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26 27 _30 26 27 30 26 27 _30
No. | R*2 | R? R31'R34’R35' No. |R?%|R®? R31'R34'R35' No. | R?%| R* R31'R34'R35’
R",R R R, R R R, R R

1 (D1 | H H 4 D41 H H 81 | H (D31 H
2 |D2| H H 42 |D42| H H 82 | H (D32 H
3 |D3|H H 43 |D43| H H 83 | H (D33 H
4 |D4| H H 4 D44 H H 84 | H (D34 H
5 |D5| H H 45 |D45| H H 85 | H (D35 H
6 |D6| H H 46 |D46| H H 86 | H (D36 H
7 |D7| H H 47 |D47| H H 87 | H (D37 H
8 |D8| H H 48 |D48| H H 88 | H (D38 H
9 |D9| H H 49 |D49| H H 89 | H (D39 H
10 |D10| H H 50 [D50| H H 90 | H (D40 H
11 |DI1| H H 51 | H | D1 H 91 | H (D41 H
12 |D12| H H 52 | H | D2 H 92 | H (D42 H
13 |D13| H H 53 | H [ D3 H 93 | H (D43 H
14 |D14| H H 54 | H | D4 H 94 | H (D44 H
15 |D15| H H 55 | H | D5 H 95 | H (D45 H
16 |D16| H H 5 | H | D6 H 96 | H (D46 H
17 [D17| H H 57 | H | D7 H 97 | H (D47 H
18 |D18| H H 58 | H [ D8 H 98 | H (D48 H
19 |D19| H H 59 | H | D9 H 99 | H (D49 H
20 (D20| H H 60 | H (D10 H 100 | H (D50 H
21 (D21| H H 61 | H (D11 H

22 |D22| H H 62 | H [D12 H

23 (D23| H H 63 | H [D13 H

24 (D24| H H 64 | H (D14 H

25 (D25| H H 65 | H [D15 H

26 (D26| H H 66 | H [D16 H

27 (D27| H H 67 | H [D17 H

28 (D28| H H 68 | H [D18 H

29 |D29| H H 69 | H (D19 H

30 (D30| H H 70 | H (D20 H

31 [D31| H H 11 | H (D21 H

32 (D32 H H 712 | H (D22 H

33 (D33| H H 713 | H (D23 H

34 (D34| H H 74 | H (D24 H

35 (D35 H H 75 | H (D25 H

36 |D36| H H 716 | H (D26 H

37 (D37 H H 17 | H (D27 H

38 (D38| H H 78 | H (D28 H

39 (D39 H H 79 | H (D29 H

40 (D40 H H 80 | H |D30 H
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[0034] [F=2]

