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[ 28 55 40 2% 11k 20012436 7T « ] T B AE AR A4 P B A 48500 23 AR A, (AR R A0 B BT 1R R
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[0082] (1) S =R EEmR Y I 1) ) 2%

[0083]  7£250mL I = HGeif H A S BT 2R (20. 00g, 102. 99mmoL) F1100mL ¥ G 7K FHBE
W H IR RS min S , 8 N, S0, (10.10g, 102.99mmoL) , FH 2 50°C « K N 45 H e
VR g 2 R VA, 2 5 T AR 2R AR ON4A0mL I 7K, P AR R R S A VA R T B A
Aol a s SR R =R, B A LA, IR IR 4615 BUR BRI AR 19 . 08g , it %
88.9% .
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[0085]  FE50mL [ — 2 ke i H I A S ZUR BRI H B (1.00g,4.80mmoL) 45 im sk iR 4
(1.00g,4.80mmoL) F110mL Z fEH M, W B 1hj5 , W& RZ P In AN IR & (0.58g,
4.80mmoL) FIKT (0.079g,0.48mmoL) , i 2280°C o S .45 R J , ik Y€ , 9 s[RI UV 77145 425
R4 . 35g, i %88.9% .

[0086]  (3) (F) -3- (4- (A PHEIE) -3- IR I 2K IE) T M TR 11 1) 4%

[0087]  FE50mLIY) = #EEH H IO (B) -3- (4- (A% IE) -3- FH L IR ) 1% R g
(1.35g,5.44mmoL) F140 % HINaOH/K A (NaOH 0.22g, 5. 44mmoL) A1 FHEEIE R, THEL 2 75°C .
SN GE R 8T RIS 7, IR 4R 07 T 10mL K b, BB AR 28 I SR R A T pHE 3 ~4 . B i
I E1S 440 . 85g , U 65.9% o

[0088]  (4) (E) -3- (4- UGHEIL) -3-FHAEFEZRIL) P IR IR Mk il 2%

[0089]  7E50mL ¥ 5 R Bt TR NN (B) -3- (4- ((2- S 3E) k) -3- AR L 28 0L TN R
(0.85g,3.63mmoL) ,CDI (0.56g,3.63mmoL) ,HOBT (0.49g,3.63mmoL) A1) 2 F5 VAT, &
IR EE20minE , AR R K & E(0.18g,3.63mmoL) , 4k AT H iR P bk . R N 45 o )
IR AG A E TS HR AR (B) -3- (4- (TSR -3- AR 2R IE) TRJR TR0 . 70, IS 2R
77.70% .

[0090]  (5) (B) -2- (3- (MMTNAEIE) -3- AR IR IE) MG IESE) -N- (4- (FR3E) SR 38) JIF-1- 4%
B A e i 4

[0091]  ZE50mL B JE BEHE AR N (B) -3- (4- U TR R IE) -3 - H AR 6 2R %) T 04 Tk ik
(0.70g,2.82mmoL.) , 1 - IR BRI A -4- 2K (0.42¢, 2. 82mmoL) A1) 2 BV, 5 iR 1
Pt RN G, AR 22 HR 0N T A sk R VBN T, A S e R = IR B4R 30mL , 9
AR, 8 F T K B BR BN T8, I I 4 R R AR JZ T, LA T Bk / R 2 lg =31 (V/
V) NP AT Ak, £33 3 EUE A0 . 59g , IR 2. 2% .

[0092]  Sijiif)2

[0093]  (E) -2- (3- (4- LA FE-3- A LR IE) PAJAIEIL) -N- (3- (AR 3E) TR 3E) k- 1 - BRAR
e (b &%= 8 11 2) & 5%, 3 LN 2B IR

[0094]  JBUR (1) ~ (4) [F] 5Lt 1

[0095]  (5) 7E50mL I [E RN (B) -3- (4- 58 FE -3~ A S IR IL) TR BEE (0.50¢,

11
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2.12mmoL) , 1- A B & -4- F 2K (0.31g,2. 12mmoL) A4 ) ZBEVE W, S iR 1 o ;)
SEORJG R AA oI N LR PR S BN VA R, A P U e A B = IR 30mL , & FEA HLAH,
FAT F To /KB RN T4, ol R v g HE W AT 24T, LA i Bk / 1R W =3: 1 (V/V) APt
WEAT AL, 19 2] A A E R0, 19, 1% 49.5% .

[0096]  SLyfh3

(00971 (E) -2- (3- (M TNAAAE) -3- HH AR ORI TR IR L) -N- (4- (=3 FE L) 2R 38) JiF-1-
BRERARELZ (AP 5 N 1) B4 77 B4 LR D IR

o o o 0
(e} o o = -~ (o] .
Lo N oH Hs80s _ < 7 R'XK,COuKI 7 U\/u‘t' NeOH ~ OH
HO MeOH HO ; MeCN R'O - RO
2 3

o o o

8
3 3
socl,  © g KECN_ O Swes RNH,_ 0 sAN AR
MeCN MeCN H H
R'O R'O R'O

4 5 Il

[0098]

[0099] (1) Je =P BRI FH I 1) 1) 2%

[0100]  7#E250mL 1) = HGeif H A S BT 2R (20. 00g, 102. 99mmoL) H1100mL ¥ e 7K FBE
W IR RS min S , 18 N, S0, (10.10g,102.99mmoL) , FH 2 50°C « K N 45 H e
VR I 25 B VA, 205 T A 22 e i N A0mL IR 7K, FH AN Bk R S v v R 15 B S
Ao E, @R AR =K, & FF A MU, 980 WK 46 159 2R BAR 4419 . 08g , WL %
88.9%.

[0101]  (2) (B) -3- (4- PRI -3- R ILFEL) I IR H 16 1 o %

[0102]  7E50mL ) = e i h I N Jie BT 2 FF i (1.00g, 4. 80mmolL) « 45 il fik IR 44
(1.00g,4.80mmoL) F10mL & ¥, W I i ¥ 1h )5 , [m) 44 & rpoin AR 57 P 4t (0. 81g,
4.80mmoL) KT (0.082g,0.48mmoL) , F1ilf Z280°C o J J&i 45 3 Jig , ok i€, ok s[RI WALV 7711 15 &5 i
RIE AL 358, i #88.9% .

[0103]  (3) (E) -3- (4- 3 A2k - 3- FARUE IR L) DA I I 1) 1) %

[0104]  7E50mL ) = FUREIE N (B) -3~ (4- 55 A 4802 - 3- FF 480 56 5 08 TH 0 1R P I
(1.35g,5.39mmoL) F140% f{INaOH/K IF W (NaOH 0.22¢,5.39mmoL) A H VAW, THEZET5C.
SN EE S 9 [T IR 455 T 10mL /K R, FRG AR 2R R SR R I i pHE 3 ~ 4. B »
P50 L AT (1 (A 440 . 85, U 65.9% .

[0105]  (4) (B) -3- (4- AL -3- AL IRIL) I Ik S 1 il 4%

[0106]  7E50mLY) =3beiF I (E) -3- (4- 5 AU - 3- F AU 2R 5L TG 2 (0. 504,
2.12mmoL) F1S0C1, (0.50g,4 . 23mmoL) F1HIEEIF IR , THIR 2290°C o [ N 45 A5 , i =] YA 3% 711
BAGEK. 41g,0FKT4.2% .

[0107]  (5) (E) -3~ (4- SN AR AL -3~ H AL 2R JE) 1A 0 Tk 2k o ot o I 1 1) %

[0108]  ZE50mLAYI =# B o (B) -3- (4- % HE-3- A FE AL LR (0.41g,
1.61mmoL) , Bt AL (0.50g,4 . 83mmoL) A1 £ gL, 5 IRLAEFE 12h o SN 45 H e, IR JE
WRYEAS B 21 840 . 38g, U H85.1% o

[0109]  (6) (B) -3- (4- PSR HE - 3- AR B 2R AE) -N- (R T 2 FRBRE IR 68) TR D T e 11 )
%
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[0110]  FE50mLIK =#EI N (B) -3- (4- F %Ik -3- AL IR L) DG L 7 i U
fi& (0.38g,1.37mmoL) ,2- 1% (0.08g,1.37mmoL) M Z 1AW, THEZRT5°C « R M4 5, I
JE RIS 77045 35 (B 40 . 22, IR 47 .8 %

[0111]  Sjitifs)4

[0112]  (B) -N- ((4- A% I B L) -3- (4- AL -3- AR L) G I A% (L
G5 N 1 2) B T7, fFE LR IR

[0113]  ZBIR(1) ~ (5) [A)SLtifs3

[0114]  (6) ZESOmMLIY =FEeI NN () -3- (4- F A I - 3- AL IR L) P I b 7
& ek (0.38g,1.37mmoL) ,4- % (0. 15g, 1. 37mmoL) Al Z FEIEW , THELZE75°C o [N 453K
Jei » P8 [T SCA TS L [E R0 . 29g , IR 62.1% o

[0115]  SEjtfy|5

[0116]  (F) -3- (4- (MTNEAL) -3- A RAEL) -N- (RN RS A F B WiABE (b &
W95 N 13) (&7, BFE DL R 2P 3R

[0117]  BIR(1) ~ (5) [FLtif3

[0118]  (6) ZESOmMLAY =FiEeIi NN () -3- (4- (FEHEIL) -3- AL IR IL) 1A It
B GRS (0.20g,0.73mmoL) ,2- % (0.04g,0.73mmoL) A1 Z FE VAW, THE E75°C o N 45 R
J& o el (RS 751045 B A ] 440 . 13g, Ui %853.9% .

(01191  SZjtfh6

[0120]  (E) -3- (4- (& THAEIE) -3- AL IR 2E) -N- ((4- R Hk) 228 F AR I 28 ) A o Tk e
(&g 5 o8 L4) B T71, 3G LR B3R

[0121]  JBIR (1) ~ (5) [A)SLtifs3

[0122]  (6) ZESOmMLAY =FiEeIm NN () -3- (4- (FEHEIL) -3- AL IR I 1A Ik
B GRS (0.20g,0.73mmoL) ,2- A% (0.08g,0. 73mmoL) A1 Z FE VA , THE B 75°C o N 45 R
J& » PR [T A IS 3 L [E R0 . 15g, IR 63.1% .

[0123]  sEytfy|7

[0124] () -3- (4- (MsTNEEAL) -3- A AIE) -N- (L EEE R FIEEL) NG b &9
Y5 I 5) M &7, BFE UL R AP IR

[0125]  JBIR (1) ~ (5) [A)SLtifs3

[0126]  (6) ZESOmMLAY =FiEeIH NN () -3- (4- (FEHEIL) -3- AL IR IL) 1A Ik
B &R S (0.20g,0.73mmoL) , Z. % (0.03g,0.73mmoL) Fl Z 5, FHEET5°C o N 45 3
J& o el (RSO 75045 B A ] 440 . 10g , Ui %848 . 7% .

