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PURECRO G, B HL BRI SR H 4 o
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et HAL, SO R 2T 2L Y 7 OB AR RO 25%, Wiy 78 70 R AR 4% 75% L
SRS I R AR AR U R T FE T T 1997 4, Forrest % R LB FUBUR
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AP

[0004] e, /Ny B AR AL SR A, 0K BT VIR % e R = A
TARAFR e R A G e AT B v AT LR B SOL AR (1872008, A I R TR T 52
e MgEEk (ITT) FlaYe BAT AN B IO A5 i « i K BO6 B 1 RO R 53 10
FOCERE TN, IF HACE MEAF & R N A AR AT G ) £EAR AT 9T — B A 6
ST

[0005] g BRAE T OLED #8104 (5 om, — ML A I 13 B RE DR 57 IO 2006 ol A
WOCMBL BRI S, S EBOCAMEHY R BTG TGS E RO R, BN
X bRk Ut B A BRI ROE AR RIS BRI RGO G . H T
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S RC A, Zik A (D Pk
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[0009]  Firph, RO FIZL, R AYHUACAL & AL 55 MK 4- A1 6- 47, 5- M1 6- i, 3— A1 6- 4L,
3= M1 5= {1 E 4= 15— 47, FrikPh & e R4 BA LU S5 L &4
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[o013] (1) et N4 s R AL & A FL S B -

[0014]



CN 103965887 A OB P 3/20 T

B(OH); B(OH),
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L&/ NANEWIE
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[0020] (3D FEMEMHEAMAMRY T, DI 2O PN —FY.2, 2,6, 6- TF%E -3, 5- Ji Hi
S RAT ) AT B AT e Y, A3 BN LG ML BB AR & B KA, Ik S —
FW5 2,2,6,6- PUHFFE -3, 5- BE il (f BEIR EE R 12 (273D, BTid B AR AT e [ I RS Ay
627100°C, K NS TE]A 6 ~ 12h, RV AR -

[0021]
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[0022] T ik <& JE K & W) LA - A3 —4- CHUCSR 58 ) B O 34 < s i 14, A
2,2,6,6- VYR -3, 5- Pe Wi A B 1K, Z5 43005 (D Fon -

[0023]
N
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- O
P
o
2 1
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L R
[0024]  Firh, ROG AL, R AHURCAL B AL 55 40 4- R0 6- 47, 5- A1 6- i, 3— A1 6- 4z,
3= M1 5= fLE 4— 1 65— A7, FridPh < e TR A BA LU 85 e &4 -

[0025]

O Cﬂ *
-:&A °
¥ . 1

[0026] IR o, Fridb &Y A AL & B IBE/REE A 1 0 1712, AREEH, fridib &

YA FIALE D) B R JREL S 10 1. 20 W] DA AL 22 S N TR KT & LU TR LE, T DL

Ay R N i, ] LABEAT TR Suzuki BN, HAN SN BT .

[0027]  ZBERCL) 1, ik Suzuki fEECR VAL FIALAAE T 24T o

[0028]  PEE A, PLidkth, Brid A sm A LR AL SEAREHE, prad it Py (=

R ) A4 (Pd(PPhy) ) B ( =283 ) #2 (P (PPh,) ,Cl,). DL, BrikfiE L)

) FH A S A EE SR T 375%.

[0020]  JPIR (1) A, Frid i v A B4 SR W IR B M /K VR o AR IE ML, BT A s VI8 Ay Tk T

BRI R B 7K SV o I b, PTG VR IR B M 1~ 2mo /L, BT IR AR V3 1 FH 4 R L 1)

TR EE R B AL &4 A BEJR FH I 374 155

[0030] IR (1), Bk A HIEH A §9 8% M sk it A 5 A ML) s R A ), 7T LA
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SEHAR T &7 & Pt £ B LA (DMSO) \ — A 2 AR iz (DMP)D | P4 &
W CTHE) | AR FOR B G4, AR A PR R . AL TR0 A i, DA 8% S
R S R A

[0031]  PER (D, fLikHh, BTk Suzuki (5 RN 58 UG BT 7> B R4, 13 2130 48 i
7, BT 4y B4R EE R N R NS B S5 N S REAE B, 19 376 HUAH, TS/ IRk
TP, 8, BEAE R 2 SBEE, AR R, BT B R X AT T A i 15 B G i
%K.

