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201610265142X.2016102648253.2016102652028.2018103328302.2018103312304 .
2018105605225.201810547204.5.201811160661 . 51+ [E & F] B i3 v [ 77 9% o

[0126]  VENAK A — A NG, LIk EIR2A 3A.5A.TALV9A 10A 12A.17A,
21A.26A.30A.31A39A.43A.47A.56A.62A.63A.69A . 7T1A.72A.66A.7T9A.81A.82A.67A 45A
49A35A15AK — Fhal 2 B, S AR I8 8 F iR 24 5A TAL21A31AL39A 4TA 56A.69A  T1A,
T2AHR B —FhEZ Fh

[0127]  FEARRBHM—ASLhE T R, 538 AL AT LLE B & 9127TBE 2238, HAN
R 1kt -

[0128]

N
oo 5 S
I @ Ne @ ; 0 2 I @
KR g) (141B) S S > é (143B) J
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(199B)

(203B)

[0130]

/ (223B).
[(0131] iR A W127BE 223B 0] DIAR 45 A A AN G2 2 i) 5 v & i, Bl anic 25 1 H
12 H2018114483566.201811158828.4.2018111610926.201811160661.5-
2017110718197.201711081 10690 L F| HH i H i) 575

[0132]  VENA K IHEI S AN EY, ik EiR127B.129B.130B.139B.140B.153B.
155B.160B.161B.162B.163B.173B.174B.187B.188B.199B.207B.209B.215B.216Bf#]— Ffak
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28



N 113013343 A W OB P 17/32 T

[0133] ZH—FHHNEVEE AN EYREELTTURESE — A EMAE —F
BUALE P B R PR T 2O o FE AN R B — AN St 7 =, S — A G 5 56 —FH k&
MM E BT UAAEA L 1082910 LIS N, 140, FE£1: 98 299: LIJE B W i, 55—
BN ED S E G S E R LLAEL2: 82 48 2[1Vu I N, il LAFEZ)3: TR 2
7:3MVERI N, BT LU Z5:5, (H 2 HAR T Ik

[0134] bk, T elidk e e BB R , i 2 B 2 A A R T DL A S B B A R
B R GRS N & SR 28 S E B AR 40, T LM A Tr (ppy) 3 [fac—= (2-2pJ&
MHEE) 5K ] S Ek O e MR, Flrpic JFIr64E W (A e B ABtp21r (acac) R4 O YA o
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[0136] Q
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‘O a g&
Jo g e
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[0137] BT 100E &A1 FAEMEL (BT, E—HAHHAEDAE - FIMEVNSER) , K
5 2 TP R B AR R I B R T DLAE 290 01-15 A0 110 SE AR %6 2-8 T B IR Y BBl Y L 1HL 2
HABRF L.

[0138] &M ERIE BRI LATEZI100-1000 A G P, 809100, 75.£9200-600 A KGN -
2R S 2 ) JL T A X 5 ] A R Y P S, AT DA e O 2 B R G e T AN 2 R I
B

[0139]  FEARIAH , B FAE 4 X 38 AT LA FE 2 44 2 B T1E 52 (BTL) (B TiENE,
{E AR T 1

[0140]  HHFAEHIX I AT DL HE 2 B 342 o A 16 R B2 AR B e A kL, af LG =
TS FSZ S ABH 1k = 2R A3 T8k =S oy 8 B e TR S E

[0141] e P4 X I A 35 2 B $4 )2 05, o] DL 3 dn B Zs ORR Lie iR B4 L LBV (8%
S5 E R SO ED R B L I TT A5 7 VA AR R S 2 B IR s o $4 )2 o 2438 i 30 25 R e 3 ik
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o
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[0143]