[0127]  SEjifs)8

[0128]  (E) -3- (4- (A PAAEIE) -3- AR IE) -N- ((2- (5 28) 2R 0h) 28 e 2L
PIREERE (b & W4 5 N 116) [ 44 77, BFE LR 2B IE

[0129]  JBHR(1) ~ (5) A< itifs3

[0130]  (6) ZESOmMLIY =FikeIi i (B) -3- (4- (FEHEIL) -3- AL IR IL) 1A Ik 7
I FIRER (0.20g,0.73mmoL) ,2- =4 H HE A K% (0.12¢,0. 73mmol) 1 ZJE ¥, THELZ75°C
SNSRI S Pl [T R4S B [0 12, W #E51.9% .

(01311 sZjitf|9

13
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[0132]  (E) -3- (4- (G EIE) -3- AL ZRIL) -N- (T JE&(IE L IE) G IERE (T &9
a5 N ILT) B &5, s DL 2D IR

[0133] B (1) ~ (5) [A)SLtifs3

[0134]  (6) FES0mLI) =F BN (B) -3- (4- UFHPAEIL) -3- AL IL) R mE R &
BREURES (0.20g,0.73mmoL) , T % (0.05g,0.73mmoL) Fl Z 5, FHEET75°C o N 45
J& » 980 1R SC A 74 5 €4 [ 4450 . 16, %663 .5%

[0135]  Sijitifs 10

[0136]  (E) -N- (T %L HARMEIL) -3- (3- H A Ak -4 (-2 - 1 - LA IL) 2R3 T Ik
e (b & W45 9 T 8) Wl 28 7732, LG LA T AP IR

[0137]  BIR(1) ~ (5) [A]SLtifs3

[0138]  (6) ZESOmLIK =F BN (B) -3- (3- F AR FE-4- (5 -2- - 1-FEEIE) ) A
I Tk ik 7 BB B (0.20g,0.73mmoL) , ] % (0.05g,0.73mmoL) Fl Z W, THRET5°C . 2
V25 IR S, 9 He RSO )4 0 0 [l 440 . 149, %855, 4%

[0139]  Sjitifsl 11

[0140]  (E) -3- (4- T4 2L -3- AL IR IE) -N- ((4- RS = i e 22) NItz (k&
Yidm5R W9) [P & 7%, BLFE DL R DR

[0141]  JBIR (1) ~ (5) [F) <Lt fs3

[0142]  (6) ZE50mLE) =2 EHHE AN (B) -3- (4- T I -3- AL R IL) AL R i &
fi% g (0.20g,0.69mmoL) ,4- % A% (0.08g,0.69mmoL) Fl Z W, FHEET5°C o N 45 3
J& 980 1R SC A 74 3 € [ 440 . 11, i #849.8%

[0143]  Sjitifs) 12

[0144]  (E) -3- (4- T 5L -3- HAEILZEIL) -N- (] FE s It i3t ) s lE G (kb &Y% 5
NIL10) Bl &5, A FE LR 2P IR

[0145] B (1) ~ (5) [A]SLtifs3

[0146]  (6) FES0mL ) =2 BHE AN (B) -3- (4- T I -3- AL R IL) AL 7 i
Fiz 15 (0.20g,0.69mmoL) , J % (0.05g,0.69mmoL) Al Z FE 1AW, THR ZE75°C o [ B 45 H i » Ik
JE RISCA IS B [E R0, 11g, 10 FRAT.6% .

[0147]  SZjiifs) 13

[0148]  (E) -3- (4- T4 IE-3- FAILFEIL) -N- ((2- (ZH P IL) ZEIE) 3L AR ELIL) 75 45
Wil (A gm 58 1L [ 28 732, B LR AP 3R

[0149]  JBIR (1) ~ (5) [A)SKLtifs3

[0150]  (6) ZE50mLE) =FiBHHE AN (B) -3- (4- T I -3- AL R IL) AL R i &
&g (0.20g,0.69mmoL) ,2- =% FF R % (0. 11g,0.69mmol) A Z fE VAW, THEET5°C o RN
SE G, PO [ R4S B EL ] R0 .. 09g , 1% 39.7% .

[0151]  Sjitifs] 14

[0152]  (E) -N- (R [RILG I PRRBERL) -3- (4- KL -3- AR L 2R 3L T W e (AL &0 4
SR 12) Wil & 7, ARG LR AP IR

[0153]  JBIR (1) ~ (5) AL tifs3

[0154]  (6) ZE50mL ) =FiBHE AN (B) -3- (4- Z 58I -3- A LR IL) AR I R i

14
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1515 (0.20g,0.76mmoL) , ¥R 347 (0.05g,0. 76mmoL) Fl Z 5, FHERET5°C o N 45 3
J& 980 1R SC A 74 5 €4 [l 4450 . 16, R #859.3% .

[0155]  sCjitifsl 15

[0156]  HAJE- ((B) -3- (3-FAR AL -4- ((2- AR AL K 0) NIGmEE) -D- R wdi
(H &9 5 NILL) ()25 75, AAE LT AP IR

1 S
/OD/\)\OHH 250, _ U\)LQ’ RxK,co, K w NaOH_ U\)‘\OH
- MeOH
3
R"'
R*NH,. CDI 2 NaOH 2 H
DCM MeOH Rio
I

[0158] (1) e =RAI BRI HF Mg 1) 1) %

[0159]  7E250mL 1) —HUe i+ N e B 2R R (20.00g, 102.99mmol.) F1100mL 1) J5 7K H B
W IR RS min S , 18 N, S0, (10.10g,102.99mmoL) , FH 2 50°C K N 45 H e

I8 o 2 FE B VA T zFﬁmzls/?EPjJnMomLﬁ’vk FH VAR Rs PR S B s R Y R TG S
Aot e, @ MR A =, & A VU, 980K W 46 15 2R BAR 4R 19 . 08g, Uit
88.9%.

[0160]  (2) (E) -3- (3-H4HIE-4- ((2- HILAEIE) S IE) R 3E) TA IR 15 1 1) 4%

[0161]  FE50mL 1Y = 20 ke I A S ZURT BRI H B (1.00g,4.80mmoL) 45 im Bk iR 4
(0.66g,4.80mmoL) A 10mL Z FEHER , W B FE L h /G, AR R inA2- LR (0.67g,
4.80mmoL.) F1KT (0.08g,0.48mmoL.) , FF#EL Z280°C o 5 N 45 W & » i 1 , Yol s[RI SOV 77143 445 it R
[ 441 . 35g, i #£88.9% .

[0162]  (3) (E) -3- (3-FHAAFE-4- ((2- FHIEAEIE) S IE) ZR3L) IR IR 1) 1) &

[0163]  7E50mL) = #EEH H IO (B) -3- (4- (A% IE) -3- FH L IR T 1% 1R G
(1.35g,4.32mmoL) F140 % HINaOH/K AW (NaOH 0.17g,4.32mmoL) A1 FH BV, THE 2 75°C .
FONEE TR G Y8 RIS 7, IR 4R 07 T 10mL K b, BB AR 28 I 2R R A T pHE 3 ~4 . B i
T ETS A 140 . 90g , UK 73.8% o

[0164]  (4) ((E) -3- (3-FHAR AL -4- ((2- HAETREL) S 28) KAL) MR L) -D- 7 &R Y g
[ 2%

[0165]  #E50mL I = e NN (B) -3- (3- FHAR 3L -4- ((2- H 3R 3E) ) 28 3) I R
(0.5g,1.68mmoL) FI-F1 8 — & H be¥s W » 2 JFIIACDI (0.27g, 1.68mmoL) , 7 i i
20min. 58 B > AR 2R HOIND- S5 2 B H G (0. 24g, 1.68mmol.) o 5 .45 B J , 93 94
FEAFRERAY) I LR AL E T, LA il 28R 28 =31 (V/V) Ak T 4tk , 538 [
[ 440 . 20g, L #£62.8% .

[0166]  Sjiif5] 16

[0167]  ((E) -3- (4- ((2-FF&EL) AAL) -3- A AR WIAEEE) -D- R R F s (b &
Vw5 R2) [P & 7%, BFE DL R DR

[0168] 2B (1) ~ (3) [A] Sty 15

[0169]  (4) ZE50mLI =k (B) -3- (4- ((2-F%3k) A IL) -3- ALK IL) A
% (0.5g,1.65mmoL) A4 1 — S bE ¥, < Ja INACDI (0.27g,1.65mmoL) , 7 I 4 1

[0157]

15
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20min. 58 B > AR R HOIND- o2 B H G (0.27g, 1.65mmol.) o 5 M. 45 B , 98 94
FEAFRERAY I LR AL E T, LU i/ 28R 2 FE =31 (V/V) Ak T 4tk , 538 [
[ 40 22g , I #663.8% -

[0170]  Sjitifs) 17

[0171]  (B) - (3- (4- 58 2L - 3- AR L KAL) TR IR 2L) -D- s & IR H g (LA 4 5 N TIL3)
[l & 7%, BAE DL R DR

[0172] 2B (1) ~ (3) [F]SLHEf1 15

[0173]  (4) fE50mL I =Sk i (E-3- (4- 48 5 -3- AR L) M8 (0. 5g,
2. 25mmoL) F1T-J& i) — & FH B i, 2 Ja INCDI (0. 36¢g,2.25mmoL.) , % iR FE20min o ;¢
SERE , AR 2T INND- S s R S (0.33g, 2. 25mmol) o [N 45 oIS , 950 W 4 15 K AR 4
HATEAEEMT , LU/ 218 2085 =31 (V/V) N¥E i kAT 44k, 53 (3 4 440 . 23g,
I %52.9% .

[0174]  Sjitifs)18

[0175]  (E) - (3- (4- 58 2L - 3- H AR L R L) TR IR 2%) -L- TN AR H g (LA 2 5 N TIT4)
[l 2% 77k, BAE DL R DR

[0176]  (4) ZE50mLAY = #EEH A AN (B) -3- (4- £\ FE-3- AL KR HIHER (0.5¢,
2. 25mmoL) F1T-J& i) — & FH B i, 2 Ja INCDI (0. 36¢g,2.25mmoL.) , % i 20min o ;2 M
SERE , AR 2L - P20 E FR S (0. 23g, 2. 25mmoL) o [ 3 45 3 & , Yok R il 4 43 K5 A 4 -
SR EMT, DU B/ 2R B8 =31 (V/V) NBEBORGEET 44k , 153 (3 (5440 . 42¢ , I
#42.5% .

