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[0002]  [419874F % EKodak/A A]Tang C.W. flVansIyke S.A.HI/E T E—ANEEEER G
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fed  BUACECR AU C6-C50 75 i BUAREICR BUA XK C6-CH075 A i - ERAREICR BRI C3-C50
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55 Fe T

[0028] A B bl B2 I B S B S5 A 8RR R L SR, DAAR AR AN 5 SR 2K
JSLIRTHE FRARA BRI AT o AR BT B0 248 I R Hp BIT SR FH 1 T A SR 38 A7 e 1 PR R o], ]
LA T B 7 S BCR P AR ST AN SR B0 R 1 4% 5 v i 4 19 31 Ho v, BT Ry, Ra ¥ 3 4%
A ATk, 7E b AN A

[0029] 7Kk BIE fE— R MLH BORYEA BHE B HLA G AT, IR B WL g F R A4
AR N GBI AN R AR ] o AR TR LR A AR S — R B8



CN 107369775 A w Bg B 7/14

WATE TP FE — B2 M AV S R, 20— ML S MR8 20— Rk
KT i — BT LA SO AL

[0030]  Prid A AL &R LR AHE S RIENE B U2 RO R S R
et =2 5 FEN R E D — R IR 5= T S A W BInd 6 — Ry L
KR EE

[0031] S - AL ST il 2%

[0032]

=
NH; ; TFA

[0033]  Stepl,4%100mmo | RRZVEMELEIA AN LIE T , AER AP T, MA LS EN =R LK,
€71 S N1 NG b= B v o b= g S S L (72 1 e = s T e S 1 A B S 1 iy
6 [ 4 FOFTVA AR , IOV 30min, A E R =0 08, NG BREug s, /- i M E T, 13 214
P 4 Immo TAL &1 o

[0034]  SEJt 12 A5 V020 E Rk

[0035]

Br i g ‘ ;

22 l'li 2 mli
[0036]  Stepl,4%100mmol 2 ki fEAEVE I 2 AE R AURY T, ALY BN =R LR,
PiFE T NG 2 B AR IR 0, A5 24 8 1) B I K TR o B4, A7 B (il 4 7 A 2 [
It B ] A EEHT VA A, SR 30min , v A A ER U, FH OB SETE, t  E HATE AT, 12
B A lmmo 1AL A H02-1,
[0037]  Step2, W 41mmo I K4 &42-1, N4 1mmo I F¥) ZEBHER , 120mmo LB N , 0 . 4mmo I Y
SORBEREED, O, OB KRR AR o B =0 R BT SORE 10N AR i 22 F A
JEHT, 43 3077 5 33mmo [ AL A 422,
[0038]  Step3, HX33mmo I FJ2-2, HIAVE I FFEE, 10 % HIPd/C, /T B # =K, AL E H
IR IR T R ZAE R SR 3h, 3 BERR FPd/C A MUAHIR A, 28 AT 2 4749 37 i 23mmo T 4K,
=2,
[0039]  SEitafdl3: A A3 A Ak
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[0040]

[0041]  Stepl,#4100mmo T R F&VE M AEIE R L IEH AL SRS T, IMATYER =R A,
FEHE T IS 25 1 (R B R 2 0, FH5 2 5 1 FF I ARV VL o T, A 2 0 [ 44 7 A i 22 ]
DB EL ] A TR, SN 30min, ¥ A R = I kDR, A S BEERIE U, e i E AR E T, 15
B2 4 lmmo 14L& H3-1.

[0042]  Step2, B4 1mmo I ¥J4bE 4731, I A82mmo I [ 2K A , 120mmo I 5% L4 , 0 . 4mmo 1 Y
SORBETRAL, FOR, B KR G VAR o B =K BRI JE T OB 100, A1 A FH A
JEHT A2 278 33mmo AL A3 6

[0043]  SEJit 14 : A AV A Rk
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[0045]  Stepl,*%100mmo I KA VA R LG AR R T ALY ERN =R LR,
PEFE T NG Y& [ XR IR 0, A5 B 1 FF R K IR R, A7 i Ea [l A = A, ot 22 [
IR O [ AR TR VA A SOBL30min, YA EN R SR 1L U8, L E VSR, P S E AR 15
L A Tmmo [AL A 42-1