BCP Bphen
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AT AN I 25 3 K K B L
[0145] i ¥4 X 38t v DAL H5 FE T AR 500 /2 o T DAIE o a0 S0 s AR @i B 4% L LBIZ:
W% 56 Bl S 0 B R B0 6 75 5 AR S5 5 VAR R WY )2 B AR HE ey 42 1) 2 BT B 1A 4
JZ o 218 L PUAR B IR T A TR 4 Z I, T T AR 5 2 ) S0 O AR 7B 1 2% A
ATRLRALT F T2 R N R LS TR AR 1) 254
[0146]  HiL T{&40 = AT LLAL % FIRBCPAIBPhenbd & FiRkAlq3.Balq.TAZ NTAZFIET1 Z£ET9:
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[0156]  HLFyENERTLLAHE , (HAFR T, Vb LiF\NaCl.CsF.Li20.BaOFILiQ.
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W) o 4 EE AR 1902 IR , T A 38 — F Al 19O Ak} T DL B 3% tH Dh I #1 kL
HWNEE. &4 SHAEMEENIRR A . 55 Ak 190/ FRRR #1425 5 a] DLA 454
(Li) J£8 (Yb) VB (M) 42 (A1) 45 (Ca) , LA S B LU YE I 990 1-1: 9 4821 (A1-L1i) -4
(Mg—1In) FAEE—4R (Mg—Ag) o EAN K BH B — /NSt 7 S+, T A3 — F AR 190 A4k} mT A
7 TTOBRIZ0. 55 — Fa Bl 1) 58 FEE Bk 1 B 45 FH R A0, 38 5 J95-100nm , A8 9 7-30nm H. 5 AR
1% 910-20nm,

[0159] 5 7 &M AN BUR EZHF I OB R, I8 T FE 2R BT B AR B39 — 26 HUH 2
(RICPLJZ) o HR 4 6 Wi 47 5 SR 3 , CPLZE 55 J2 AR IR 47 5 20 N o Bk, HLIRO SR AN
/N o ] 8 AR AT A KN AT AR 4 R E A CPLZ A KL, 1 WA 1q3 . CPLTE 55 J2 1 J5 P 8
N5-300nm, ft1%E 5 20-100nm H. 5 AL % ~H40-80nm.

[0160] A HLHL UK L B A I ] A4 35 2 25 4 o BT I 3t 36 45 44 m s b A 54 549 e <
FER SN WL BUR TE BRI N BR3P S5 48 o i 2 485 ¥ m] Sy 491 G 3 T 35 35
B SR ; B 5 A ML A 2R )

[0161] A BRIEWE J— Pl 26 A AL BUR S8R 732, ARG E SRR FARGE 2R 56—
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D EL R AR AT DL AR RHE G I BRI A S 5 248 38w DA Bk R Y )2 2 (]
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[0167]  B&AE S Vi B, 78 DL S 5 R0 6 Eb 451 b ot £af P AG) % e ol 2 2 i B mT 45,
AL I A RN T2 R 1R A

[0168]  I.#i& 5 —HHLE MK

32



N 113013343 A W OB P 21/32 B
[0169] 1. 4L EWI2AK &K

DED & D (2
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ok yE, SRR NEZS , IR 15 2 H AR =4, 46599 26 % , UL #5657 .62%

[0172] LR M 4589 (Cs3HsrNO2) PR {H :C,88.43;H,5.18;N,1.95Mi1E :C,88.47:H,
5.19;N,1.93.HRMS (ET) : FIBAE : 719. 28, SEPME : 719. 23,

[0173] DL S5bEWm2ARE R 8RR 77 v 6 46 T 24k &4 (B F RS R TR 5 e T i
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A
i

SA

HPLC 4./% 99.91%, 4% 59.32%;
FLFE AT 4 A (CysH3gN02) 2218
{8: C, 84.61; H, 6.00; N, 4.39 M]3,

18: C,84.63;H,6.01; N,4.37.
HRMS(EI): 32#844: 638.29, %
MAA: 638.23

TA

HPLC %% 99.77%, 4<% 63.2%;
FFE ST EE M (C37H2aN202) 22 1
1#: C, 84.07; H, 4.58; N, 5.30 37X,

18: C,84.06;H,4.55; N, 5.27.
HRMS(EI): 32844: 528.18, %
MAE: 528.23

21A

HPLC 46/% 99.55%, 4% 64.32%;
i%é}*ﬁ%fl’@(C,}THlejoz)ﬂz%
18: C, 84.39; H, 4.21; N, 5.32 M]3,

18: C,84.34;H4.19; N, 5.35.
HRMS(EI): 32#48: 526.17, 5
MAA: 526.19

[0176]
31A

2
4

HPLC %/% 99.54%, 4<% 60.9%:;
FoE T 4 M) (CasH3sNO) 2 1A -
C, 89.09; H, 5.74; N, 2.42 X f#.:
C,89.07;H,5.73; N, 2.45.
HRMS(EI): 32#844: 579.26, %
MAE: 579.31

39A

W),
s ®

HPLC 4% 99.16%, 4<% 57.5%;
TCF AT 4E M (CagHaoNO3 )32 16
{i: C, 85.83; H, 4.54; N, 2.18 3|4%,
18: C,85.84;H4.57; N, 2.19.
HRMS(ED): #i{f: 657.27, %
ME: 657.32