[0032] LR (1) Hr, ARIEHE, BTid Suzuki BN G B AR FRWT AENME SRS T,
KA G AACE D) BRI FIRIA I LS PR A BidE I In#E 807100°C, [F13E
SV 87 15h, 43 B R4l 5 3 2 4 8 k.

[0033] IR (2) H, FTIRRAEFIF 2- L8 CRERUKIARILE Ry 3: 1. TR A R
SEAEVR A R AL IS U0 BT MBI RONY, 290 100°C, N R 24he SR V1)
TR P T VR AV R R o

[0034] D IR(2) H, RiEH, TR S &8 E A ER G HEF P 1k EEHE A
0.0870. 15mol /L. BI¥F4:JE EEARIIIR N B S5 RA BRI AR LR 0. 0870. 15mol /L.
[0035]  ALIR (3) o, ARk Hb, AT mE A s BR AN T BR AT . PR RN . LR sk S S B . ik
Hhy, BRI SN B EEK LR (6710 <1,

[0036]  PUR (3D, Pl Fralk i 4 Brid i o8 — & Pbe &Pk 1, 2- & Lk
2- LI LI 2- A TR,

[0037] DR (3) o, AR IEHE, ik Bl A A8 # e W 56 B 1JEAT 4 B R 40, 73 B 40 e LR B
BECAM B S B E ), Prik oy SR AL BARIRAE R 4 R NAIRG V)P 2 =05, s 25
BRI, AARAREE A 611 1 1E Ot A0 SR e TR G ¥ 700 A e MO0, %o Tl 4 40 D b A 7 ek s A
JENT, X ENTREAT e, T, 13 B0 A MU B e Rl & B KL 54 .

[0038] % =5[], AN K B AL — R ML EUR 2R, BFE AR Dh e = R J6E AR,
iR BIE 2 BIa A RSB B &R KI5, BTid &R KI5 DL 1- K4
54— (R ZEEE ) BRI MR 4 )8 1Ak, UL 2, 2, 6, 6- DU AR 3L -3, 5- B [ N Bhc 14, &5
BRI D PR -

[0039]

R—L\/\
R 2 (D
[0040] M, ROy FIEE, R BHUACAL B A FE SR 4- 0 6- £, 5- A1 6- i, 3— Al 6- 47,

3— M 5 fral 4- F 5- 47, b h & | EEAR A BA LN g XL &4
[0041]
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Do et

[0042] Tl HLH B R G251 &6 E B Rk BT iR 40 68 HL H B0 e B 4 8 S Bl
G223 ERM B PR RITR S R . BTl EARM B AT DL EAFR T N, N — XUH 1
FE -4, 4 - BEAERE (CBP) o ik, Al 2 6 ML BB M Bl & B K &Y B 2% i & 4y
5@&7’3 17 10wt%,

[0043] A& BHRAE—PF 6 H HLHE B M B & 8 SR B &) e Ho i 46 7 R L HL 3L
RICEAT, TRt AN S MR & BB G UL 1- 2K 3E —4- (BUCEIE ) BRE R
4R EARECAA, DL 2, 2,6, 6— VU FR3E =3, 5— B¢ i A4 Bhlc £, — 75 1], BRREER b0 A& 3k
H AT 1IN Y s, BasBhEc iR E i BCT AR FRE K, nlBH L4 1 (e AH B 2845, A
TMERI KRG 55—, £ ERIARASLE RIS, 7Y 4B e SR
AN K IFRME=ESE T BEKILE, NS &4 East, A& EHKil &
Y EA W HEEA G RICE I M B BT B AR, v s aotek B
Sl ECR e, F AN EEM T B A B I BB ETERE .