[0046]  Step2, BX41mmoI {121, A4 1mmo L MM, 120mmo I # T BE#H, 0. 4mmol Pd»
(dba) 3, 22, @A E B =%, IO . 8mmo I = KU T Bl , - R G A E B =%, FIRIRE T
J8Z10h, A7 i 28 B A E T, 43 2177 i 33mmo T A 1192

[0047]  Step3, HL33mmo 1[92, IIANEFIHEE, 10 % [FIPd/C, al B # =k, R A E #
=R EU T R ZIEE R R 3h T SRR P/ C, AL 4 £ FHAE JZ AT A3 2177 5 23mmo T4E
“H9.

[0048]  SEZitf15: 4 A M0 10M A Ek
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[0049]
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[0050]  Stepl,#100mmo ZEIE VA fRACIERI G , AERE SRR, IIA TS ER =R LR,
BEFE T NS 2 S0 (RN R 20 F5 22 8 (1) IS K VA i b, A 2 0 [ A 7= A, A &2 ]
I B [ A ST VA AR, O 30min, A I R =L LU, 2SR, PR AR, 12
FIL P A Tmmo TAL S 731,

[0051]  Step2, B4 1mmo IFIAL A #0031, T4 Immo T IR , 120mmo T AL T EE4H, 0. 4mmo
Pds (dba) s, B 28, G5B B =k, IO Smmo T =40 T e, H < B =0k, MR T
JS210h , KL= i 6 B AR AT, 49 307 i 33mmo A6 B 4102,

[0052]  Step3, EX33mmo [ 10-2, A TAFIF B2, 10% [{IPd/C, /< B =K, BRARE
B =k S0 N R 2 RE [ S 3h, i SR HPd /C, A MUK 4 , 22 F AR 249 31 77 5 23mmo 1
HAML0,

[0053]  sLjifafl6 : 1L A 402611 A hk

[0054]
_ a4
NH, TFA
+ HCHO  * O TChHoN
| Br

[0055]  Stepl,#%100mmo I KA i AEVE R CNEH  AER R T ALY ER =R LK,
PEFE T IINS 24 & (1 0 BRI 20 52 5 (1) FR B KA D, A 2 B8 B A4 7= A I 2 ]
B £ A TR VA AR, SO 30min, A I R =L LU, 2SS s, Pr R AR, 12
B2 4 lmmo TAL-A )21

[0056]  Step2, HL90mmo [T il & K 8L 5 , I B Z. Bk, 280 SRS N A4 mmo LA A 42—
1, BRI, SRE0 . 5ho 5 S REVRYA F1 B -10°C o 218 NN = SUALEE, INse 5, FHR 3 iR
Uk 4 [ B0 . 5h o SN 5E R > TN KB KN o F 2 TR AR BRS84S i 4 L AL A5 31 7
i 1 8mmo 1AL 54126
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[0057]  SEjE a7 . A A H30H) & Ak

NH; TEA Brs L i Br
' + HCHOW  * CHACN O
. ; Br
3-1

Bore - cBoro

[0059]  Stepl,#4 100mmo [ KLV fRAETE R LIF T, AR SRS T A LA ER =R AR
FEFE T IS 25 1 (R R 20, FH5 2 5 1 FF I ARV VAL o T, A 2 0 [ A4 7 A i 22 ]
i AR T A A, IOSL30min, AN R IR U8, 2 BR SR, PR A AL BT, 5
FLL A Tmmo AL A 431

[0060]  Step2, B4 1mmol 4L &43-1, N4 1mmo [¥) 2K/} , 120mmo I AL T EE4 , 4mmol Cul,
DMF , &L # =, I\ 8mmo TARFE Bk, P-4k B B =0, [ L 2 T e Bi6h, fH ™ i 42
FHAEJE T, 15 307 5 33mmo 1AL A 0302,

[0061]  Step3, X 33mmo I AL EH30-2, NNV I BE, 10 % (IPd/C, B =K , FHR
SARE = IR EIE N RIZ R S 3h, i JERR P/ C, A ML 4 , £8 HH AT R A3 207
23mmo 14k 5430,

[0062]  SEJif 518 : A A WI3210 A B

[0058]