EHUZEE Az B E M E &R

¥i{F No. | 1 [~] 50 #J R27 A1 R22 AH[EHIEE 5% No.| 101 |~| 150

¥i{£ No. |51~ 100 Y R26 A B R23 AR HIEE 5% No.| 151 |~| 200

Y 4E No. | 1 |~] 200 #J R30 7 = A N1 = No.| 201 |~| 400

Y 4E No. | 1 |~] 200 HJ R31 = A N1 = No.| 401 |~| 600

Y¥1E No. | 1 [~ 100 Y R34 A N1 B No.| 601 |~| 700

Y 4E No. | 1 |~] 100 #J R35 7 = A N1 = No.| 701 |~| 800

¥i{E No. | 1 [~] 200 Y R30 F1 R35 & A N1 B No.| 801 [~]| 1000
¥1E No. | 1 [~ 200 HJ R31 1 R34 & # A NI = h No.| 1001 |~| 1200
Y 4E No. | 1 |~] 200 #J R30 7 HA A4 = No.| 1201 |~| 1400
¥1E No. | 1 [~ 200 #J R31 A A4 B No.| 1401 |~| 1600
Y¥1E No. | 1 [~ 100 A R34 A A4 HE ks No.| 1601 |~| 1700
¥i{E No.| 1 [~] 100 Y R35 A A4 B No.| 1701 |~| 1800
¥i{E No. | 1 [~] 200 Y R30 F1 R35 & A A4 B No.| 1801 |~| 2000
¥1E No. | 1 [~ 200 HJ R31 1 R34 & A A4 2k No.| 2001 |~| 2200
Y 4E No. | 1 |~] 200 #J R30 7 = A N5 = No.| 2201 |~| 2400
¥1E No. | 1 [~ 200 #J R31 # A N5 B No.| 2401 |~| 2600
Y¥1E No. | 1 [~ 100 Y R34 # A N5 B No.| 2601 |~| 2700
¥i{E No.| 1 [~] 100 Y R35 # A N5 B No.| 2701 |~| 2800
Y 4E No. | 1 |~] 200 HY R30 1 R35 A NS5 B No.| 2801 |~| 3000
¥1E No. | 1 [~ 200 B R31 1 R34 # A N5 B No.| 3001 [~| 3200
Y 4E No. | 1 |~] 200 HY R30 1 R35 A N8 B No.| 16201 |~| 16400
¥1E No. | 1 [~ 200 B R31 1 R34 # A N8 B No.| 16401 |~| 16600
¥i{E No. | 1 [~] 200 Y R30 F1 R35 & # A NI10 B No.| 16601 |~| 16800
¥1E No. | 1 [~ 200 B R31 1 R34 # A NI10 B No.| 16801 |~| 17000
¥1E No. | 1 [~ 200 Y R30 #1 R35 A t-Bu = h No.| 17001 |~| 17200
¥1E No. | 1 [~ 200 HJ R31 1 R34 & # A t-Bu = h No.| 17201 |~| 17400
Y¥1E No. | 1 [~ 100 Y R26 # A N5 B No.| 17401 |~| 17500
Y 4E No. | 1 |~] 100 HY R27 A N5 = No.| 17501 |~| 17600
Y¥1E No. | 1 [~ 100 Y R26 # A N8 B No.| 17601 |~| 17700
Y 4E No. | 1 |~] 100 HY R27 A N8 = No.| 17701 |~| 17800
¥i{E No.| 1 [~] 100 Y R26 # A N9 B No.| 17801 |~| 17900
¥i{E No.| 1 [~] 100 B R27 A N9 B No.| 17901 |~| 18000
¥i{E No.| 1 [~] 100 Y R26 A t-Bu B No.| 18001 |~| 18100
¥i{E No.| 1 [~] 100 B R27 # A t-Bu B No.| 18101 |~| 18200
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R44 R43
O R42
N/ \N
R45
R46 O
R47 R48
No. R42 R43 R44~R48 No. R42 R43 R44~R48 No. R42 R43 R44~R48
3201 | D1 | H H 3241 |D41| H H 3281| H |D31 H
3202\ D2 | H H 3242 |D42| H H 3282 | H |D32 H
3203 D3 | H H 3243 |D43| H H 3283 | H |D33 H
3204\ D4 | H H 3244 \D44| H H 3284 | H |D34 H
3205 D5 | H H 3245|D45| H H 3285| H |D35 H
3206 | D6 | H H 3246 |D46| H H 3286 | H (D36 H
3207|D7 | H H 3247 |D47| H H 3287 | H |D37 H
3208 D8 | H H 3248 |D48| H H 3288 | H |D38 H
3209\ D9 | H H 3249 |D49| H H 3289 | H |D39 H
3210 |D10| H H 3250 |D50| H H 3290 | H |D40 H
3211 |D11| H H 3251| H | D1 H 3291 H |D#1 H
3212|D12| H H 3252 | H | D2 H 3292 | H |D42 H
3213 |D13| H H 3253 | H | D3 H 3293 | H |D43 H
3214|D14| H H 3254| H | D4 H 3294 | H |D44 H
3215|D15| H H 3255| H | D5 H 3295| H |D45 H
3216 |D16| H H 3256 | H | D6 H 3296 | H |D46 H
3217 |D17| H H 3257| H | D7 H 3297 | H |D47 H
3218 |D18| H H 3258 | H | D8 H 3298 | H |D48 H
3219|D19| H H 3259| H | D9 H 3299 | H |D49 H
3220 |D20| H H 3260 H |D10 H 3300| H |D50 H
3221|D21| H H 3261 H |D11 H
3222 |D22| H H 3262| H |D12 H
3223 |D23| H H 3263| H |D13 H
3224 |D24| H H 3264| H |D14 H
3225|D25| H H 3265| H |D15 H
3226 |D26| H H 3266 | H |D16 H
3227 |D27| H H 3267| H |D17 H
3228 |D28| H H 3268 | H |D18 H
3229 |D29| H H 3269 | H |D19 H
3230 |D30| H H 3270| H |D20 H
3231|D31| H H 3271| H |D21 H
3232 |D32| H H 3272| H |D22 H
3233 |D33| H H 3273| H |D23 H
3234 |D34| H H 3274| H |D24 H
3235|D35| H H 3275| H |D25 H
3236 |D36| H H 3276 | H |D26 H
3237|D37| H H 3277| H |D27 H
3238 |D38| H H 3278| H |D28 H
3239|D39| H H 3279| H |D29 H
3240 |D40| H H 3280 | H |D30 H
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[0036] [F=4]