[0177]  Sjitifs) 19

[0178]  (E) - (3- (4- T %82 - 3- AR AL IR L) TR IR SL) -D- s &R H g (LA )% 5 N TIL5)
[l & 77k, BLHE DL R DR

[0179]  ZBHR (1) ~ (3) [A] 5Lt 15

[0180]  (4) ZE50mL A =#MBEH R I (B) -3- (4- T FE-3- AL KR HNIHER (0.5¢g,
2.00mmoL) F1T-J ) — & F B VAW, Z J5 I NCDI (0.32g,2.00mmoL.) , ¥ L #20min . 2 b
SERE , AR 2 I ND - 5 % FP G (0. 21g, 2. 00mmoL) o [ 3 45 3 5 , Yok R i 4 43 K5 A 4 -
SR EHT, DU B/ 28 B8 =31 (V/V) ¥R T 44k , 153 (3 (5440 . 49¢, I
#52.9%.

[0181]  Sjiifs]20

[0182]  (E) - (3- (4- (JmNAAIE) -3- AL KAL) TNMAIESL) -L- TN AR s (&% 5N
106) [ 2% 7732, BLdE LA AP ER

[0183]  ZBHR (1) ~ (3) [A] 5Lt f1 15

[0184]  (4) fE50mLAY =F L P NN (B) -3- (4- U AAEL) -3- AR AR AR
(0.5g,2.13mmoL) FI-F1 8 — & H b ¥ » 2 JE I ACDI (0.35g,2. 13mmoL) , 7 & i+
20min. SN 5E R » A4 & R IND - S R H G (0. 28g,2. 13mmolL.) « J N 45 & , il < 4
FIREHI H L RE AT JENT » LA HEE/ LR 206 =3: 1 (V/V) Rl gt 1T 4tk , 15 31 [l
140.52g, I #%58.7% .

[0185]  sjififsl21

16
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[0186]  (E) -3- (4- T 40k -3- WAL IR IE) NG IEL) -L- e IR s (&9 5 AT T)
[l & 7%, BAE DL R DR

[0187] LR (1) ~ (3) [ASLHtEf1 15

[0188]  (4) AE50mLAI =3UBei R I (B) -3- (4- T 53 -3- A FE A L) HIHIR (0.5¢,
2.00mmoL) F1T-J ) — & B VAW, Z J5 I NCDI (0.32g,2.00mmoL.) , ¥ i #20min . 2 b
SERE , AR 2RI NL - 2506 FP G (0. 21g, 2. 00mmoL) o [ 3 45 3 & , Yok R ik 4 43 K5 A 4 -
ZTERKE RN, DA/ 28R e =31 (V/V) Bl AT 44k , 753 B3 B 140 . 47g , Uk
#65.2% .

[0189]  Sjiifs)22

[0190]  (B) - (3- (3-FH&FE-4- ((4- HIEHIE) L) L) IEIEIE) H 2R F s (b &9
Y5 N I8) W& ik, A FE DL N 2D IR

[0191]  ZBIR (1) ~ (3) [A] 5L HEf1 15

[0192]  (4) ZE50mLI) =F IR NN (B) -3- (3- 4R FE-4- ((4- IR 3E) 008 K50
TR (0.5g,1.68mmoL) AT 4 — S H kel » < JE IMACDT (0.27g,1.68mmol.) , ¥ i 1 ¥
20min. J N 58 Al 5 » AR R I H 2R H S (0. 15g, 1.68mmol.) « [ .45 3R J5 , Jok R ik 4 15
KA - SRR E T, AT IR/ B8 2 =31 (V/V) AT BB AT 4ifk , 15 3] [ [ 44
0.35g, X% 48.7% .

[0193]  Sjififs)23

[0194]  ((E) -3- (3-F&JE-4- ((2- FIETEIE) A IE) L) WIEIEIE) -D- T2 &R (b &9
Y5 N TL9) B & 5k, A FE DL R 2D IR

[0195] 2GR (1) ~ (4) [ SLHE1 15

[0196]  (5) ZE50mLIY) =FBeiH AR I ((E) -3- (3- AR FE-4- ((2- FEERIE) &) 3 5
RS -D- S S BE TP S (0.20g, 0. 47mmoL) £140 % INaOHZK I (NaOH 0.02g,0.47mmoL)
BRI FHR 2R 75°C o )RV E5 IS 5 Yl [T 771, W 4 035 T 10mLaK v, PR A 25 FH
IR pHE 3 ~4 . ) » T JE A B 4420 . 12, i %660, 2%

[0197]  Sjitif]24

[0198]  ((F) -3- (4- ((2-FF&EL) A L) -3- AR NIAEER) -D- Al R & (b &9
Y 5 N TLL0) [P 2% 775, B HE DL R DR

[0199] 2B (1) ~ (4) [ SLHEf] 15

[0200]  (5) ZE50mLI =#BSH AP I ((B) -3- (4- ((2-FF%HL) S IL) -3- HEFERE) N
WEdL) -D- F= S B H G (0.20g, 0. 47mmoL) F140 % [KINaOH/K ¥ 7% (NaOH 0.02g,0.47mmoL) F1
F VA, FHIRL 2R 75°C o RS RS, 930 RIS 70 IR AR 03 T 10mLK 1, Bl 4R R #6 1
B T pHA 3~4. B J& » Yol R I 43 €l 140 . 14, 1% 58.9% .

[0201]  SiZjitifs]25

[0202]  (E) - (3- (4- L5 2L -3- AR KAL) TG e 2E) -L- N & fE (&4 5 9L 1) (1)
il %% 7%, BFE LU R DR

[0203]  ZBHR (1) ~ (4) [ SLHEH] 15

[0204]  (5) 7E50mL A = #EEHH AN (B) - (3- (4- 5 3 -3- AR AR INJAmIESE) -L-TH
R HE (0.20g,0.57mmoL.) F140 % [{INaOH/K %51 (NaOH 0.02g,0.57mmoL.) Fl FF BV, T
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A T5°C o NG 9% [BISCE T, IR 4GP T 10mL K, PR A 22 P s SRR R 19 pH &2 3
~4 5 Ja, BRI JEAR B ELE A0 . 138, 13 64. 7%

[0205]  SLjiifs]26

[0206]  (B) - (3- (4- T4H2&-3- AR WIGIEE) -D- &R (b EW%5 NIL12) I
il €& 71, BLFE DL R P IR

[0207]  JBUR (1) ~ (4) [F] 5Lt 15

[0208]  (5) ZE5OmLIK =FEM PN (B) - (3- (4- T %83 -3- AL I WIAHLE) -D-=
R H I (0.20g,0.53mmoL) F140 % [{INaOH/K %5 (NaOH 0.02g,0. 53mmoL.) Fl FF BV, T
TAT5°C o N5 G 90 [T T, IR 4GP T 10mL K, PR A 22 P s SRR R 19 pH A2 3
~4, 5 Ja, BRI PR B EEA0 . 128, 10347 . 2%

[0209]  SEjiifs] 27

[0210]  (E) - (3- (4- (ML) -3- A ZE R 0E) INMGIEE L) -L- W& R (b & 4w 5 A 1
13) i 4 7, BFE LU 2B IR -

(02111 JBIR (1) ~ (4) [ =Lt 15

[0212]  (5) 7E50mL A =#EEH AN (B) - (3- (4- (KA SEIE) -3- A LR IE) IR 3E) -
L-NZ B F S (0.20g,0.60mmoL) F140 % INaOH7K ¥ ¥ (NaOHO . 02g , 0. 60mmoL) 1 I B4
THEL AR T5°C o R N5 G 0% [T 7], W4 0 T 10mL K H , PR A4 22 FH A 25 1% 1 19 pH
F3~4 B Ja , R JEAS B L 140 09g , % 62.9% .

[0213]  SLjiifs]28

[0214]  (B) - (3- (4- T4H2&-3- AR WIGIEE) -L- &R (b &Y %5 NI 14) 1Y
il €& 71, BLFE DL R P IR

[0215]  JBIR (1) ~ (4) [F] =Ll 15

[0216]  (5) ZE5OmLIK =& PN (B) - (3- (4- T 48 3% -3- AL I WIHHLR) -L-=
R H 1 (0.20g,0.53mmoL.) F140 % [{INaOH/K %5 (NaOH 0.02g,0. 53mmoL.) Fl FF BV, T
TAT5°C o N5 G 90 [T T, IR 4GP T 10mL K, PR A 22 P A SRR A 15 pH &2 3
~4 5 Ja, R PR B ELE A0 15g, 103 54.3% .

[0217]  SEjiif5]29

[0218]  (F) - (3- (4- T4 2L -3- A AERE) WHBE) -L- =2 RF E (&% 5 81T
15) [ & 55, B FE LU 2B IR

[0219]  JBIR (1) ~ (4) [A] =Lt 15

[0220]  (5) 7E5OmLIK =FEM PN (B) - (3- (4- T 483 -3- AL I WIAHLE) -L-=
IR H 1 (0.20g,0.56mmoL.) F140 % [{INaOH/K %5 (NaOH 0.02g,0. 56mmoL.) Fl FF BV, T
TAT5°C o NG5G 90 [T, IR AR P T 10mL K, PR A 22 P s SRR R 19 pH &2 3
~4, 5 Ja, BRI JEA B EE A0 15g, 10 #£52.9% .

[0221] DA L siiitifolfb S A BRAL M B A 2R 1T, A M B R 2 AR

[0222] R 15 fy] Hb A1 i B Ak 1 o

18
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WEW N FEE (%) B E/C LUBLRERTIN
I1 C21H303N38 52.2% 178.5-179.2 EREATIEEN
12 CisH2203N3S; 49.5% 156.4-157.3 S RENERLS
1 C17H2403N,8 47.8% 176.6-177.4 o ] 44
112 Ca0H2103N,FS 62.1% 121.4-122.5 {03
13 C17H2203N,S 53.9% 172.4-173.1 B 0 [ 44
14 CoH1903N-FS 63.1% 205.7-206.9 T R[] A
115 C16H200:3N5S 48.7% 150.6-151.7 T R[]
16 C21H1903N,F5S 51.9% 194.1-195.6 g G
17 CisH2405N5S 63.5% 132.9-133.7 4[]
[18 C1sH2,03N,S 55.4% 184.3-185.7 g ERrN
119 C21H2303N,FS 49.8% 207.1-208.9 {0 [
110 C19H2303N,»S 47.6% 141.5-142.8 B0 [ 44
111 C2H1303N,F3S 39.7% 162.1-163.4 T R[]
[0223] 12 Ci5H240:N58 59.3% 175.4-176.9 T LA
111 CysH30sN 62.8% 112.1-113.5 EEEATIEEN
1112 C4Has0sNF 63.8% 161.2-162.3 SREATTELN
1113 C1oH2705N; 52.9% 80.1-80.6 EEEATEEN
1114 Ci6H210sN 42.5% 87.1-88.2 EREATIEEN
1115 C»H3,05N 52.9% 80.7-81.2 ] 5[] 4
1116 Ci7H»1 05N 58.7% 101.1-102.3 SREATIEEN
1117 C21H3OsN 65.2% 61.6-62.8 EREATIEEN
1118 C21H2405N 48.7% 91.8-92.7 EEEATIEEN
1119 Ca4H2OsN 60.2% 75.1-76.9 EEEATELN
11110 Ca3H,70sNF 58.9% 75.1-76.9 SREATIEEN
[111 CisH190sN 64.7% 170.5-171.3 EFEATIEEN
[1112 CyoH2905N 47.1% 119.3-120.7 ] £ [ 44
11113 Ci6H1o0sN 62.9% 118.2-119.3 SREATTELN
11114 C20H0sN 54.3% 92.1-93.5 EREATIEEN
[1115 CyoH2,05N 52.9% 94.1-95.5 £ ]
[0224] 29 iEHILAIL-12, I1- 12, 1 - 015 F A% R L AR vt Al
wEY A SEAER
[0225] 1 'H NMR (400 MHz, DMSO-ds) 6 10.09 (s, 1H, CONH), 9.67 (s, 1H,
1