TFA

 a
NH,
@ + HCHO  + O TCHON

[0063]
1.Mg

T
2.CDI

R
[0064]  Stepl,4%100mmo I KV fRAEIE I Z M5 AER SR T ALY ER =R,
DEFE T IS B AR IK 20 TS24 810 T S KT 4, A S i i 7= A, In k& ]
W AR E R, I BL30min, A H B RIE, I8, H 2Tt e i E m A EN 15
L A Tmmo [AL A 42-1

[0065]  Step2, HX9Ommo L fill & BE 1K B I , NN B 2.k , B ASAR Y T IAN4 Immo 1AL 54
2=1, B[R, [ BL0 . 5ho H i RLRTA ED N -80°C o 242 I N H Bk —WKIECD T, 7E ML IR R
B0 . 5h o FHIEL B 2R 4 B2 N L h o OB SE R S I KA K RNE o F 2.8 7 B86 REEUR N »
T R AR AR AF 2 5 25mmo T4k 544132,

[0066]  SEZjatsl9: AL A HI3THI A Rk
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[0067]

[0068]  Stepl,#4 100mmo [ LA MRAETE R LIF T, AR SRS T AL ER =R AR
PEFE T INMAS M E IR IR 20 A5 & 1 B KA W PP, A7 s B [l 7= A, A 22 [
iR O [ A T TV A I BL30min, YA EN R R 1L UE, A E VB, e A AR T 15
FL P A Tmmo TAL A 021

[0069]  Step2, H41mmo T[4 A H2-1, N4 Tmmo T L e B , 1 20mmo T % FREM , 0 . 4mmo T
VU = IR BLRRAT, FFOR, LB KRG IR o /B B =0 [HIRIR ST [OBL10h, $H 7 i &2 FH
FEJEHT, 453077 5 33mmo 1AL &1 37-2.

[0070]  Step3, HL33mmo 4L A 372, IINE R EE, 10% IPd/C, T E e =k, HIRE
BB =R IR N B2 S OBL3h, 1k JERR P/ C, A B AE , 2 H AT E #4327 o
23mmo 14k & 4137

[0071]  SEJff5110 4k &40 & B

N7
- z Y
© +  HCHO + CH,ON B ! . -
24

Br

[0072]

452 45 :
[0073]  Stepl,4% 100mmol AL VEMRAEIER LIEH , ER SR T, A LS =R =R LR,
PEFE T NS 24 & (1 X BRI 20 522 5 (1) R B KA DT, A o Ea B A4 7= A I 2 (]
I B £ A T T VAAR , ON30min, A A R =L LU, 2SS g g, rr A AR, 12
L A Tmmo [AL A 42-1

[0074]  Step2, Bl41mmol fI4L-&H02-1, A4 1mmoT ({19, 9-— FF F—-9H-%—2-HlI R , 120mmo I
BRERAN 0. Ammo T PU =R FEWEAT , R, Z B K IVR A VA TR o /B 0 = 0K, R R R L
10h ML= S 28 FH A 2 BT, 3 20 77 b 33mmo TAL A 1452,

[0075]  Step3,HX45mmol 45-2, JIAVE I FFEE, 10% IPd/C, WA EH =K, XA B
ZIR I T RIS B3k, 1k SRR P/ C, A HUAHIR S » 28 FH AR 775 27 5 23mmo 144
A45,
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[0076] AN BH STt 451] ] 2545 2 19— FiA HLEE BUR B B FD-MSAE IR LT 7S

(00771 R1AS T WY S e 91 1l % P 4K 5 MO D-MSAL

[0078]
et FD-MS
1 M/z: 325.14, C24H23N (325.18)
3 M/z: 401.17, C30H27N (40121
3 M/z:477.35, C36H3IN (477.25)
9 M/z: 490.24, C36H30N2 (490.24)
10 M/z: 566.38, C42H34N2 (566.27)
26 M/z: 509.21, C36H32NP (509.23)
[0079]
30 M/z: 417.08, C30H27NO (417.21)
32 M/z: 429.00, C31H27NO (429.21)
37 M/z: 402.44, C29H26N2 (402.21)
45 M/z: 517.10, C39H35N (517.28)

[0080] XX bb 7 FHSE i1 -

\ 7

[0081]