[0044]  IEAN, FTIR A5 E VL EES M B & BB G W H 25 dfe 8, T2 5 T8,
T AN 281 T AL A P=, KR BRAR il ids i) pleAs, B A% kT faE i e Ak & &

B 5% o

4 1 351 A

[0045] N TR £ A B 11 B St 451 %ok A S B AR gk — 20 4 B, B L

[0046] & 1 AR B S (1 21 e AT ML B Yeb Rl g R S M K 45 X

[0047] & 2 g A B S 1) 1 b 206 AL A SO YA e < IS G 0 1 L U e e i
Al

[0048] & 3 AARHISLHEf] 6 AL B I E R = K

BiExiA N

[0040] i TAEA A WK H (4 AR5 S B ALl AN 22 WY 1, LU 255 B Vel B St x
AR NIATHE— DR UL o B 2 B, SEAC BT ) F ARSIt U ARRBEA A BT, IF
AT REARL

[0050] S K 1, A WISt T — M2l e LB e Rl e m SKIC 540, Pridt g 4K
FL G LL 1- R —4- CHURGREE ) IR 30 ) e iA, LA 2, 2, 6, 6- DU I -3, 5- B —
i A i B e A, S5 A Az (DD B

[0051]
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/lr/ A\
o—
2 (1)

[0052]  Hir, ROy AL, R AYHUACAL & 0055 48[ 4- 1 6- 47, 5- M1 6- i, 3— 1 6- 4ir,
3= M1 56— frEk 4— 1 5- A7, ik Eh & Ja ERCA N BA LU S5 L &4 -
[0053]

[0054]  SZjitEfs) 1
[0055]  —FPLOGA HLHEEEDEH BB KBS [1- ZRE L —4- (47, 6" - ~FFLIRIL)
kg -N, € 1(2, 2,6, 6- PUFFZE -3, 5- e -l ) &4K, LA R 45 28R -

[0056]

12

[0057]  ERZDEA PSR 8 MK S P % 757, BRI PR
[0058] (1D MA@ BRLAA - AL —4- (27, 4" - ZFIERIE ) BREI & G VR -

[0059]
©\o B(OH);
DMF, 1 M K,COyK¥¥, Pd(PPhs)s

E 100 'C, 10h
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[o060]  HAKHERAEN -

(00611  Zrildfitan T g X RN &9 A, B 1- R FE —4- FEKME, FiL54) B1, B]I
2, 4- IR -

[0062]

B(OH);

k

A: ci Bl: 5
[0063] & K f& 7 T, 4 1.03g(4 Ommol) £ & ¥ AL0. 72g (4. 8mmol) 1k & #) Bl K
0. 23g (0. 20mmo1) PY ( =ZKZEWE ) AVEAYE T 16mL DMF HH, 500 15ml ¥R 1mol/L 1Tk
PR KSR, INAAE] 100°CHEFE R M. 10h, fir N R PRI 22 =00 5, SRR, 70 S 15 20A
BUAH, DN JE7K Bt BREE T4, 1L 9k, e Z8 bR & L, 15 2R =4, H T B = 04T B 45
233 0. 52¢ &8 LA 1- SKEHE —4-(2, 4" - FHIRIL ) BRI, RN 39. 8%.
[0064]  SEiR%EERUIT -
[0065]  Jii% (MS m/z) :326. 1 (M)
[0066]  JTEL /AT :Cpul N0
[0067]  FHIBAE :C :80. 96 ;H :5. 56 ;N :8. 58 ;0 :4. 90 ;
[0068]  SEZiil{E :C :80. 93 ;H :5. 59 ;N :8. 54 ;0 :4. 94,
[0069] DA A HRIESEFTAAW) IR 1- REIE —4-(2°, 47 - ZHEREL ) Rk,
[0070]  (2)TEFAAN 1- FEIE -4-(2°, 4" - ZFFEIREL ) FRE I & W5 i, W
Xh
[0071]

babe

2-ZE 7/ K
Elift, 24 h

|
N T IrCl3*3H,0

O
L —12 2

[0072] R /TARYT N, #5 0.82¢(2. 5mmol) 1- 58 Kk —4-(27, 47— = IR I ) KR AT
0. 35g (1. Ommo1) =/KA =SUALBKHE T 25mL ARAREL N 3:1 [ 2- L5 AL L / KRG
FIR, BEGAAT ARG, I 100°C el W 24h, e R R 22 =00 A L g, BTt
WEFHTCK GRS 3 Ik, BT G133 0. 29g EFUACH 1- REIE —4-(2°, 47 - K
B ) BRI BT 2, O 33, 0%, i e i DR AL, BRSO N5 R