HHLA 2 B E A 2 B Wb & 4R 5%
¥4F No. | 3201 | ~ | 3250 | AYR43 fr |HE A B R42 HHEIREE 5% No. | 3301 | ~ | 3350
HHE No. | 3251 | ~ | 3300 | AYR44 |2 A B R43 A5 EIRVELE] 5% No. | 3351 | ~ | 3400
Y4E No. | 3201 | ~ | 3400 | HYR4S A N1 = No. | 3401 | ~ | 3600
Y4E No. | 3201 | ~ | 3400 | HYR46H A N1 = No. | 3601 | ~ | 3800
Y4E No. | 3201 | ~ | 3400 | HYR47 A N1 = No. | 3801 | ~ | 4000
Y4E No. | 3201 | ~ | 3400 | HYR48 A N1 = No. | 4001 | ~ | 4200
Y4E No. | 3201 | ~ | 3400 | HYR4S HA A4 = No. | 4201 | ~ | 4400
Y4E No. | 3201 | ~ | 3400 | HYR46H HA A4 = No. | 4401 | ~ | 4600
Y4E No. | 3201 | ~ | 3400 | HYR47 A A4 = No. | 4601 | ~ | 4800
Y4E No. | 3201 | ~ | 3400 | HYR48 HA A4 = No. | 4801 | ~ | 5000
¥51E No. | 3201 | ~ | 3400 | HYR45 A N5 B No. | 5001 | ~ | 5200
Y4E No. | 3201 | ~ | 3400 | HYR46H A N5 B No. | 5201 | ~ | 5400
Y4E No. | 3201 | ~ | 3400 | HYR47 A N5 B No. | 5401 | ~ | 5600
Y4E No. | 3201 | ~ | 3400 | HYR48 A N5 = No. | 5601 | ~ | 5800

[0037]) [F5]
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R66 R63
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66 67 66 _67 66 _67

No. R62 R63 R§9;RR72 No. R62 R63 RF‘:Q;RRH No. R62 R63 RI'\;Q;RRH
5801 (D1 | H H 5841|D41| H H 5881 | H |D31 H
5802 D2 | H H 5842|D42| H H 5882 H (D32 H
5803 (D3 | H H 5843|D43| H H 5883 H (D33 H
5804 D4 | H H 5844|D44| H H 5884 H (D34 H
5805 D5 | H H 5845|D45| H H 5885 H (D35 H
5806 | D6 | H H 5846 |D46| H H 5886 | H |D36 H
5807 | D7 | H H 5847|D47| H H 5887 | H |D37 H
5808 D8 | H H 5848 |D48| H H 5888 H (D38 H
5809 (D9 | H H 5849|D49| H H 5889 H (D39 H
5810 (D10| H H 5850 |D50| H H 5890 H (D40 H
5811 |D11| H H 5851| H | D1 H 5891 | H |D41 H
5812 (D12| H H 5852| H | D2 H 5892 H (D42 H
5813 |D13| H H 5853| H | D3 H 5893 | H (D43 H
5814 |D14| H H 5854| H | D4 H 5894 H (D44 H
5815 |D15| H H 5855| H | D5 H 5895 H (D45 H
5816 (D16 H H 5856| H | D6 H 5896 | H |D46 H
5817|D17| H H 5857| H | D7 H 5897 | H |D47 H
5818 |D18| H H 5858| H | D8 H 5898 | H (D48 H
5819 (D19| H H 5859| H | D9 H 5899 | H |D49 H
5820 (D20| H H 5860| H D10 H 5900 H (D50 H
5821|D21| H H 5861 H (D11 H

