta 9] 16 3R L ARSI it 2, 6 A Y 1Y) B3 N g AR it — 20 (R PR
WY o (EL A L L B D A WY 3 3 3 SRR T DA R IR SE 8 PL2E A R B B IR
TS B AR J& A e WK Y

B [=115¢ BR
[0041] [ 1A B I Fros AL &0 f 2, FETARSE R AR ]

B A

[0042] AUk BH B RSt 7 20 A R TR 18 & 208 2 R0 77 i I I SE T P i 3R A
[0043] 1) #4 KL 5ik7)
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[0045]  2) FH{Y 7S

[0046] R W J1HHE 2% e i 2 AN G

[0047]  Sijififsil1

[0048]  1.:RIFrtb& e i e



CN 108084201 B W OB P 47 T

N
O
HO
O, ]
[0049] @ o
\
Bn
AT
00501 (1) 1P~k & Wi il &
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+
(@) \)Loa ” \/\[O( EtO T EtONa
1-3 1-4
[0051] ?
N P [Ho EtOH ’ H
}\—/‘{ + s —— Bn—
®) o N COuEt Q 20% HCI )
15 1-6 m ¢

[0052]  (a) HU— R 150mLAY B JE KA , 79 ) & HU30mmo 1 i) 2K FF % 1-1, 10mLI¥) T /K 4B, M
30mmo 1 %R . lE1-2, =I5 i FE16h. FREX30mmo 1 HLlR — Z.FE1-4,45mmo 1 L EEEN NN 26
— BB, FEAMINL0mL TG K LB, R A 5% 2290 °C Y i A b B N Tho J5 AR 3
BT NI B TE /K G, ¥ 20 2 %R 5 NN T0mL 2 52 77K, BRI R B U 15 4k &
pH=1, eI 44 RT3, BeAs B ukis A H, IS 38 3 0 AT oA B TS, TR 15
AR E1-5.

[0053]  (b) HX— A 150mL A [EJEK K, FRELT . Tmmo 1 F=41-5, 73 i & B 1 TmL 1) oK 4B
1omLE@20%chﬁﬁ§,u&mmmol 2-WEWy I 1-6,90°C T [Bl¥fdh. IR EE G , ek R4
HEZRG, EHEAT I Z 8 28, 90 °C B E IR WIS, B s, AHE SR,
AR TR H AT R R B i R R R R NG &1

[0054]  (2) 2Ptk &4 il &

0
TTHE
[0055] N F T EOH

21 2-2 (2)

[0056]  {E150mL [ JEE eI 4, FRE33 . 98mmol §ELL.2-1 150 . 97mmo 1 BREZAH (1. 5equiv) ,
T 100mL THEE I S IIA40. 78mmol1 R {R2-2 (1. 2equiv) , T-60°C Al 7t 36h . TLCH Ml jz
AT e, BT AK PR 5B B , A TR 2R IR 22, AN L M| R i 2-3

[0057]  7E150mL K B JERFEHE H , F30mL I ) £ 5 25mmo | ) B AL 498 7 v A, A HI 220
‘C, ¥ 20mmo 1 FIN-"F FEM5| e 23 FH 38 T B 1 L BE A iR A E120°C (L BEFL90mL) , 7E UK
N EIE R BENaBHOIN N B, UKV A HE , 20 EL R 23 2% , TLC YR W S B 56 4 J » INZK 33 K
SSE AR T H o R B KB 2 AN, 1] 44— &0 Be v i 5 S K B R AN T8, ik i, Uik
JR G 5 B H T A, I AR AL S 4 (2) o

[0058]  (3) A IF/~tb &R il 4
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=
g NH HN
H
o st
[) ¢
(8] N/
[0059] o OH
= ; S . mo Catalyst (3), DCM
E.n’N / N rt,12h
Bn
|
(1 2) Bn

(1)
[0060] 7 e BEialiE i, KA , AL g Jo i s FEL - — 44501 (0. 05mmo1) , F = 48 A4 Mg
2 (0.075mmol) , G H e (1mL) , AT J7 Bk iUk i Ak 75 (3) (0. 01mmol) 7£25°C N Hi#:
127N, FITCLYE M I R LVH 2% 5 455 s B 58 4 Ja o I SR A 4 » PR FEOA: 0 s i A, , A e ik «
LR OER=3: 1Y, )2 RER, RIT A A ik : O 4 lR2: 1, & FFREA0.2~0. 4B,
Fr ZW50, i3 Atk RS T &4
[0061]  Stof fill & 453 2 AL & P AT RAE , 15 2 5 70 HHEOHE VS0 S kil , iE L L &4
RATIFRED
[0062]  HRMS (ESI) :m/z calculated for CsiHzeN204SH™:523.1613,found:523.1694.
[0063]  'H NMR (600MHz,CDC1s) : 8 (ppm) :7.43 (d,J=6.0Hz,1H) ,7.38-7.35 (m,2H) ,7.32-
7.30 (m,3H) ,7.22-7.12 (m,5H) ,7.08(d,J=6.6Hz,1H) ,6.83 (t,J=7.8Hz,1H) ,6.64-6.30
(m,3H) ,6.48(d,J="7.2Hz,1H) ,5.37 (s,1H) ,4.99(d,J=15.0Hz,1H) ,4.63 (d,J=14.4Hz,
1H) ,4.54(d,J=14.4Hz,1H) ,4.36(d,J=16.2Hz,1H) ,3.76-3.66 (m,3H) ,3.01 (d,J=
10.2Hz, 1H) .
[0064]  '3C NMR (150MHz,CDC13) : 6 (ppm) :176.6,168.3,143.6,135.3,134.6,134.3,
130.9,128.9,128.7,128.3,128.0,127.4,127.2,126.5,126.0,125.3,124.9,124.1,
123.7,109.9,107.9,89.1,58.2,47.5,47.1,47.1,43.8.
[0065] Sz jiti f51] 24 i B i 2R TH4) o) 2%
[0066]  Hy sz jita 45 1 1 #4575 B i R 14L& 4038 . 2mg , 7647 ik : ZFR 2 W6 =85:15 (v/v)
IR N K5, AR AT 521 . 0mg, eefH>99% , 1% B i@ 1 80 S AT 5, e SR 45 #
AR R 1R, HAr R g i B i LA s
[0067]  FR1FAATH v b i 25 M e
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[0068]