CSNH), 7.51 (d, 1H, J = 15.6 Hz, 1-Ar-CH=CH-), 7.32 (d, 2H, J = 8.0 Hz,
2-ArH), 7.23 (d, 2H, J = 2.0 Hz, 1-ArH), 7.19 (dd, 1H, J = 8.0, 2.0 Hz,
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1-ArH), 7.13 (d, 2H, J = 8.0 Hz, 2-ArH), 7.08 (d, 1H, J = 8.3 Hz,
1-Ar-CH=CH-), 6.10-6.00 (m, 1H, CH=CH,), 5.40 (dd, 1H, J = 17.2, 2.0
Hz, CH=CH,), 5.27 (dd, 1H, J= 10.4, 2.0 Hz, CH=CH>), 4.84 (d, 2H, J =
2.4 Hz, CH,), 3.82 (s, 3H, OCHj3), 2.28 (s, 3H, CH3). “C NMR (101 MHz,
DMSO-ds) ¢ 181.34, 149.82, 149.82, 148.56, 140.39, 140.39, 137.15,
134.60, 128.98, 128.98, 126.16, 121.60, 121.60, 118.59, 114.36, 111.11,
79.58, 79.05, 56.52, 56.06, 21.07. HRMS(ESI) m/z for CH»»O3N;S
[M-H]  caled: 396.13764, found: 396.13617.

IH NMR (400 MHz, DMSO-ds) '"H NMR (400 MHz, DMSO-d,) 6 9.80
(s, 1H, CONH), 9.23 (s, 1H, CSNH), 8.02 (s, IH, NH), 7.44 (d, 1H, J =
15.6 Hz, 1-Ar-CH=CH-), 7.16-6.02 (m, 3H, 1-ArH), 6.46 (s, 1H,
1-Ar-CH=CH-), 4.79 (s, 2H, OCH,), 3.78 (s, 3H, CH3), 3.50 (m, 3H,

12  CHs), 3.30 (s, 2H, CH,), 2.40 (m, 3H, CHs), 1.98 (d, 3H, J = 7.6 Hz), 1.72
(s, 2H, CH,). >C NMR (101 MHz, DMSO-ds) 5 182.02, 165.48, 149.80,
148.55, 140.42, 128.87, 121.58, 118.46, 114.34, 111.10, 79.05, 56.52,
56.06, 43.26, 31.07, 28.74, 15.14. HRMS(ESI) m/z for CisHy305N3S;
[M+H] " caled: 416.10730, found: 416.10629.

"H NMR (400 MHz, CDCl5) 6 10.72 (d, 1H, J = 8.0 Hz, CONH), 9.25 (d,
1H, J=10.4 Hz, CSNH), 7.68 (d, 1H, J=15. 6 Hz, 1-Ar-CH=CH-), 7.10
(d, 2H, J= 6.4 Hz, 1-ArH), 6.88 (d, 1H, J = 8.8 Hz, 1-ArH), 6.43 (d, 1H, J
= 15.2 Hz, 1-Ar-CH=CH-), 4.66—4.60 (m, 1H, OCH), 4.55-4.48 (m, 1H,

{11 CH), 3.91 (s, 3H, OCHj3), 141 (d, 6H, J= 6.0 Hz, 2CH3), 1.32 (d, 6H, J =
6.5 Hz, 2CH;). °C NMR (101 MHz, CDCl3) ¢ 178.61, 166.14, 150.29,
150.21, 145.88, 126.61, 123.39, 115.99, 114.06, 110.29, 71.25, 55.97,
47.65, 21.96, 24.96, 21,78, 21.78. HRMS(ESI) m/z for C;7H,503N,S
[M+H] caled: 337.15804, found: 337.15753.

[0226]

"H NMR (400 MHz, CDCl3) 6 12.36 (s, 1H, CONH), 9.57 (s, 1H, CSNH),
8.05 (s, 1H, 1-Ar-CH=CH-), 7.64 (dd, 2H, J = 8.8, 4.8 Hz, 2-ArH),
7.51-7.46 (m, 2H, 2-ArH), 7.24 (s, 1H, 1-ArH), 7.12 (t, 2H, J = 8.8 Hz,
1-ArH), 6.95 (d, 1H, J = 8.4 Hz, 1-ArH), 4.71-4.65 (m, 1H, OCH), 3.92

12 (s, 3H, OCHs;), 1.43 (d, 6H, J = 6.4 Hz, 2CH;). ’C NMR (101 MHz,
CDCly) 6 178.25, 162.44, 162.24, 159.78, 150.44, 149.69, 138.37, 133.55,
133.52, 126.25, 126.16, 124.76, 117.08, 115.97, 115.74, 113.93, 113.62,
71.24, 56.10, 21.96, 21.96. HRMS(ESI) m/z for CagH»O3N-FS [M+H]"
calcd: 389.13297, found: 389.13080.

I3 'H NMR (400 MHz, CDCl5) 6 10.77 (s, 1H, CONH), 9.58 (s, 1H, CSNH),
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[0227]

7.68 (d, 1H, J = 15.6 Hz, 1-Ar-CH=CH-), 7.12-7.08 (m, 2H, 1-ArH), 6.87
(d, 1H, J = 12.0 Hz, 1-ArH), 6.63-6.44 (m, 1H, 1-Ar-CH=CH-), 6.13-6.03
(m, 1H, CH=CH,), 5.42 (d, 1H, J = 17.2 Hz, CH=CH,), 5.33 (d, 1H, J =
10.4 Hz, CH=CH,), 4.66 (d, 2H, J = 4.4 Hz, OCH,), 4.57-4.48 (m, 1H,
CH), 3.94 (s, 3H, OCH3), 1.32 (d, 6H, J = 6.4 Hz, 2CH3). >C NMR (101
MHz, CDCls) & 178.60, 166.20, 150.66, 149.52, 145.66, 132.53, 127.01,
123.38, 118.58, 116.31, 112.62, 109.79, 69.70, 55.87, 47.59, 21.74, 21.74.
HRMS(ESI) m/z for Cij7H2303N2S [M+H] caled: 335.14239, found:
335.14209.

[14

'H NMR (400 MHz, CDCls) 6 12.56 (s, 1H, CONH), 8.95 (s, 1H, CSNH),
7.77 (d, 1H, J = 15.6 Hz, 1-Ar-CH=CH-), 7.62 (dd, 2H, J = 8.8, 4.8 Hz,
2-ArH), 7.14-7.10 (m, 2H, 2-ArH), 7.09-7.07 (m, 2H, 1-ArH), 6.89 (d,
IH, J = 8.4 Hz, 1-ArH), 6.36 (d, 1H, J = 15.6 Hz, 1-Ar-CH=CH-),
6.12-6.04 (m, 1H, CH=CH,), 5.44 (dd, 1H, J = 17.2, 1.2 Hz, CH=CH,),
5.34(dd, 1H, J= 104, 1.2 Hz, CH=CH,), 4.68 (d, 2H, J = 6.4 Hz, OCH>),
3.89 (s, 3H, OCH3). ”C NMR (101 MHz, CDCl3) 6 179.18, 165.96,
151.00, 149.59, 146.78, 132.44, 126.65, 126.37, 126.29, 123.47, 118.68,
115.85, 115.85, 115.62, 115.62, 115.52, 112.68, 109.99, 69.73, 55.93.
HRMS(ESI) m/z for CooH9O3N>FS [M+H]™ caled: 387.11732, found:
387.11682.

[Is

"H NMR (400 MHz, CDCl3) 6 10.82 (s, 1H, CONH), 9.54 (s, 1H, CSNH),
7.69 (d, 1H, J = 15.6 Hz, 1-Ar-CH=CH-), 7.10 (d, 2H, J = 13.6 Hz,
1-ArH), 6.87 (d, 1H, J = 8.0 Hz, 1-ArH), 6.56-6.49 (m, 1H,
1-Ar-CH=CH-), 6.13-6.03 (m, 1H, CH=CH,), 5.43 (d, 1H, J = 17.2 Hz,
CH=CH,), 5.33 (d, 1H, J = 13.6 Hz, CH=CH,), 4.66 (d, 2H, J = 4.8 Hz,
OCH,), 3.94 (s, 3H, CH;), 3.75-3.68 (m, 2H, CH,), 1.31 (t, 3H, J = 7.2
Hz, CH;). *C NMR (101 MHz, CDCl3) J 179.82, 166.19, 150.68, 149.54,
145.72, 132,56, 127.01, 123.36, 118.61, 116.29, 112.65, 109.87, 69.72,
55.91, 40.45, 13.62. HRMS(ESI) m/z for CisH203N-S [M+H] calcd:
321.12674, found: 321.12622.

Ire

'"H NMR (400 MHz, CDCl3) 6 12.69 (s, 1H, CONH), 9.70 (s, 1H, CSNH),
7.92 (d, 1H, J = 8.0 Hz, 2-ArH), 7.80 (d, 1H, J = 15.6 Hz, 1-Ar-CH=CH-),
7.73 (d, 1H, J = 8.0 Hz, 1-ArH), 7.61 (t, 1H, J = 7.2 Hz, 1-ArH), 7.44 (t,
IH, J = 7.6 Hz, 1-ArH), 7.06 (t, 1H, J = 8.4 Hz, 2-ArH), 6.86 (d, 1H, J =
8.0 Hz, 2-ArH), 6.50 (d, 1H, J = 15.6 Hz, 1-Ar-CH=CH-), 6.13-6.03 (m,
1H, CH=CH),), 5.43 (d, 1H, J = 17.2 Hz, CH=CH,), 5.32 (t, IH, J = 10.2

21



CN 114195691 B W OB P 18/28 T1

Hz, CH=CH,), 4.67 (d, 2H, J = 5.2 Hz, OCH.,), 3.75 (s, 3H, OCH3). *C
NMR (101 MHgz, CDCl3) o 181.12, 166.37, 150.93, 149.56, 146.98,
135.54, 132.52, 132.16, 129.91, 127.49, 126.88, 126.33, 125.13, 123.80,
121.91, 118.67, 115.56, 112.60, 109.65, 69.74, 55.85. HRMS(ESI) m/z for
C11H2003N,F3S [M+H] caled: 437.11412, found: 437.11349,

"H NMR (400 MHz, CDCls) 6 10.86 (s, 1H, CONH), 9.52 (s, 1H, CSNH),
7.67 (dd, 1H, J = 15.2, 1.2 Hz, 1-Ar-CH=CH-), 7.10 (s, 2H, 1-ArH),
6.90-6.85 (m, 1H, 1-ArH), 6.50 (dd, 1H, J = 15.6, 6.0 Hz, 1-Ar-CH=CH-),
6.12-6.03 (m, 1H, CH=CH,), 5.42 (d, 1H, J = 17.2 Hz, CH=CH,), 5.32 (d,
IH, J = 7.2 Hz, CH=CH,), 4.66 (s, 2H, OCH,), 3.93 (s, 3H, OCH3),
3.71-3.66 (m, 2H, CH»), 1.68 (t, 2H, J = 12.8 Hz, CH>), 1.42 (t, 2H, J =
6.8 Hz, CH,), 0.96 (s, 3H, CH3). *C NMR (101 MHz, CDCls) & 179.88,
166.24, 150.71, 149.55, 145.79, 132.56, 127.02, 123.37, 118.63, 116.25,
112.66, 109.89, 69.74, 55.94, 45.43, 30.30, 20.21, 13.77. HRMS(ESI) m/z
for Cy3HasO3N,S [M+H]" caled: 349.15804, found: 349.15763.