[0073]  (3) & JE I A WA [1- KA FE -4-(4, 6" - ~ FEIRKIE) B N, ¢ ]
(2,2,6,6- PUFI3 -3, 5- PE8T ) GHAIE R SR -

[0074]
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. O 9 mma, -zeEKzE
RS
2 b 2 L 9

[0075] % K R 7 T, ¥ 0.44g (0. 25mmol) P BR(2) i & W E AR O 1- K K

B -4-(4, 6" - I ) BRRE ST 2 4).0. 09g (0. 5mmol) 2, 2, 6, 6 VY FIZE -3, 5-

TR 0. 21g (2mmol) FRIRENIR AV T 25mL2- Z A A, BEEIR A, INFVE 100°C

N 6h, SN VIR 22 2R S S RO 2 BRI, DUARREL S 601 (1) IE St Al — & e iR A i )

A PR NIRRT T A4 JCREAT Tk A JE T, 28 JE ATV T (R 711), 88, 49380 0. 13g B [1- 215

B —A-(47,6" - ZRIEZIL ) BRHE N, €7 1(2,2,6,6- PIFIE -3, 5- A ) &K, R A

25.3%,

[0076]  SEiR%E g RUT -

[00771  Jitit (MS m/z) :1026. 4 (M)

[0078]  JTE /M :CH, 1PN, 0,

[0079]  FEIBAH :C :64. 37 ;H :5. 21 ;Ir :18. 73 ;N :5. 46 ;0 :6. 24 ;

[0080]  SEilE :C :64. 44 ;H :5. 15 ;I :18. 68 ;N :5. 52 ;0 :6. 21,

[0081] DL EAUHAIESEFTFY) BE A [1- R —4-(47, 6" - ZRZEIRIL) Bk N, ¢V ]

(2,2,6,6- PUFEE -3, 5- Be ] ) &%

[0082]  HfTf3 4 sk I S T & e (CH,CL) 3B K 1X 10 mol /L [, A

TSP S, R RN OGS, 15 21 48 HE A I e KRB A A 400nm, FE R

FT A3 ) HBC S I RGOS e KRG S AR bR CLE, |, 7T -

[0083]  7F 298K, F % 6/ Je e B VAR & B AR EL A IR E 9 1X 10 mo /L ) CH,CL, %5

T e, ok eI AR A 400nm, F U A TEF 2 4007800nm, FRE A& b1 13 3 5

R ICEA S EAARR o

[0084] M| ik A% 5K it 451) ) A& B X [1- KA & —4-(47, 6 - 2R FE ) BRIE N, €27 ]

(2,2,6,6- P4 FI 3L -3, 5- BE i ) & H I RO, K 2 s, 19 25 K RO K R

635nm, (444K CIE, , = (0. 71, 0. 28) o 7] HT15<E B MBS W R AT 2L 65, WIVE M 200

RO EY Tz N Tl A AL BUR O E

[0085] 3l 1S & B Sk A S WTE RS T I E TR Qx, BOLE TR 2=

MBI ARG OGRS, W TR -

[0086] (1) T VH BRI it S A FH 6T 5 ) - R R g e, SR R i =K - = (2- 28

FEMERE ) 4K (fac—Tr (ppy) DVEZ LU, 75 il Bl il <6 8 4K G 540 J¢ fac—Ir (ppy) , [ =T

B WY R 0 1X 10 mol /L 5

[0087]  (2) 3 Jld3 fac—1Ir (ppy) (A& R EKIEL AW — & %t (CH,CL,) WV 2R 40

WO, /521 400nm ALEIEOGEE (<< 0.05), 7374 A, A,

[o088] (3D KA I3 MG E VE 3 A1 P R v 1) R 606, R O 400nm, 459
13
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FEPCKTE A 4007800nm, B 2 6 VLTS B B AK L S RN 2 LA R (KB 6 R ) B
SRR Ry F s