¢
O

2 Flrpic

[0082]  ERITOE W 38 M AR , B =il oo Ja TR E T E S s, hE 2 E5X 10 °Pa, /£ |k

TR FHBR AR b 02 A BENPBAE g s S A J2 , A ABGE 280 . Inm/s , 28BS B 70nm . 78

P drsd

N\

)2 B2 B TAPC/Plrpi o RO B 2RI 10wt %6 , R BEHE 0 . 005nm /s , 75
B S 2 30nm o A2 SO J2 B B0 ARBEAT sl AL 46, ARBEE 2050, 01nm /s , ZR4E 5

N50nm. AEH F&h 2 B APEATZAE A BIR, J8 B 25 200nm.
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[0083] & A =it a1 -

(00841 HR I TOI% W) BB A A 75 75 M J TR T 208 e, A28 %5 X 10 °Pa, 75 |
R B HEAR L 275 AR BENPBIES A S AGH 2 B R0. Inm /s, ZEHEIE I T0nm, 245K
B2 B AL A1/ Flrpi AR R ICE , 5 2K B2 10wt % , 849 20 . 005nm/
s SR A 30nm, 75 R 62 b U A LaafE AL T2, 2R Z N0 0 Inm/ s, 284
I o5 0nm. 7ML F 2 1 F7 FEA LIEAE BIAR , JE  49200mm,

[0085] & A st ]2 -

[0086] &g B St 1 HH I Ab A W0 L 3 Ak B 02 I S A RO MERR , 45 R L3R 2,
[0087] 37 A s fita )3«

[0088] &g B FH St 1 HH I Ab A W0 L 3 Ak S 43 o I i S A RO MERR , 45 R L3R 2,
[0089] 87 A st 4 -

[0090] &g B S Jta 0 1 IR Ak B 0 L 360 Ak B 409 o I B i S AR RO MERR , 45 R L3R 2,
[0091]  J87 A st )5 -

[0092] &g B FH St 9 1 R4 A 0 1 350 AL S0 10 o TN Sz 28 F 00 RO B, 45 R LR 2.
[0093] 37 A5t f]6 -

[0094] & B FH S Tt 9] 1 PRI A0 5 0 1 460 AL S 0126 o TN Sz 28 A0F 0 RO I B, 45 R LR 2.
[0095] 87 A s it ] 7 -

[0096] &g B FH S it ] 1 B A0 5 0 1 460 AL B 0 30 o TS 282 00 RO I B, 45 R LR 2.
[0097] 87 A st )8 -

[0098] &g B FH S it ] 1 BRI AK A W0 1 460 AL B 032 o TN Bz 28 A ) RO I B, 45 R LR 2.
[0099] S A SETitaf519

(01001 5 FISKHB 1P A+ 0 SR AL £ 03T LB B B PR 25 W 2.
[0101] N FSETit %110 -

(01020 4452 S BI L 100 2 LB ER AL 2045, LR 8 P RO e 5 R L.
[0103] S HEA L« %L R B RE 1 20 B

[0104] bk B i DA B R i 42 57 FilKed thley SMU235, PRE5OVEMY & 6 R 2 MIBREHL K , 45
)T o

[0105] 24 W) SE it 7] | 46 1) Dl AR ) RO RS
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feamms | Ehway | FIRE ek

V) (CA/A)
%t EEAE TAPC 6.5 14.7
I i 3.8 18.5
2 2 3.7 17.9
3 3 4.0 18.6
[0106] | 4 9 42 19.1
5 10 3.8 19.1
6 26 4.4 185
7 30 45 17.4
8 32 4.4 19.0
9 37 3.9 18.7
10 45 45 18.6

[0107] DA BRI RAE AR W — A B SO BHEA HLUAOC A 1 TR AT T, &
FERLEE e B PTAE 19, Led /A, BRENHL R B AR A 3. TV, BRI R T BRI R AR, /& kB
UFRIA N IR EL

[0108]  ERIRACA I A VB MESKE T SEBEAT 15 ol AR 03 5 {EL ML 3 At /AN i 1 BRI 225K
FITRR 5 R A 5 P R A5 Y B A 0 5 AS U S AR 523 ] 6 HLBEAT 2% e ARl 5y
ERA.
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