5822 |D22| H H 5862| H (D12 H

5823 |D23| H H 5863 | H (D13 H

5824 (D24 | H H 5864| H D14 H

5825 |D25| H H 5865 H (D15 H

5826 (D26 | H H 5866 H (D16 H

5827 |D27| H H 5867| H (D17 H

5828 (D28 | H H 5868| H (D18 H

5829 (D29 | H H 5869 H (D19 H

5830 (D30| H H 5870| H D20 H

5831 (D31| H H 5871| H (D21 H

5832 |D32| H H 5872 H (D22 H

5833 |D33| H H 5873 | H (D23 H

5834 |D34| H H 5874| H (D24 H

5835 |D35| H H 5875 H (D25 H

5836 (D36| H H 5876 H (D26 H

5837 |D37| H H 5877 H (D27 H

5838 (D38| H H 5878 | H (D28 H

5839 (D39 H H 5879 | H (D29 H

5840 (D40 | H H 5880| H D30 H
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[0038] [F=6]

HHLA 2 B E | i 2 B W EE 4RI

451F No.|5801 | ~|5850 HY R67 p 2 A1 R62 HHEINIEE 5 No.|5901| ~ | 5950
45 1F No.|5851|~|5900 Y R66 2 A B R63 A [EIRVELE] 5 No.|5951| ~ | 6000
4%{F No.|5801 | ~| 6000 #J R69 1 A N1 B No.|6001| ~ | 6200
Y 1E No.| 5801 [ ~ [6000 #J R70 = = A N1 = No.|6201| ~ | 6400
Y 1E No.| 5801~ 5900 K R71 F A N1 = No.|6401| ~ | 6500
Y 1E No.| 5801~ 5900 By R72 = A N1 = No.|6501| ~ | 6600
45 1F No.|5801 | ~| 6000 #J R69 1 HA A4 B No.|6601| ~ | 6800
4%{F No.|5801 | ~| 6000 #J R70 A A4 B No.|6801| ~ | 7000
Y14F No.[5801 [ ~|5900 By R71 p A A4 B No.[7001| ~ | 7100
Y 1E No.| 5801~ 5900 By R72 = A A4 = No.|7101| ~ | 7200
Y14F No.[5801 [ ~|6000 B R69 7 H A N5 B No.[7201| ~ | 7400
45 1F No.|5801 | ~| 6000 A R70 # A N5 B No.|7401| ~ | 7600
Y14F No.[5801 [ ~|5900 By R71 2 A N5 B No.[7601| ~ | 7700
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BATHI IR 1% - RS TR - BB BERENE (LK LBR/Ch
=4/1) KkHIIE (LB LEE/Ck) S{EMmETZRIEREY - EiER
TEEERAEEYD (1.67g 0 EFRII%) -

'H NMR ( 400MHz,CDCl3,8 ) :8.29 ( d,/J=10Hz,1H ) ,8.11
( d,J=10Hz,1IH ) ,8.0 ( s,1JH ) ,7.95 ( d,/J=10Hz,IH ) ,7.89
( d,J=10Hz,1H ) ,7.44 ( t,J=10Hz,1H ) ,7.35 ( t,/J=10Hz,1H ) ,7.24
(m,1H) ,7.12 (t,J=10.0Hz,1H ) ,7.07 (t,J=10.0Hz,1H) .

MS (ASAP) :331.08 ( M+H*) .Calcd for CsoH37N5:332.17.

[0103] fEHREMR T > &b (1.38g > 10.0mmol ) ~ jEHEM:bx
( 0.18g » 15.0mmol ) K & b & (0.135g > 0.5mmol ) & & > H 7R
(150mL) B ZFE (150mL ) HPEEER G - LA T HFAE®R (4ml -
125mmol ) - i S JER &P)4E90°C T fZ fE2 /N 1% > X [0 £ =R - i
TV TR E - R ZA @A R - WAl A KA S8 B 1T IR AU
% ik T HEE o R M EEEITEZIE - RS IR 2R PR T OAR o
BIRVIS RN LB LR FIMBE SR TR 218 - JBRZR B TR o 75
M BERETE (LBRIBE/CHRE=11) RFIER (L8 LBE/C) 4
EFTER Z IEREY) » (EMER T HeEERN{EEYc (1.35g  EX
90% ) -

'H NMR ( 400MHz,CDCl;,6 ) :8.21 ( d,/=10Hz,1H ) ,8.02
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( m,H ) ,7.40 ( t,J=10Hz,1H ) ,7.26 ( d,/J=10Hz,2H ) ,7.18
(m,3H) ,6.97 (d,/=10Hz,1H) ,7.93 (d,/=10.0Hz,1H) ,5.48 (s,1H) .
MS (ASAP) :301.10 (M+H*) .Calcd for CsoH37N5:302.17.