7

"H NMR (400 MHz, CDCls) 6 10.77 (s, 1H, CONH), 8.98 (s, 1H, CSNH),
7.71 (d, 1H, J = 15.2 Hz, 1-Ar-CH=CH-), 7.09 (t, 3H, J = 15.6 Hz,
1-ArH), 6.38 (d, 1H, J = 15.6 Hz, 1-Ar-CH=CH-), 4.83 (s, 2H, OCH,),
3.94 (s, 3H, OCHs;), 3.68 (s, 2H, CH,), 2.55 (s, 1H, CH), 1.68 (s, 2H,

I8 CH,), 1.45 (s, 2H, CH,), 0.97 (s, 3H, CH;). *C NMR (101 MHz, CDCl;) 6
179.76, 165.77, 149.74, 149.38, 145.79, 127.76, 122.94, 116.54, 113.39,
110.15, 77.77, 7648, 56.55, 55.96, 45.54, 30.30, 20.20, 13.79.
HRMS(ESI) m/z for Ci;gH2303N,S [M+H] caled: 347.14293, found:
347.14197.

[0228]

'"H NMR (400 MHz, CDCl3) 6 12.60 (s, 1H, CONH), 9.28 (s, 1H, CSNH),
7.76 (d, 1H, J = 15.2 Hz, 1-Ar-CH=CH-), 7.61 (dd, 2H, J = 8.8, 4.8 Hz,
2-ArH), 7.09 (d, 2H, J = 8.4 Hz, 1-ArH), 6.87 (d, 2H, J = 6.4 Hz, 1-ArH),
6.42 (d, 2H, J = 15.4 Hz, 1-Ar-CH=CH-), 4.07 (t, 2H, J = 6.8 Hz, OCH,),
3.83 (s, 3H, OCH;), 1.90-1.82 (m, 2H, CH,), 1.56-1.46 (m, 2H, CH,),
0.99 (t, 3H, J = 7.2 Hz, CHs). °C NMR (101 MHz, CDCl3) 6 166.24,
162.20, 159.75, 151.73, 149.55, 146.88, 133.63, 126.53, 126.45, 126.30,
123.88, 115.86, 115.64, 11530, 112.06, 109.81, 68.73, 55.94, 31.02,
19.20, 13.90. HRMS(ESI) m/z for C,HyOsN,FS [M+H] caled:
403.14862, found: 403.14810.

19

'H NMR (400 MHz, CDCls) 6 10.82 (s, 1H, CONH), 9.21 (s, 1H, CSNH),
7.70 (d, 1H, J = 15.2 Hz, 1-Ar-CH=CH-), 7.10 (t, 2H, J = 8.0 Hz, 1-ArH),

[I10
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6.87 (d, 1H, J = 8.0 Hz, 1-ArH), 6.41 (d, 1H, J = 15.2 Hz, 1-Ar-CH=CH-),
4.07 (t, 2H, J = 6.8 Hz, OCH>), 3.92 (s, 3H, OCHj3), 3.71-3.66 (m, 2H,
CH,), 1.89-1.82 (m, 2H, CH»), 1.72-1.65 (m, 2H, CH,), 1.55-1.78 (m,
2H, CH,), 1.46-1.39 (m, 2H, CH>). 1.00-0.95 (m, 6H, 2CH3). C NMR
(101 MHz, CDCl5) 6 179.83, 166.09, 151.47, 149.51, 146.03, 126.48,
123.56, 115.80, 112.10, 109.90, 68.71, 56.00, 45.48, 31.03, 30.30, 20.20,
19.20, 13.90, 13.79. HRMS(ESI) m/z for CigH2003N>S [M+H]" caled:
365.18934, found: 365.18842.

"H NMR (400 MHz, CDCl3) 6 12.73 (s, 1H, CONH), 9.98 (s, 1H, CSNH),
7.91 (d, 1H, J = 8.0 Hz, 2-ArH), 7.80 (d, 1H, J = 15.6 Hz, 1-Ar-CH=CH-),
7.72 d, 1H, J = 7.6 Hz, 2-ArH), 7.60 (s, 1H, J = 7.6 Hz, 2-ArH), 7.4 ({,
IH, J = 7.4 Hz, 2-ArH), 7.07 (dd, 1H, J = 8.4, 2.0 Hz, 2-ArH), 7.03 (d,
[H, J = 2.0 Hz, 1-ArH), 6.84 (d, 1H, J = 8.0 Hz, 1-ArH), 6.55 (d, 1H, J =
15.6 Hz, 1-Ar-CH=CH-), 4.06 (t, 2H, J = 6.8 Hz, OCHa), 3.67 (s, 3H,

CHs), 1.88-1.81 (m, 2H, CHa), 1.55-1.45 (m, 2H, CH>), 0.98 (t, 3H, J =
7.2 Hz, CH;). 3C NMR (101 MHz, CDCl5) & 18121, 166.61, 151.60,
149.49, 147.02, 135.54, 132.15, 130.00, 127.50, 126.51, 126.31, 125.29,
12422, 121.90, 115.33, 111.94, 109.33, 68.69, 55.81, 31.01, 19.20, 13.90.
[0229] HRMS(ESI) m/z for CasHasOsNoFsS [M+H]" caled: 453.14542, found:

453.14493,

111

'"H NMR (400 MHz, CDCls) ¢ 10.90 (d, 1H, J= 7.3 Hz, CONH), 9.50 (s,
IH, CSNH), 7.68 (d, 1H, J= 15.2 Hz, 1-Ar-CH=CH-), 7.10 (d, 2H, J = 7.2
Hz, 1-ArH), 6.87 (d, 1H, J = 8.4 Hz, 1-ArH), 6.50 (d, 1H, J = 15.2 Hz,
1-Ar-CH=CH-), 4.20-4.12 (m, 2H, OCH>), 3.94 (s, 3H, OCHs), 2.12-2.08

12 (m, 1H, CH), 1.77-1.63 (m, 8H, 4CH,), 1.49 (¢, 3H, J = 6.8 Hz, CH). °C
NMR (101 MHz, CDCl3) ¢ 179.01, 166.30, 151.13, 149.40, 145.76,
126.67, 123.63, 116.10, 111.94, 109.68, 64.41, 57.16, 55.91, 32.48, 32.48,
23.79, 23.79, 14.67. HRMS(ESI) m/z for CigH,505N,S [M+H]" caled:
349.15804, found: 349.15762.

'"H NMR (400 MHz, CDCls) 6 7.55 (d, 1H, J = 16.0 Hz, 2-ArH),
7.26-7.23 (m, 3H, 2-ArH), 7.12 (d, 1H, J = 4.0 Hz, 1-ArH), 7.04 (s, 1H,
1-ArH), 7.01 (d, 1H, J = 8.0 Hz, 1-Ar-CH=CH-), 6.86 (d, 1H, J = 8.0 Hz,
111 1-Ar-CH=CH-), 6.33 (d, 1H, J = 16.0 Hz, 1-ArH), 6.18 (s, 1H, NH), 5.14
(s, 2H, CH,), 4.76 (dd, 1H, J = 8.0, 4.0 Hz, CH), 3.91 (s, 3H, OCH3), 3.76
(s, 3H, COOCHs), 2.35 (s, 3H, 2-ArCHs), 2.01-1.66 (s, 1H, CH),
1.59-1.16 (m, 2H, CH,CH3), 0.96-0.92 (m, 6H, 2CH;). C NMR (101
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MHz, CDCls) § 172.76, 165.77, 149.92, 149.66, 141.57, 138.31, 136.57,
128.76, 128.51, 128.00, 127.94, 124.33, 122.00, 118.14, 113.45, 110.14,
70.96, 56.50, 55.97, 52.15, 38.25, 25.31, 21.43, 15.46, 11.61. HRMS(ESI)
m/z for CysH3,0sN [M+H] " caled: 426.22750, found: 426.22690.

'H NMR (500 MHz, DMSO-ds) & 8.24 (d, 1H, J = 8.5 Hz, 2-ArH), 7.51
(d, 1H, J = 2.0 Hz, 2-ArH), 7.39-7.38 (m, 1H, 2-ArH), 7.34 (d, 1H, J =
16.0 Hz, 1-Ar-CH=CH-), 7.23 (d, 1H, J = 7.5 Hz, 2-ArH), 7.20 (d, 1H, J =
2.0 Hz, 1-ArH), 7.15 (d, 1H, J = 1.5 Hz, 1-ArH), 7.08 (d, 1H, J = 2.0 Hz,
1-ArH), 6.69 (d, 1H, J = 16.0 Hz, 1-Ar-CH=CH-), 5.11 (s, 2H, CH>), 4.33
(s, 1H, NHCH), 3.77 (s, 3H, OCHs), 3.61 (s, 3H, COOCH3), 1.79-1.77
(m, 1H, CH), 1.18-1.14 (m, 2H, CH,CHs), 0.85-0.81 (m, 6H, 2CH;). °C
NMR (126 MHz, DMSO-ds) § 172.69, 165.92, 161.94, 159.99, 149.74,
149.51, 139.84, 131.41, 128.78, 125.06, 124.76, 121.97, 120.13, 115.92,
113.90, 110.66, 64.70, 57.01, 55.95, 52.17, 37.02, 25.38, 16.03, 11.67.
HRMS(ESI) m/z for CyHOsNF [M+H]™ caled: 430.20243, found:
430.20184.