[0069]
[0070]
[0071]

23650 (Empirical formula)

C31H26N204S

4+ & (Formula weight) 522.60
/K (Temperature) 298.58(10)
it % (Crystal system) monoclinic
“*[f] 7 (Space group) P2,

a/A 9.7010(3)
b/A 9.3331(3)
c/A 14.7752(5)
o/° 90

p/° 94.278(3)
v/° 90

i M AARYA3  (Volume) 1334.03(8)
Z (Z AR AL P T & 5 F A0 2
Peate/em’ ( Peate FE 15 W fi ELARI9°F 5 1.301
wmm™ (FTEHRR KD 1.400
F(000) e ri-FR9%E) 548.0

Crystal size/mm’ C(f75F SE 50 St A 1K R~

0.65 x 0.6 x 0.35

Radiation

CuKa (A = 1.54184)

20 range for data collection/®

10.558 to 145.386

Index ranges (f/IN5 e KATH FRFR)

-8§<h<1l,-11 <k<11,-18<I<18

Reflections collected (f75S SlictE)

14750

Independent reflections (FRSZFTHS A% H )

5208 [Rin[ = 0.0250, Rsig|na = 0.021 l]

Data/restraints/parameters

5208/7/364

Goodness-of-fit on F*

1.028

Final R indexes [[>=2c (I)]

R;=0.0463, wR»>=0.1263

Final R indexes [all data]

R;=0.0485, wR»=0.1314

Largest diff. peak/hole / ¢ A~

0.14/-0.28

Flack parameter

0.014(9)

S - ARSI R BT T
1 S 56 e 2 PR

NFLIIR I MBAGS A g Ak - A FLJ% Jee SKBRIZH gtk N\ FL R JEMB23 140 il ik « /> B 2B (1
FORASTSAMMIPR , 22 e DU )1 K A2 036 0 1R o i e s e s 3, DA et 240 B 22 R A7 T DY
NIERZAAEIR T I 5 RS iR =
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[0072] 2,556 7k

[0073] 2. 140 2% S Ab B

[0074] 477 Jio g 400 Jf0 25 955 5% 155 10 %6 KIE 2B /N B LG HORPMI - 164015 F79, 37°C .5 %
CO23% F7 6 AE K 2280 %6 4N AR 7, FHO. 1% SRR TR TH AL » 1 Fd o 4T B B9, 1A B A PR ik 1
N5 X 1044 /mlL, By 514 F 196 FLAMCE B IRl b, BRI R AL, 1001 /4L, 3T CHEAEEE .
5% CO20% F8 PN 15 77 240 J , 1E 55 S5 B AL IO\ 5 &5 8 10 1% F2300 s NI B 86 FE 1 52 ik 25
(100.50.25.12.5.6.25ug/mL) , B NIR L3N AL, SLEG AT 20K AR 2540 5 4R A FH 24h
Jei » BEFLIIN10uL MTTYE T (5mg/mL) , 4k 4:4% 55 4h J5 4 LI 100ul. DMSO, % 3% VR 5 , {45
v ) T80 Vs R TE AR A A90nmy K A I FEWR S A (MAD SN R LI (A

[0075] 2. 241 ifo 85 411 1) 2R ) N 52

[0076] 4% R F1| /i1 55 40 At 38 410 1) 2% 0 R BB 3k R (%) = (1 — kBG4 AME /% R 41
ME) X 100% o BT A S50 K085 K FISPSS 13. 03E4T G812 #7 - S 36 45 S K FProbi t 3R #5 1Cso
fE.

[0077]  2.3scEh4k R

[0078]  FR2AJx W iy 8 1o} A2 Aok 200 i A= K g 40 1 155 190

[0079] MB468 A375 SKBR3 MB231

1C50 (ng/mL) 62.30 19.12 51.46 83.52

[0080] iS4 HEFRAH , A B SR ALY & B LAk & ) oA S g vk

[0081] 2% I, AR BISEAL T — bR DA fb &9 S il 46 07 vk, [ S 406 7 e b L, AR
A R B Al B R 2 AR B A B AL A I S R R AR A A B A R
FRUFTIRA AP TR 2 45
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