[0104] [{EE2=(29]

OmF
150°C
24h
NH, - -
N Pddban,
t-butPHEF 4
. C5C0s
BRI
130°C 54

24h

[0105] fE&RM T » AEHZR (200mL ) & - fE130°C T {E{E&Yc
(0.75g » 2.5mmol ) ~{E&%d (1.0g>2.17mmol ) ~ = (FE=TH) &%
PUE HEEEE (95mg > 0.325mmol ) -~ iRfiEst (1.41g > 4.34mmol ) ="
R ANEI S (100mg > 0.168mmol ) SZJE | 24/NEF © FEMAEZEIR [ H
KA EAN R IEERARAE 1L HE - IIA @B - #E M IREURIE o B A e
Z1% o B R ETTRAGE - WRE TR 2R s L br TR - FEhEMLERE
(HZR) gifbER 2 BE - R ER I =a BB {L&dYe (0.7g
63% ) -

'H NMR ( 400MHz,CDCls,6 ) :946 ( m,3H ) ,9.32
( d,J=10Hz,1H ) ,8.87 ( t,J=10Hz,3H ) ,8.54 ( m,lH ) ,8.46
( s,1H ) ,8.25 ( d,/J=10Hz,1H ) ,8.10 ( d,/=10.0Hz,1H ) ,7.97
( s,JH ) ,7.88 ( m8H ) ,7.70 ( d,/=10.0Hz,1H ) .,7.46
(t,J=10.0Hz,1H ) ,7.28 (m,3H) .

MS (ASAP) :679.22 (M+H*) .Calcd for CsoH37Ns5:680.35.
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[0106] &£ B EHEERE (S0mL) of » f£150°C T EE & Pe
(0.7g > 1.02mmol ) M F (LT (45mg > 1.1mmol) [ZE24/NEF - i S HE
ARREEER - BIBHINAKERIER ZEfR 2% > EBIT/ER - LWHER
BT > AMB s TR LR o IR R SRS TR - F5
EREEME (HE) REIUR (R05/9HE) fEpmgE 2 BAE > e
T =EERAEEYIS3 (0.27g° 57%) -

MS (ASAP) :659.21 (M+H*) .Calced for CsoH37Ns5:660.09.

[0107] (&RBI2) (EEVI30548TE R

[{EE25(30]

Brﬂ@ ® M 9
CuCN N

Nk

H2N\© NMP, 170 °C, 48 h H2N\©

f

[0108] fESERIA T > [@2- (6-7R-1-7 -9H-IRME-9- L ) fi Ko
(19.0g > 53.5mmol) -~ &J{E#d (1) (14.4g> 161mmol) KV E Y+ 0
AN-FE-2-MEIEBE R (NMP ~ 900mL) > AEAE170°C T IRFE 148/ -
R E R R AR P £ 50m 0 IIAKIRETT TR - B EREITNE (2
Gi: L8 JBa=4:1) WAEMHAERY) > (&R 17 12.0g (39.8mmol > FE R
74% ) Wy H GERIEEYIT -

'H-NMR ( 400MHz,DMSO-ds ) :68.87 ( s,1H ) ,8.21-8.17
( m1H ) ,7.33-7.28 ( m2H ) ,7.25 ( tJ=8Hz,IH ) ,7.14
( d,J=8Hz,1H ) ,6.93 ( d,J=8Hz,1H ) ,6.67 ( t,J=8Hz,1H ) ,5.05
(s,1H) .

MS (ASAP) :302.48 <M+H+) .Calcd for C;9H,FN3:301.10.
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(0109 [{EE2=(31]

Br
HN  NH, Q Q @.Q
HO.5.OH Q . e
BIHNHz s PA{PPh)sCl. KxCO; g u
By NH, FHZE (EI0H/DW Q O AcOH. 130 °C. 24 h
90 °C. 24 h O Q

G o

! * v, B,
Pda{aba);. BuPHBF,. . MNaH .
NaDBu NN —_—

- DMF, 150 °C. 15 h a
EH%E . 120°C. 15 h N_N

[0110) EERME > [[4,5-8-1,2-ZK _fF (4.0g > 15mmol )
4-F =T EREWEE (6.7g > 38mmol ) AYH IR (130mL ) - L
(10mL) ~ /K (20mL) FRFIMAREH (8.3g > 60mmol) ~ % (=
ARk ) 8 (1) Z&Ae?) (0.26g > 0.4mmol) > AAEIO°C T HEFE 724/
R o i RER KRR B E=0R - ARG % > K #8177 #2
Ko HEHAR UMW BEMHEMREAL LWERS I 45¢
(12mmol » EZR80% ) HYH CERHY{LEYg -

MS (ASAP) :373 (M+H") .Calcd for C,6H3,N»:372.