[112

'H NMR (400 MHz, CDCl5) & 7.51 (d, 1H, J = 16.0 Hz, 1-ArH),
6.99-6.95 (m, 2H, 1-ArH), 6.79 (t, 1H, J = 8.0 Hz, 1-Ar-CH=CH-), 6.33
(d, 1H, J = 16.0 Hz, 1-Ar-CH=CH-), 4.78 (s, 1H, NHCH), 4.17-4.04 (m,
2H, OCH,), 3.84 (s, 3H, OCH3), 3.73 (s, 3H, COOCHj3), 1.69 (s, 2H,

[lI3  CH,), 1.60 (s, 1H, CH), 1.45 (d, 3H, J = 4.0 Hz, CH3), 0.94 (d, 6H, J = 8.0
Hz, 2CH3). C NMR (101 MHz, CDCls) § 174.07, 166.05, 149.92,
149.20, 141.49, 127.54, 122.10, 117.83, 112.13, 109.99, 64.28, 55.83,
52.30, 50.82, 41.62, 24.90, 22.86, 21.88, 14.69. HRMS(ESI) m/z for
C19H230sN, [M+H] " caled: 350.19620, found: 350.19516.

[0230]

'H NMR (400 MHz, CDCl3) 8 7.55 (d, 1H, J = 16.0 Hz, 1-Ar-CH=CH-),
7.03-7.00 (m, 2H, 1-ArH), 6.81 (d, 1H, J = 8.0 Hz, 1-ArH), 6.60 (s, 1H,
NHCH), 6.37 (d, 1H, J = 16.0 Hz, 1-Ar-CH=CH-), 4.79-4.72 (m, 1H,
CH), 4.13-4.08 (d, 2H, J = 7.0 Hz, OCH>), 3.86 (s, 3H, OCHj3), 3.76 (s,
3H, COOCHj), 1.47-1.44 (m, 6H, 2CH3). >C NMR (101 MHz, CDCl5) ¢
173.82, 165.73, 149.95, 149.23, 141.41, 127.52, 121.97, 117.91, 112.16,
110.01, 64.29, 55.83, 52.46, 48.13, 18.44, 14.68. HRMS(ESI) m/z for
C16H2,0sN [M+H]" caled: 308.14925, found: 308.14865.

1114

'H NMR (500 MHz, CDCls) & 7.54 (d, 1H, J = 15.5 Hz, 1-Ar-CH=CH-),
IS 7.02 (dd, 1H, J = 8.0, 2.0 Hz, 1-ArH), 6.99 (d, 1H, J = 2.0 Hz, 1-ArH),
6.82 (d, 1H, J = 8.5 Hz, 1-ArH), 6.29 (d, 1H, J = 15.5 Hz, 1-Ar-CH=CH-),
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6.07 (d, 1H, J = 8.5 Hz, NH), 4.81-4.76 (m, 1H, CH), 4.02 (1, 2H, J = 7.0
Hz, OCH>), 3.86 (s, 3H, CH3), 3.74 (s, 3H, CH;), 1.84-1.79 (m, 2H, CH,),
1.70-1.65 (m, 2H, CH,), 1.62-1.54 (m, 1H, CH), 1.51-1.44 (m, 2H, CH,),
0.99-0.92 (m, 9H, 3CH3). >C NMR (126 MHz, CDCls) 6 173.98, 165.95,
150.40, 149.44, 141.83, 127.47, 122.26, 117.72, 112.34, 110.04, 68.72,
56.04, 52.47, 50.85, 42.01, 31.17, 24.98, 22.95, 22.07, 19.27, 13.96.
HRMS(ESI) m/z for CsH30sN [M+H]™ caled: 378.22750, found:
378.22662.

"H NMR (500 MHz, CDCl;) 6 7.52 (d, 1H, J = 15.5 Hz, 1-Ar-CH=CH-),
7.03-6.95 (m, 2H, 1-ArH), 6.79 (d, 1H, J = 8.0 Hz, 1-ArH), 6.43 (d, 1H, J
= 7.5 Hz, NH), 6.31 (d, 1H, J = 15.5 Hz, 1-Ar-CH=CH-), 6.01-5.99 (m,
1H, CH=CH,), 5.37 (dd, 1H, J = 17.5, 1.5 Hz, CH=CH,), 5.26 (dd, 1H, J
= 10.5, 1.5 Hz, CH=CH,), 4.73-4.70 (m, 1H, CH), 4.60-4.58 (m, 2H,
OCHy), 3.86-3.82 (m, 3H, CH3), 3.72-3.74 (m, 3H, CH3), 1.43 (d, 3H, J =
7.0 Hz, CH3). °C NMR (126 MHz, CDCls) 6 173.92, 165.69, 149.65,
149.46, 141.50, 132.90, 127.93, 121.92, 118.44, 118.10, 112.90, 110.11,
69.78, 55.94, 52.61, 48.21, 18.63. HRMS(ESI) m/z for Cj7H2OsN
[M+H] caled: 320.14925, found: 320.14862.

Ill6

[0231]
'H NMR (500 MHz, CDCl3) J 7.53 (d, 1H, J = 15.5 Hz, 1-Ar-CH=CH-),

6.98 (s, 2H, 1-ArH), 6.82 (d, 1H, J= 9.5 Hz, 1-ArH), 6.34 (d, 1H, J = 15.5
Hz, 1-Ar-CH=CH-), 4.80 (s, 1H, CH), 4.04-4.02 (m, 2H, OCH,),
3.86-3.85 (m, 3H, CH;), 3.75-3.74 (m, 3H, CHs), 1.82 (s, 2H, CH,), 1.71
(s, 2H, CH»), 1.61 (d, 1H, /= 11.0 Hz, CH), 1.49 (d, 2H, J = 7.0 Hz, CH»),
1.06-0.90 (m, 9H, 3CHs). *C NMR (126 MHz, CDCls) 6 174.05, 166.05,
150.26, 149.35, 141.57, 127.49, 122.04, 117.76, 112.33, 110.18, 68.64,
55.92, 52.31, 50.81, 41.70, 31.10, 24.90, 22.86, 21.90, 19.17, 13.83.
HRMS(ESI) m/z for CyHyOsN [M+H]" caled: 378.22750, found:
378.22681.

117

"H NMR (400 MHz, CDCl3) é 7.56 (d, 1H, J = 15.2 Hz, 1-Ar-CH=CH-),
7.31 (d, 2H, J = 7.6 Hz, 1-ArH), 7.17 (d, 2H, J = 8.0 Hz, 2-ArH), 7.02 (d,
2H, J = 6.0 Hz, 2-ArH), 6.85 (d, 1H, J = 8.4 Hz, 1-ArH), 6.32 (d, 1H, J =
15.6 Hz, 1-Ar-CH=CH-), 6.15 (s, 1H, NH), 5.14 (s, 2H, OCH,), 4.18 (d,
2H, J = 5.2 Hz, CH,), 3.90 (s, 3H, CHs), 3.79 (s, 3H, COOCHj,), 2.34 (s,
3H, CH3). C NMR (101 MHz, CDCls) 6 170.63, 166.12, 149.96, 149.69,
141.76, 137.75, 133.60, 129.30, 129.30, 127.85, 127.31, 127.31, 121.95,
117.63, 113.49, 110.30, 70.80, 56.00, 52.46, 41.47, 21.20. HRMS(ESI)

I118
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m/z for C21H240sN [M+H] caled: 370.16490, found: 370.16428.

'"H NMR (400 MHz, CDCl;) 6 7.54 (d, 1H, J = 16.0 Hz, 2-ArH),
7.25-7.22 (m, 3H, 2-ArH), 7.11 (d, 1H, J = 4.0 Hz, 1-ArH), 7.04 (s, 1H,
1-ArH), 6.97 (d, 1H, J = 8.0 Hz, 1-Ar-CH=CH-), 6.81 (d, 1H, J = 8.0 Hz,
1-Ar-CH=CH-), 6.33 (d, 1H, J = 16.0 Hz, 1-ArH), 6.18 (s, 1H, NH), 5.14
(s, 1H, CH,), 4.72 (dd, 1H, J = 8.0, 4.0 Hz, NHCH), 3.85 (s, 3H, OCHjs),

119 233 (s, 3H, 2-ArCH;), 1.98 (s, 1H, CH), 1.60—1.12 (m, 2H, CH,CH3),
1.03-0.86 (m, 6H, 2CH3). >C NMR (101 MHz, CDCl3) 6 174.99, 166.93,
150.01, 149.58, 142.12, 138.30, 136.47, 128.80, 128.51, 128.01, 127.87,
124.40, 122.16, 117.80, 113.34, 110.34, 70.92, 57.04, 55.95, 37.78, 25.15,
21.41, 15.46, 11.60. HRMS(ESI) m/z for Cy4H;0OsN [M+H] calcd:
412.21185, found:412.21100.

'H NMR (500 MHz, DMSO-d¢) 6 8.00 (d, 1H, J = 15.0 Hz, NH),
7.52-748 (m, 2H, 2-ArH), 7.43-7.37 (m, 2H, 2-ArH), 7.32 (d, 1H,
1-Ar-CH=CH-), 7.20-7.17 (m, 2H, 1-ArH), 7.07 (s, 1H, 1-ArH), 6.76 (d,
1H, J=15.8 Hz, 1-Ar-CH=CH-), 5.10 (s, 2H, CHa,), 4.20 (d, 1H, J=16.0
Hz, NHCH), 3.76 (s, 3H, CH3), 1.79 (s, 1H, CH), 1.16 (d, 2H, J= 15.6 Hz,
CH,), 0.82 (s, 6H, 2CH3). >C NMR (126 MHz, DMSO-ds) & 149.53,
148.61, 139.11, 137.52, 131.22, 129.13, 125.06, 124.26, 122.61, 121.87,
121.06, 116.00, 114.49, 113.90, 113.14, 110.65, 64.69, 55.95, 55.92,
25.37, 16.26, 12.03, 11.94. HRMS(ESI) m/z for Cy3H2;0sN F[M+H]"
calcd: 416.18678, found: 416.18582,

"H NMR (400 MHz, CDCl3) 6 7.61 (d, 1H, J = 15.4 Hz, 1-Ar-CH=CH-),
7.07 (d, 1H, J=9.6 Hz, 1-ArH), 7.03 (s, 1H, 1-ArH ), 6.84 (d, 1H, /= 8.4
Hz, 1-ArH), 6.33 (d, 1H, J = 15.4 Hz, 1-Ar-CH=CH-), 6.23 (s, 1H, NH),
4.74-4.67 (m, 1H, CH), 4.15-3.90 (m, 2H, OCH,), 3.90 (s, 3H, OCHj;),
1.54-1.46 (m, 6H, 2CH3). *C NMR (101 MHz, CDCls) 6 167.03, 150.37,
149.32, 142.81, 127.11, 122.42, 122.42, 116.75, 112.13, 109.94, 77.42,
64.36, 55.94, 17.78, 14.71. HRMS(ESI) m/z for C;sH20OsN [M+H]" calcd:
294.13360, found: 294.13300.