[0089]  (4)fac—Tr (ppy), 7E 5 e P T 20R P 0. 40, o THAR G » 8 kil &
WIFN fac—1r (ppy) 5 HI S0P BE BT 62 nx, nr 24 DL S0P Bl 13T e 5 51
[0090]  (5) 44 LLEHARARA A R A3 BIBDE BT AR O

[0091]

Qx = Pr (A /AL ) - (0 / 07) «(Fy /FL).
[0092]  H LA b 5k 15 B X [1- KEE I 4-(4,6 - ~FHFFIKE) BLE N, 7]
(2,2,6,6- VU FIEE -3, 5- B¢ ] ) G4k ©,=0. 12, WLASZHEHIH] 4 104 B K& B
B R EUR R
[0093]  SEZjitafs] 2
[0004]  —FhLL e WL BB M B & B AR AW [1- 550k —4- (57, 6’ — “FIBEAEL)

Bk N, € 1(2,2,6,6- PYFIIE -3, 5- BE—fid ) A8, WL N &5 FTn -
[0095]

L _l2 .
[o096]  EIRZLGA ML AL BB A K S A ) il 46 U7 i AR R DR

[0097] (1) M&J@E FREAK |- ZREFE —4-(27, 3 - —FFIEEL ) BRER A R, OV R -
[0098]

: Ko B(OH);
FI3E, 1 MNa,COK¥H, Pd(PPh;),Cl,
s +
@iﬁ’ 90°C, 10h
S N

[0099]  ELARHRIERN -

[o100]  ZpJldfitan R &5 GRG0 A, B 1- 2R582E —4- GBI, FIAL 549 B2, B 2,
- Eﬁ%%ﬁﬂﬂ@é :

[0101]

14
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%
R

O
NN B(OH);
SN

A: c B2: ’
[0102] & A & ' F, 4 1.03g(4. Ommol) £ & ) A0. 60g (4. Ommol) 1k & #) B2 K
0. 11g(0. 16mmol) & A ( = ZFEWE ) HIRAVE T 24ml F 289, S5 0 16mL ¥R fE K Imol/
L FIBRER BN KV, DDA 90°C Btk [ R 10h, 5 i Wik e 28 25060, T SRR, 4 2515
FIE MR, I Je/KO BREET-15, 19k, BEZE bR 2 Wk, 13 20K, F A R R =k AT E 25
i, 132 0. 50g 48 TlLfk 1- A5 —4- (27,3 - ZHEZRE) BREE, IR A 38. 3%,
[0103]  S5iM% g dmuT -
[0104]  Jiti (MS m/z) :326. 1 (M)
[0105]  JUE/HT :CpulgN,0
[0106]  FHIBAE :C :80. 96 ;H :5. 56 ;N :8. 58 ;0 :4. 90 ;
[0107]  SEl{E :C :80. 90 ;H :5. 60 ;N :8. 63 ;0 :4. 87,
[o108] DL FEGAFEESE TSV U 1- R%U0E —4- (27, 37 - ZHZERIE ) BRE.
[0100]  (2)FMEAN |- KA IE —4- (27, 3 - “FLIIE ) BRIER S — B W&, )N
Kh
[0110]

N o e 2 CAILR K N r/CI‘gIZ.rH X
N A4 by r
SN T EE, 24h xN/‘b,/ N
=

o)
| |®
| ~"_12 L 12

o111l AR T, 5 0.98g(Bmmol) 1- K4 K —4-(2°,3 - = A 2K K ) BR R fl
0. 35g (1. Ommol) — /KA =S A T 26mL ARFREL Jy 3:1 11 2- L85 41 / AKIRA
WA TR S, IR 100°C RIS 24h, [ N % A 22 =i 5 i vE, Frfsoiie
MK CREBES 3R, LA T G131 0. 26g TBARN 1- R4 —4- (2, 3 - KA
PRI [ A 2R, ol 29. 6%, %P et — D44, BB T — P RN,