(0111] fEERMA T » E{EE&Pe (5.00g > 13.4mmol) ~ 3-/RIE-
9,10- [ (3.85g > 13.4mmol) HRGYIFIIA LB (200mL) - AfifE
130°C R FF 1 24/NEF -~ R IEF R Pl 2% 0m > IIAHEELETT T8

- HHEE - fKERMEERY > RMER FTEa=CERNLa?h
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(7.5g > 12mmol » E#90% ) -

MS (ASAP) :623 (M+H*) .Calcd for C4oH35BrN,:622.

[0112] fEERT T » WE&%h (3.8g  6.lmmol ) - (L&Y
(2.0g » 6.7mmol ) AYHZE (160mL) JFKFIA=-F=T B U & i
(0.56g > 1.2mmol ) -~ iEE#E (4.0g > 12mmol ) K= ( “gi ¥ &
B ) 5 (0) (0.56g > 0.61mmol) - AEAE120°C TR [ 15/NEF « R
BRI EI R 2R - AEGRIC % - FKIREE #6817 T2 - 2808
o W FERA BEEITE (e HE=3:7) 4L > RmES r=alE
meHy{ba®i (1.0g ~ 1.2mmol » EFR19%) -

'"H-NMR ( 400MHz,CDCI; ) :09.390

i

(dd,J=7.2Hz,3.2Hz,2H) ,9.187 (d,J=8.8Hz,1H) ,8.418 (s,1H) ,8.335-
8.300 (m,3H) ,8.030 (s,1H) ,7.903 ( dd,J=8.0Hz,1.2Hz,1H ) ,7.760-
7718 ( m3H ) ,7.695 ( ddJ=8.0Hz,1.2Hz,IH ) ,7.557
( td,J=8.8Hz,1.6Hz,1H ) ,7.450 ( d,J=7.6Hz,1H ) ,7,331-7.212
(m,13H) ,5.705 (s,1H) ,1.334 (s,18H) o

MS (ASAP) :844.30 (M+H*) .Calcd for CsoH4FN5:843.37 »

ASAP MS3EEE 43 #1:CsoHasFNs: Bl 25 {E 843.37, 510 (H 844 .30[M+H"]

[0113] & 5O0mL HY N,N- — B A H fig k7 $ 69y NaH ( 28mg -
0.69mmol ) B{E&#i (0.53g > 0.63mmol ) YR SYIAE150°C T8 #ET
LS/ o 2R YR E 2200 - AT - BIEFTT i 2 &8

AT THEDER o W BEMLEIEALZITES &R - 1EinERE
TAE&3054 (0.45g ~ 0.55mmol > EHEET%) o

'H-NMR ( 400MHz,CDCls ) :09.725 ( d,J=8.0Hz,1H ) ,9.484
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( d,J=8.8Hz,1H ) ,8.635 ( s,1H ) ,8.524 ( d,J=9.2Hz,1H ) ,8.418
(d,J=3.2Hz,2H ) ,8.353 (s,1H ) ,8.084 (d,J=9.2Hz,1H ) ,7.833-7.755
(m,4H ) ,7.722 (d,J=8.4Hz,1H ) ,7.336 (d,J=8.4Hz,4H ) ,7.275-7.259
( m,5H ) ,6.902-6.746 ( m,3H ) ,6.304 ( d,J=8.4Hz,1H ) ,5.946
(d,J=7.6Hz,1H ) ,1.352 (s,18H) -

MS (ASAP) :824.52 (M+H?*) .Calcd for CsoH45N5:823.37

[0114] (&EHI2) (EEP1T72548E K

[MEEF32]

O . O O AcOH, EtOH, TEA N N
Br

! K

[0115] fEERM T > #{Ea¥j (1.83g > 5.74mmol ) ~ L&k
(1.85g » 5.74mmol ) ~ =2 (3.4mL) A28 (100mL ) K 2 fE
(25mL) FE130°CTN#B#E 76/ - FZEEYREIZ=R 1% » BIE T
ATt 2 B8 - HHBEYIETHESF R - imES ba®l (2.25g >
3.95mmol ~ EZET0% ) o