47A

LL IO
SO

HPLC %/ 99.35%, X% 59.5%;
i?é}*ﬁ%#@(c43HQSNQOE);§%
1: C, 85.41; H, 4.67; N, 4.63 M|X,
18: C,85.43; H4.64;
N,4.65,HRMS(EI): 3244

604.22, FR{h: 604.35

56A

HPLC 4/% 99.66%, 1X% 61.9%;
FUE T4 (Cs3HyNO) 4
1#: C, 88.43; H, 5.18; N, 1.95 #|4X,
18: C,88.46; H, 5.16;N,1.97.
HRMS(ED): 2i{i: 719.28, %
MAE: 719.33
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HPLC 4% 99.51%, 4% 64.3%:
ToE T M (CaoHaNOL)ZE

® © "
o O 9 7 18: C, 86.78; H, 4.92; N, 2.53 M|4%,
A @ @ @ a s s s 5
A | FFDwr - a® @ {8 C,86.79: H, 4.95:N,2.56.
HRMS(EI): #i&4f: 553.20, 5%
MAE: 5532

HPLC 46/% 99.27%, L& 65.8%;
TUFE AT 4 #(Cy3Ha6N20,) 328

X o WK . ) ) -
01771 | 714 B, %% o, @ 18: C, 85.69; H, 4.35; N, 4.65 93X

18: C,85.67; H, 4.38;N,4.66.
© HRMS(EI): 33#48: 60220, %
MAE: 602,34
HPLC 26/ 99.46%, 4X% 63.2%;
TUFE AT 45 #(CyoH30N20,) 328

®@ o () ) i X il 2k
7a | © @@ @L@;@r@@ 18: C, 86.70; H, 4.45; N, 4.13 73X
& S

i: C,86.73; H,4.42; N, 4.15.
HRMS(EI): 22it18: 678.23, %
MAA: 678.34

[0178] DL EM B GRS EAR KW FEANCHIELH (2016102620883,
201610599615X.2016102592879.201610689673.1.2016102592972.201610265142X.
2016102648253.2016102652028.2018103328302.2018103312304.2018105605225.
201810547204.5.201811160661.5) o

[0179]  II.#I&5E AL EY

[0180] 1.4 &H127BI) & Ak

4 (DB NP PA(PPhs), /Na,CO o & Né‘l@
e " B'_‘ﬁ-'gg (PPh;), /Na,CO; N-b
2 R 2

JFEict JEEID1 127B

[0182]  #E500m1f PU M, B AN E SR T, JAIA0. 01mol JEEFCL.0.015mol 5k}
D2, F180m1 F K A190m1 ZBEH VR A I VA A , SR 5 IIN0. 03mol Na2COs7K IR (2M) , S8 J& b
A0.0001mo1 Y (= 2K Z: ) 48Pd (PPha) 4, IIFA BN 10-24 /N6, BURE s5UBR , SO B 56 42 o H SRV
1,k yE, SRR IEZS , IR, 15 2 H AR =4, HPLCAE 298 .98 % , I %865, 32% .

[0183]  JLER /M 45 H4 (CaoH2sN302) FEiE{E :C,82.88;H,4.35;N,7. 25 {H :C,82.86;H,
4.37;N,7.27 . HRMS (ET) : B i{E :579.19, 5MI{E : 579. 21,

[0184] DL S54bE&W127BAH R BSRAL T ik il 26 R A A (B FJEDRLS SR I T 5 6e i
HARAR) , & 8RS BEEE a0~ R2FR ;

[0185] 2
1 4 .
[0186] " JB#C BH#s | 4 MaXER
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[0187]

[0188]

128B

HPLC #4./% 99.72%, 1<% 61.5%; 7T
F 5 M7 45 3 (C3oHp0,) 3 45: C,
89.29; H4.61 A K &
C,89.31;H,4.59. HRMS(EI): 3244
524.18, ZEMME: 524.2

129B

HPLC 4% 99.42%, 4% 65.4%; 7T
F 57 45 3 (Cy3Hag0r) 45 : C,
89.87; H, 4.56 # &K /4
C,89.86;H,4.55, HRMS(EI): 214
574.19, EMMA: 574.15

130B

HPLC 46 99.37%, #<F 65.21%;
TUF AT 45 (CsoHz002) B #185:  C,
90.61; H, 4.56 A X {4
C,90.64;H,4.54. HRMS(EI): 32344
662.22, FEMMA: 662.19