[0112] (3D &R KA & W M [1- KA -4-5,6 - = B FE K ) BRiE N, 7]
(2,2,6,6- PUREE -3, 5- BE Wi ) GG R OV AK -

[0113]

15
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o

ZON| el
\ “l --hz/ - & e 9 TR 2~'¥§§aﬁ‘ : o
o M 90°C, 8h T N
L \0_

e
— —2 \I::j:[z -2

[o114] % K R ¥ T, % 0.44g (0. 25mmol) P (2> il & W & B A& K 1- K K
e —4-(5",6" - “HEIRIEEH SN B0, 12¢(0. 625mmol) 2, 2, 6, 6— PUFFEE -3, 5- PF
i A1 0. 34g (2. 5mmol) BRERATIR &% T 20mL2— A4 IE AW rh, BEHEIR S, I E 90°C v
8h, & NV PR 22 F R T 98 28 BR VR, DURAR B 6:1 I IE Coe Al — S P B iR 58 )
A VRIS T A ) AT R A AT, 25 B E AT P B ), TR 43 31 0. 10 X [1- 285
B -4-(5, 6" - ZFIEIRIL ) BkWE -N, €7 1(2,2,6,6- DU IE -3, 5- BE il ) A5, RN
19.5%

[0115] SRS g T -

[0116]  J5iit (MS m/z) :1026.4 (M)

[0117]  JTE ST :CH,IrN,0,

[0118]  FHIBAH :C :64. 37 ;H :5. 21 ;Ir :18. 73 ;N :5. 46 ;0 :6. 24 ;

[0119]  SEl{E :C :64. 46 ;H :5. 15 ;11 :18. 66 ;N :5. 52 ;0 :6. 21,

[0120] DL EZUARAIESE TSP IR A [1- R4 -4-(5", 6" - ZRFEIRIL) Bk N, ¢V ]
(2,2,6,6- PUFEE -3, 5- Be ] ) &%

[0121] M5 s ptads] 1 A AR R o v, DA B8 [1- R -4-(57, 6" - %
FHE) BKIE N, €7 1(2,2,6,6- DY FI3E -3, 5- BE 8l ) A 5K 10 8 K ROl 638m, (444
Fr CIEx, y=(0. 72. 0. 28) « R HIFT1S &8 #KIC &9 R BABAIAL &, vV N 40 i EUR O EH R
I N Tl AN BB RN IR [1- R85 —4- (57, 6" - ZHFEERE) B
BE N, C” 1(2,2,6,6- VYIS -3, 5- BE il ) AHKI ©,=0. 13, 7] WA SZ 9] i) 2% 1) 42 J8 4K
e &) B 1 R T FLEUR E R

[0122]  SEjEfe) 3

[0123]  —FPZb A ML BB B2 B BRI AN [1- R4 -4- (3, 6" - )
FkBE N, C” 1 (2, 2,6, 6- VUL -3, 5- BE il ) &4k, L F &5 -

[0124]

-1 2

[0125]  LIRZISEANL BB K& R MK SR il & ik, ik 5k
16
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[0126] (1D Mg fg EFLIA 1- ZREHE - (27, 5" — Z3R3IL ) WK [ e, SO aoh
[0127]

<j\o B(OH),

. DMF, 1 M K,COgK#¥, Pd(PPhs),Cl,
_ ‘
N 80°C, 15h
% N

Cl

[o128]  EARHERAEDR -

[0120] Sl b an R &5 R &9 A, BRI 1- R4S —4- 5B, FI4L A4 B3, R 2,
- Eﬁ%%ﬁﬂﬂ@?ﬁ H

[0130]