11110
[0232]

[1111

'"H NMR (500 MHz, CDCls) & 7.53 (d, 1H, J = 15.5 Hz, 1-Ar-CH=CH-),
6.99 (dd, 1H, J = 8.5, 2.0 Hz, 1-ArH), 6.97 (d, 1H, J = 2.0 Hz, 1-ArH),
6.77 (d, 1H, J = 8.5 Hz, 1-ArH), 6.54 (d, 1H, J = 8.0 Hz, NH), 6.34 (d, 1H,
J=15.5 Hz, 1-Ar-CH=CH-), 4.72-4.67 (m, 1H, CH), 3.98 (t, 2H, J = 6.5
Hz, OCH,), 3.82 (s, 3H, OCH3), 1.82-1.77 (m, 2H, CH,), 1.74-1.68 (m,
2H, CH»), 1.63-1.59 (d, 1H, CH), 1.50-1.42 (m, 2H, CH,), 0.96-0.91 (m,

I112
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[0233]

[0234]
[0235]
[0236]
[0237]
[0238]
[0239]

9H, 3CH;). C NMR (126 MHz, CDCls) ¢ 176.08, 167.20, 150.52,
149.38, 142.41, 127.34, 122.43, 117.33, 112.31, 110.30, 68.70, 56.04,
51.40, 41.14, 31.16, 24.98, 22.99, 21.89, 19.26, 13.94. HRMS(ESI) m/z
for CyoH300OsN [M+H]  caled: 364.21185, found: 364.21097.

'H NMR (500 MHz, CDCls) 6 7.55 (d, 1H, J = 15.5 Hz, 1-Ar-CH=CH-),
7.03-6.99 (m, 2H, 1-ArH), 6.80 (d, 1H, J = 8.5 Hz, 1-ArH), 6.54 (d, 1H, J
= 7.0 Hz, NH), 6.33 (d, 1H, J = 15.5 Hz, 1-Ar-CH=CH-), 6.08-6.01 (m,
1H, CH), 5.39 (d, 1H, J = 17.5 Hz, CH=CH,), 5.28 (d, 1H, J = 12.0 Hz,
CH=CH,), 4.69-4.66 (m, 1H, J = 12.0 Hz, CH), 4.60 (dd, 2H, J = 4.0, 2.5
Hz, OCH,), 3.86 (s, 3H, CH3), 1.50 (d, 3H, J = 7.0 Hz, CH3). “C NMR
(126 MHz, CDCl3) & 175.49, 166.94, 149.92, 149.48, 142.47, 132.82,
127.65, 12222, 118.54, 117.35, 112.87, 110.23, 69.79, 56.00, 48.73,
18.03. HRMS(ESI) m/z for Ci¢Hj9OsNNa [M+Na]™ caled: 328.11554,
found: 328.11481.

[1113

'H NMR (500 MHz, CDCl3) 6 7.55 (d, 1H, J = 9.0 Hz, 1-Ar-CH=CH-),
7.01 (d, 2H, J = 10.0 Hz, 1-ArH), 6.81 (s, 1H, 1-ArH), 6.37 (d, 1H, J =
15.5 Hz, 1-Ar-CH=CH-), 4.73 (s, 1H, CH), 4.01 (d, 2H, J = 5.5 Hz,
OCH,), 3.85 (s, 3H, OCHs), 1.84-1.79 (m, 2H, CH,), 1.77-1.74 (m, 2H,

l[14 CH,), 1.67-1.63 (m, 1H, CH), 1.50-1.45 (m, 2H, CH,), 0.95 (d, 9H, J =
9.0 Hz, 3CHs). *C NMR (126 MHz, CDCl;) § 176.01, 167.16, 150.48,
149.34, 142.35, 127.30, 122.36, 117.28, 112.32, 110.33, 68.66, 56.00,
51.31, 41.08, 31.10, 24.92, 22.88, 21.83, 19.18, 13.85. HRMS(ESI) m/z
for C0H30OsN [M+H] caled: 364.21185, found: 364.21112.

'H NMR (500 MHz, DMSO-d¢) 6 7.55-7.45 (m, 1H, 1-Ar-CH=CH-), 7.26
(d, 2H, J= 7.0 Hz, 2-ArH), 7.20 (d, 2H, J = 16.0 Hz, 2-ArH), 7.14 (d, 2H,
J=17.5 Hz, NH), 7.02 (d, 1H, J = 8.0 Hz, 1-ArH), 6.96 (d, 1H, J = 13.5
Hz, 1-Ar-CH=CH-), 6.77 (dd, 1H, J = 15.5, 4.5 Hz, 1-ArH), 4.99 (s, 2H,

1115  CH,), 3.75 (s, 3H, CHs), 3.49 (d, 2H, J = 4.5 Hz, CH>). ”C NMR (126
MHz, DMSO-ds) 6 172.41, 165.04, 149.74, 149.40, 138.41, 137.66,
134.38, 129.48, 129.48, 128.86, 128.45, 128.45, 121.79, 121.50, 113.85,
110.76, 70.26, 56.03, 44.79, 21.30. HRMS(ESI) m/z for CsH»OsN
[M+H]" caled: 356.14925, found: 356.14896.

— S5 A B P R e B I T P

L SRBG 7 A B

2. JT R 2 A aatm)

i EE : TSWV, CMV, 5 N R RS 40 AL TR 7T R A s

SR O (TSWVALBE 27 32) , D 22 (VA BE 77 32)
X R 2477 : BT BRI 5 7 P B 2 s T EE M

27



CN 114195691 B W OB P 24/28 T

[0240]  BPRZZ M : pH 7.0(10. 2mol /LI BERR 2% 1 (PBS) spH 7.0/90.01mol /LI BEIR
22 (PBS) spH 7.5/0. 5mol/LIIBERE Sz L (PBS) s TSWVHR B ZZ #1 (20.66¢ Na,HPO, ,
6.6g Nall,P0,,1.26g Na,SO,%E % % 1L (pH7.0))

[0241] 355 : £ DU 2 1% (EDTA) « KR B AL 5 307G BR A 7] 5 mh iR 80« sl 4 1114k
RFIE R AE]L T4 Triton X-100:F4% T, ARG 30IE LB BT 52 T, EM AR
%

[0242]  3.SEG 5 %

[0243] 3. 1TSWVHHE4k

[0244]  (a) JEHX ORIt TSWVL R LA AR [, 25 ik e YRS B e o, RN
I R R AT AR B , CRAIE 2H 208 B R, DA S B SR R

[0245]  (b) MNP AR AR I T4 IpH 7. ORI TSWVHREI , 51 28 5073, - FXWUE Je e 2 A
it

[0246]  (c) JEVMRIN B O (VKIB) 1, 8000rmp , 4 °C 464 N B .0220min s B & WEEATHi
TSWVIE P 4k

(02471  3.2CMVIF$4l

[0248] (&) EHN TR GLick CMV = J& DA b -8 e M i, 25 b ik s BT B IHER A, RN
I BRI AT RS , CRAIE 2 208 B R, DA S B R R

[0249]  (b) WO PR fER AR AR B T34 FIpH 7. 5190 5mo 1 /LA EE 2%+ (PBS) (N #0.01mol/
L EDTA,0.1% HI5fi%E 4%, 2% Trition-x-100) , 515 E000 8, HIN10% &4« 1IE T/ (V:V
=1:1), HXUZJe e Aid g ;

[0250]  (c) JEMMBIN S OE (VKIH) H1,8000rmp, 4 C 4 A+ 5 .0020min;

[0251]  (d) B _H3&3, B fs ) B 3d v R AR B2 IR 29, Io N (V/W) 6 %6 PEG-6000F1NaCl ,
TEACF, i $E4h, SR FF8000rpm i £>20min ;

[0252] (o) PREAVLIE , FIPH=7.0/"0.01mo1/LIJPBSFFITHE B, 8000rmp, 4°C 214 K 2.0
20min;

[0253]  (F) &t by, B viie 8%, S R V0, & 9 i TR B 4 0 25 S5O
[0254] (o) FHZZ M EARRESS , MU AE 260nm s MR BEAE , AR H5 LU A ATt OMVIK FE (CMV ()
HIEHRECHN5.0) .

[0255]  Ji 3 BRI (mg/mL) = A, X FBEAE4L/5.0

[0256] 3. 34L& Wik I il

[0257]  HERAFRI Zmgtb &) T B0, I S0RLA HLIE FIDMSO, {3 1 78 70 I il , e 2
H1%Tween SOR) —R/KINZ 4mL, Bt i E A1500ug/mL I 26571 .

[0258] 3.4 7

[0259]  JUAAL A 5 TSWV/CMV P00 B 75 14 » BLARERVE D IR T

[0260]  (a) 24556 TSWV /CMVIE AR TG T AE FH

[0261] &K 3 —F )5~ 6 i BA RS B S .22, 768 1 i1 B3 5T B B & NI, HE
SEMEH AR AT (P8 B, N L EEBREE A T At i b i B AP 30min 5 , G /KR - £
R 5, B REAZG 77 (5001g/mL) 73 Bt 75 AT 21, 72 2= b it AR 70 770 & 1 SR04 E
XTI 5 2 /MR = RS 7 . 2-3dfa , A I B S A B, TSR e A 2 I IR AR B
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HH HMEWIEAITIREE .