MS (ASAP) :570.Calcd for C36H3BrN,:570 -

[o116] [{EE2z(33]
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[M=dbag 1 as ey
1= TLRE 0 Ty
L= B 2 e

B L

[0117] R FE R T » mAE&EP1 (2.0g > 3.4mmol ) ~ {E&¥m
( 1.2g > 3.8mmol ) -~ tBus;PHBFs ( 0.1g > 0.34mmol ) - tBuONa
(0.8g » 6.8mmol ) By H % (300mL ) % % & il A Pd.dba; ( 0.16g >
0.17mmol ) - i EEREST 7 ANELEDR o A H K EE IR IR E 2 =05 2 1%
AOAZKHELT R > W —E R AL - #5rh e a3 22 AR - W FE Y B2
Bt EMTAGAE - (€IMIER T{E&Yn (2.2g ~ 2.8mmol ~ EFR82% ) -
MS (ASAP) :791.Calcd for CssH4>2FN5:791 -

[0118] [{EE2z(34]
CN
Qo O
L )

NH
<o 7 e
Q NaH (3.0 equiv.) Q
N N

N N DMF, 150°C, 2h )

17264

[0119] &R T > [Efb=%n (2.0g > 2.5mmol ) AYN,N- = HE
HEghE (200mL) AR+ IIANaH (0.3g > 7.6mmol ) - AL{E150°CT &
P2/ o it EL R B TRR [B] 2 wOR 2 1R 0 IIAKEETTIRR 0 WHRTE T
ATt 2 B fe « SRV _ITHERE L - BE— TR BERETAM
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b fEmER 7 {bE#17254 (0.8g ~ 1.03mmol ~ FEHR42%) -

MS (ASAP) :771.Calcd for CssH4 N5:771 o

[0120] CEHEFI ) HHERYBE AR E

FMEZEAEE  EEZEE /NN IXI0Pafiy G4 T A F AR 2%
PAEEYS3 > LL100nm B FEE R b & WS 380k < AH - 3l 55 B B e (]
VHY SIS R - LA E > 3HEZE AL - EEZEE /N X107 °Paly %
A TEER B A F 2 A PR A (LGP S3MmCBP - LI100nmHAY &
AL aY)S3HYRE R20EE % 2 HE - W A E G| HY 2 5EHE -
FEE RO RIS REERE T > AL 3O IEE K & Ry S94nm | B2 R 52 e Al
PO S 1T S8 0t L AL OE » LR BRI T a2 By S 1 kb - iR EI
HIER ZRE -

EA{EE?3054 - (EE¥17254 ~ HAEZL (1) FrRm 2 bayisk
REEYS3LIEGIAFEFEN B2 FEE - (il e St iy it - E
(1) iR ZbaPiEs RENEHEHE T EHRSHPLQY - NIL > 3
AR AL T - seffR f 3 eeR s B At BEFeysci -

[0121] (EHEFI2) ARERE TR EEMRTE

HHEZEZEIE A REE100nmiy E LA (1ITO) k2
Pt B EEAS b IEZEE Ix10°Pat g | &8 - E5% » fEITOEP
P 10nmEEHJHATCN » fEH B R30nm/EERYNPD - & > {£H FP
F10nmEE#Y TrisPCz » #— £ H FF i Snm/E Ay Hostl » #2328 -
{E&%53 ke Host1 73 GIGEA [F] 2 28 PR LT L2698 > TP AL 7 30nmE &
HYEEEIE I > (LEYISSHYRER RISEE % - AL H R 10nm/ERE

{ISF3TRZ » § SF3TRZAILiq{ie 7[5 22 3 88 JE M 17 4 38 88 T e — 25 72 2L |

M
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foR30nm/EE - [LiF > SF3TRZ:Liq (EEL) 5%
PR 2nmE R > gEE R (Al) 7588 B 100nm/E fE
MEL RSB > BE T B AR AIRE

BEEYETLIF

73 - T 0 #Ligi
fEIM R T 2t - 35

A EE®3054 ~ (LEP17254 ~ HAEEL (1) frionzibe

VIRABEALEPS3 - LEMHER PR ESHIRE

HE S HERD SR -
[0122] [{EE2=(35]

TrisPCz

[ 7F55ERER )

[0123]
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EEEED
—HE ey - HAmraiE=t (1) £ o
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