139B

HPLC #6/% 99.31%, 4<% 65.1%; 7T
F AT (CaoHaeN02) 2 #18: C,
85.40; H, 4.44; N, 4.74 M|X 44
C,85.42;H,4.41; N, 4.76, HRMS(EI):
A 590.20, EM{E: 590,27

153B

HPLC #5/% 99.57%, 4<% 60.9%; 7T
F M 4 #M)(CasHaN;0,) 22 #848: C,
83.33; H, 5.97; N, 6.07 X414 :
C,83.35;H,5.98; N, 6.08. HRMS(EI):
A 691.32, FEAMA: 691.43

173B

HPLC 46/ 99.63%, X% 64.7%; 7T
F M 4 M(CasHogN4O-) 22 818 C,
82.62; H, 4.22; N, 8.38 #M|iXfh: C,
82.64;: H, 4.21; N, 8.39. HRMS(EI):
M. 668.22, EMMA: 66827

174B

HPLC 4% 99.63%, 1<% 63.8%; 7T
F 5 M 45 M3 (CsoHz003) E#{5: C,
88.47; H, 4.46 MiX{i: C, 88.49;
H,4.45HRMS(El): 2#18: 678.22,
FME: 678.31

187B

HPLC %6 /& 99.58%, X% 64.2%; 7T
T%é}*ﬁg‘n}#@(C@HgsNOg);ii’é'{ﬁi C,
87.63; H, 4.38; N, 2.43 #iX/E: C,
87.65; H, 4.35;:N,2.46. HRMS(EI):
Al 575.19, FZm4h: 575.24

207B

HPLC 4% 99.63%, L& 63.7%; 7T
0 4 M (CsoH300) 2238 48: C,
90.33; H, 4.85 MiX4A: C, 90.35; H,
4.86. HRMS(EI): ¥ #M4: 664.24,
LML 664.35

215B

HPLC #4./% 99.55%, 1<% 67.1%; 7T
# 5 #7 45 M (CsoH3,0) 22318 : C,
92.56; H, 4.97 MK C, 92.53; H,
4,99, HRMS(ED): ¥#44: 648.25,
FMME: 948.32
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[0189] DL EM B G S HEARRKHFFEANCD HIELH (2018114483566,
201811158828.4.2018111610926.201811160661.5.2017110718197.2017110811069) .
[0190]  TIT.w#I&AHLHE B AR

[0191]  FEDL N il & e Brid I B A B £5 4 X F

Qo b
N - N
aey stafs)
4% &
HT23 EB6
AL S
[0192]
0 1%? g g)
CP-1
|.i‘NTJI
a4 A ’ LiQ

[0193]  sEjtEfs1

[0194]  VENPBHHR , 43 5 LL 70A/1000A/70A 1) J& FEDTRATTO/ Ag / TTORY 3t 35 3 i 1) 1] g
50mm X 50mm X 0. 4mmf¥) RJ o 4 FEAR 73 S AE S PO E AN 47K H #4788 75 AR BR 1023 FH B AETB G
104381 IR G 2R A A PURRES b

[0195]  ZEFHAR b3iAR 10 & WHT23 FINDP (HT23 FINDPI) it &1 997 2 3) BATE i J5 E 9 100A
)2 FROENE B2 SOEN 2 TR S WIHT23 L IE 55 B N 1270A 1) % AL )2, FE A5 X
FE 42 UTRME A PIEBA LU Ji J5 2 400 A 1 FEL FRELE4 2 , SR G 7R HL FRHL 34 )2 1 DA4T: 47
61 B & L I PTRUL A P28 GE—H MG D)) B W127B GE AN E D) Fib &)
EMD-13 CRARM KL , LA AR BN 400A 1 5 =

[0196] B 5, £ RS2 _ELL100: 100/ F & H LR L RT3 FILIQ, PLIE LG 350A 1K)
[ TAE 42, TR TR 52 LU Yb AR BE FE LN T0A TR TN 2 SR G TR T
HENE R 9Rg S R L T ARMg FlAg , LR R A 150A 1 JE FE AR, 28 S5 ERA AR 2 E3T
FCP-1, AE B A 700A 5 FE U Z (BD,CPLEE &5 )2) » H bl A AL BUR 28 F 1.
[0197]  SEjifaf52 22 S 45160

[0198]  f2 e 5 St 451 1 AR TR] 9 7 92 1l 46 A WL BUR 628 1F2-60, ARl 2 Ab/E T LR 3BT R
(R4 B T F S i 4912 28 S A6 O P 2 5T 2
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[0199]
[0200]

[0201]
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