[0262]  (b) 255X TSWV/CMV & 4 Cr4 1

[0263] A FA—E )5~ 6 MRS Bl i (0 22 , B 2B BN 24 771 (500ng/mL) IRt AE A4 F
- 7 e 3 i A 5] ) = AV FRVE A BB TP e B 2 /MR =, 12- 2405, 72 B35
B4 MR, R 22 R RS TG B R BT, PR R T At i b R 30min 5 B K
YA TR B R /NR S P RE R IR . 2-3d)5 , T HU BB ARG B L 10 5 A0 A 2 Y
FEBEEH NS T3 E S

[0264] () 25556 TSWV /CMVYE A4l A AR FH

[0265] A& 34— E (195~ 6 8 i R il i 2 22, 5 245571 5 S AR R 1) s B VR S 1R 30
G300 o FH I 28 1 TR 55 Y0 R e b T b e O 0 € B A e v, 6 I 51 B PR ) A5 8 B T R
(IR & R R A T 70 et i EE Pl 30mi n s FTE K R HAR AT 5 B &2 /MR = RIS
Fe gt .2-3dJa , B BB S A B, 0 SR A A I AR BEE B ML S TR E R,
B AR R PR

[0266] il 2 (%) = [ (75 0 RRA B4 - 245 77 b PR A BEEY) /25 L 6E HE A BES ] X 100
[0267] X85> H ARk S B0 & 5N 1 BE AR, WU 5 X TSWYAICMY FJEC, 1

[0268] 4 .szuf 4k B

[0269] 4% b3k 7532 N 7 St ] A, & P OB ARLAD 08 73 10 I EC, M, 45 2R AR 3~ R4
[0270]  ZR3SZHEMHIAL AT TSWV B F0 1 375 1 A X B

. ) o ECsq (ug/mL)
Compd. iR i . Curative Protective Inactivating
effect (%) effect (%) effect (%) . . e
activity activity activity

[1 40.1+6.3 49.6+6.2 49.1£3.6
12 382459 42.6+4.2 43344 1
I 43.2+6.3 44.8+5.8 63.5+8.5
112 40.2+5.6 55.6+2.4 63.0£2.0

13 44.1x1.2 59.8+1.4 65.9x1.6 567.9+8.2 401.9+6.8 290.6+10.2

114 48.1+2.9 60.1£2.3 66.2+7.4 532.9+5.6 382.844.9 282.3+5.3
IIs 40.1+3.1 59.2+6.2 623431

[0271] I1ée 50.7+5.6 60.4x4.4 69.8+5.4 517.6x10.2 388.3£5.7 250.5+8.8
17 38.9+3.1 36.2+2.4 52.3%6.1
18 40.1£2.3 54.4+1.2 544435

119 45.8+4.6 60.3%1.3 68.1+2.9 542,164 389.3+4.5 265.6£5.4
1o 40.1£2.6 52.0+6.1 60.9+6.9
100 37.6£2.2 41.3£3.5 49.4+6.4
2 38.1+6.9 20.6+3.5 50.246.3

11 55.143.6 61.2+1.9 76.9+6.3 501.5+7.1 379.4+6.2 2249423

(12 63.5x1.2 68.1x4.7 88.1%2.5 398.4£7.6 304.9£7.2 126.1£5.3

(113 48.1+5.9 50.2+5.6 72.943.8 507.9+£5.9 247.548.1 280.74£3.5
1114 41.3+£3.9 55.943.7 69.7+1.3
lIs 56.7£2.9 54.8+£5.60 60.9:2.6
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[116 55.3+6.2 63.9+4.1 79.5+3.4 487.249.7 340.845.4 186.7+4.8
17 56.1£3.2 59.9+5.1 75.2+4.6
118 58.9+4.6 61.2£3.5 76.4+4.9 429.245.2 378.2+3 .4 225.6+7.2
[119 54.0+6.2 61.5+5.3 76.4+5.6 481.748.5 365.7+6.2 216.1+7.6
o 60.1£2.6 65.2+2.6 85.5£5.4 421.6+3.8 330.9+6.7 147.3+3.9
[ 40.6+£2.6 45.1£1.5 57.2+1.6
[0272] Iz 50.6+3.9 48.1+6.3 54.9+4.1
1113 51.245.4 56.6+2.4 76.1£5.2 446.1£7.6 347.1£5.9 227.249.6
14 55.14£5.2 56.7+£7.3 61.1+4.1
115 50.6+4.6 35.7+6.1 70.2+2.9
1] L 40.5+4.8 44.9£7.2 55.7£5.1
THEER 55.4+6.9 60.5+3.8 75.9+6.3 480.9+4.9 387.345.2 249.1+6.3
I ENE 42.1£5.6 45.6+4.3 60.1£3.8 587.246.3 497.5+8.1 315.7+4.9

[0273] R A AGBEE , AR BRIR | T e 5 2 A3 25 M g [H 14 6 HE 24 771, 76 AR FE N
500ug/mLI , P 1 STt A A P TSWY R & Ve . SR 3P, A &4 T2 15 T8 AN T
LOFRIIE AR VA7 I 43 A 63 . 5% .56.7% . 58.9% F160. 1% , & T- % B 25 7 f 8L R . T 15 55
FAIEEEME (40.5% \55.4% F142.1%) AELRYIEMEDT T, A& 4L 2, 116, T8 IM9F!
10 M 3E 53 ) 961 .2% .68.1% .63.9% .61.2% 61 .5% F165.2% , =T~ X HE 24 751 fi] 24
TR T 5 2 AR T2 (44.9% .60.5% F145.6%) o RS IEYE TS 1, B bRib-& 401 M2,
6. M8 9 I 1OANTIT 13 e B i 3 4y R B AL v 2 5 43 71 R76.9%6 . 88.1%.79.5% . 76.4% «
76.4% 85.5% F176.1% LT X R 245 7R B IR « T Fd B 2 A 2k (55.7% .75.9%
60.1%) . 2K, HAa LAY I M2, 16 I8 9. I 10T 13 (¥ BliA6 35 1k IEC, , 23 7 A
224.9.126.1.186.7.225.6.216.1.147.381227 . 2ug/mL , ft. T Xt W& 24 771 7 e 25 25 R0 06 25 6
(249.1H1315. 7Tug/mL) o FBS, b &P M 240 R I H BT (36 7 RO GR35 4, FLEC, 73 3l N
(398.441304 . 9ug/mL) , It T % B8 2571 7 7 85 & (480.9H1387 . 3ug/mL) FlJp Mk (587 .5% Al
497 .5ug/mL) »

[0274]  FR4SZHBAGI 1k A%k CMV B 01 il 3 2 1 DA 3

ECsp (‘ﬂg)'{]'ﬂ L)

Curative Protective Inactivating - . —
Compd. 5 . ” . Curative Protective Inactivating
effect (%) effect (%) effect (%) o o o
[0275] activity activity activity
11 337175 49.1+4.6 58.3+5.6
12 39.7£5.9 47.6x1.1 58.9+5.1
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| 35.8+1.5 38.5+1.8 49.3+2.6
12 40.829.8 53.6+4.5 69.7+5.2
13 43.7+2.6 58.2+2.7 74.143.1 659.3+5.9 406.4+6.7 408.6+4.8
114 44.6+6.6 60.4+1.7 75.7+3.4 622.6+10.2 408.5+5.1 397.9+8.1
115 44.1%1.2 54.4+4.7 63.5+3.8
e 46.3+2.6 61.9+2.9 79.245.3 595.2+5.1 398.2+1.9 381.6+5.1
17 40.1£5.2 46.2+1.5 60.3£5.5
18 40.0£1.2 43.0£5.6 58.646.7
1o 40.4+1.9 50.1£5.3 61.349.5
1o 39.9+3.5 45.2+1.4 56.349.4
I 48.4+1.9 50.1£5.3 77.349.5 549.249 2 499 6+8 4 399.1+7.7
iz 35.7+2.7 42.6x1.3 51.3+6.8
111 50.6+4.9 58.5+4.2 89.0+3.1 476.5+6.4 406.1+9.8 310.5+8.7
112 56.3%4.5 65.9+1.2 89.543.6 421.7+8.9 391.7+10.6 307.1£6.5
113 48.3£2.5 52.743.6 50.3+2.5
[0276] 114 56.9+3.6 60.4+2.2 78.4+1.8 412.944.2 408.6+8.6 361.7+7.2
115 453283 55.6+£6.3 53.942.7
[Il6 46.5£3.6 52.1+4.9 60.1+3.4
117 45.6+7.9 54.5+4.5 50.743.4
118 51.9+3.9 55.4+5.1 88.7+2.6 457.6+8.9 410.7£10.2 312.7+5.3
1119 49.5+8.1 57.6£2.6 88.7£1.5 527.4+3.4 419.3+5.7 314.2+4.9
[o 55.7+5.6 63.9+3.7 88.942.9 424.548.7 402.2+2.3 310.9+5.6
(1100 552429 54.245.6 73.143.4 430.147.3 473.2+8.4 416.4+7.3
[z 43,2452 48.5£1.6 74.842.1 609.2+1.3 603.4+4.2 401.244.2
13 28.1+6.1 33.245.7 58.543.9
14 43.9+2.4 46.8+2.3 50.643.1
I1s 50.7+6.1 48.9+3.4 74.8+2.4 473.5+8.6 596.5+4.1 403.2£7.2
e 3 iR 38.5+3.1 41.8£2.3 68.6+1.2
THEE 49.1+2.1 56.9+3.9 88.6+1.3 531.448.9 448.7+6.9 318.7+4.2
Io5 TEME 40.8+2.9 42.742.6 72.1+1.2 731.6+10.2 659.1+5.6 427.449.5

[0277] SR FHGEAREIAEBEE , 75 A5 B N500ug/mL I 4644 T , AR ZR IR « 7 76 55 2 A1
BEMRAE N BT BB 245550, W€ 1 5 IR (%) BT B R 17 AR P R HUCMVIE 14 (L364) o BH R4 RT 4,
EEE L B B AT AR B A — 2 I HTOMVYE 2, Forh b &I 1 L T2, 4 M8 M9 T 10, I
LLATIL 158 97 1E PR 4 ) 50 .6 % .56.3% .56.9% .51.9% .49.5% .55.7% .55.2 % Al
50.7% , = T X R 2GR BT BRI 7 i 2% 2 A 2 (38.5%,49. 1% F140.8%) o 7E LRI 1
HILAEY 3. 04,116,101, 112, 104 MT9ATIL 10 M) ££ 3 1F 14 2 73 H58.2% .60.4% .
61.9% .58.5% .65.9% .60.4% .57.6% M63.9% , & T X B2 7l 8L R  T° 9 55 2 A 25
e (41.8% .56.9% F142.7%) o FEBIALTE 147 T, (LA I L T2 T8 TN I 10X CMV (1) 4
A3 23 59 N89.0% 89.5% 88.7% 88.7 % F188.9% , £t T Xt & 24 74 b BR R . 7 1 55 & A1
T EEME (68.6% 88.6% F172.1%) A& WM 2XFCMVIFIIRTT R FIBl Ak 15 PEIIEC, BN
421.7ug/mL 1391 . Tug/mLor BIAE T TR & & (531.4.448 . THI318. Tug/mL) FlJp & M
(731.6.659. 181427 . 4ng/mL) .

[0278]  ZRIRFF7w , & Bk B BT 2R R AT A ) B A Lty I U TSWV AN CMV G 4 , Herp Ak &4V L
Y2.Y8. Z1IHZ2Z I H Bt B TSWV AL CMIF P , D0 T BH A X6 8 245 771) 7 1 8 2 R s 2510 o 5 301
B ARALL , & v bk i 5 B RE A7 4 (Pest Manag.Sci.,2017,73:2079-2089) HLCMViE 14
B, FE VG I 7E30 . 1-78.2% 2 [8] o SR » A A BT OMV 01 1) 14 Y8 I 433 . 7-88.9%
A4 B W P A T 50 R 245 7] e i 4 2 R B M AT, 6T BT R PR S T 6 A AT AR A AR )
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[02791 DL b Ak , A& A Jx BH ) A4 S 1 28 5 FEAE X A BRAEAT AR 2 X iy BR i1, 4T

] R 185 A i IR T 58 A2 5 A A D W T 5 AR S %t B iz it 451 BT AR PR A A ] #42
o8 S5 A AL S B Y8 T AR AR T SRR A

28/28 T
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