N B(OH),
N

A I B3: s
[01311 & < &R ¥ T, ¥ 1.03g(4. Ommol) £ & 4 A.1.20g(8mmol) {t. & 4 B3 X
0. 08g (0. 12mmol) RN ( =AFLWE ) AIR-G¥ T 38mL DMF A7, 3 N 12mL ¥R FE A4 1mol/
L IR B B0 7K VS, IR 80°CHERE S I, 15h, £F [ N VR B 2 51505, F CBE2EER, 7 3515
A AUAR, e /KBR B BT, 198, e 75 bk 2 Wk, 15 2K 749, FH R EEXTRL = 14T 45
in, 192 0. 34g ARG 8 BRCAR 1- I ~4- (27, 5" - ZHIFLIRIL ) AR, SR A 26. 0%,
[0132]  Zhi %R r
[0133]  Jii (MS m/z) :326. 1 (M)
[0134]  JGLEAFHT :CouH N0
[0135]  FHiP{H :C :80. 96 ;H :5. 56 ;N :8. 58 ;0 :4. 90 ;
[0136]  SEZilI{E :C :80.92 ;H :5. 62 ;N :8.55 ;0 :4. 91,
[0137] DL BEAFEESE SV I 1- R%UE —4- (27,57 - ZHZERIE ) BRE.
[0138] (D FEMEN 1- FHEIEE -4-(2°,5 - “HEIER) BRSSP Ak, kN
W

[0139]

RO

2-ZE R B/ K
Elft, 24h

17
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[0140]  H AR T, ¥ 0. 72g(2. 2mmol) 1- ZR 4R I —4-(2°,5" - = AL 2K 5L ) FREE fI
0. 35g (1. Ommol) —JK-& = LK T 20mL FRFRLL A 3:1 1) 2- L5 FE LW / AKIBEH
o A T BEFRIE A A 100°C [RIRUR N, 24h, S W P 22 23 e ok vE, IS it
HTE/K S0 3 Ik, A THR R 1330 0. 18g R 1- A4 2E -4-(2°, 57 - ZHZLREL)
FRPEE (RS — 28, WOl 20. 5%, EF= W) LT 1 — D3R4, BN T —0 RV

[0141]  (3) & B W &P [1- 2K I -4-(3",6' - Z F AR R E) B N, ¢ ]
(2,2,6,6- PUFZE -3, 5- B¢ i ) S5 R RN A

[0142]

o o Bme, 1,228 E

R
X
O
2 2 2

[0143] & A R ¥ T, 44 0.44g (0. 25mmol) & BE(2) ] & W & M M 8 1- & A
& -4-(3,6 - = B R R &) BRSO = R 8.0, 14g(0. 75mmo1) 2, 2, 6, 6— P FH
J& -3, 5- BRI AN 0. 16g (1. 5mmol) kR ENIR A ¥ T 15mL1, 2- — S & ke, fFHR S,
A BACIRIL R N 10h, NI PR 22 S35 YR 28 R ), DUAREREL R 6:1 [ 1E el
TS PR AR A VBN TR AR ) SO AT A A JE AT, 2B JE TR R R R, T, 193
0.08g M [1- ZR4IE ~4- (37, 6" - LI ) Bk -N, €7 1(2,2,6,6- VU3 -3, 5- i
Wi ) EHG RN 15.6%

[0144]  ZEMSELRWT -

[0145]  Jitif (MS m/z) :1026.4 (M)

[0146]  JTE M7 :C H,IrN,0,

[0147]  FHISAE :C :64. 37 H :5. 21 ;11 :18. 73 ;N :5. 46 ;0 :6. 24 ;

[0148]  SZYNME :C :64. 43 ;H:5. 12 ;Ir :18. 68 ;N :5. 52 ;0 :6. 25,

[0149] DL BEUIEIE LTS TR [1- KA -4-(37, 6" - ZHEREL ) BLE N, ¢ ]
(2,2,6,6- PUAEL -3, 5- Be i ) &4,

[0150] % ME 5 sCl] 1 A AR R IR g v, MR AS B0 [1- 2R 5% -4-(3, 6 - — %
I ) B N, €7 1(2,2,6,6- PRI -3, 5- BE Wi ) &4k K5 KRG K 642nm, (A4
Fr CIE, , = (0.72,0.27) « KNP 1S 4 @KL A9 AN AT 6, nTVE A 2GR BUR DM B
I N TS AURECROGE . RN IR [1- R85 4-(3, 6 - ZHFERE) BK
BN, C” 1(2,2,6,6- PUFIZE -3, 5- BR [l ) G4KIK ©p=0. 09, ] WA S5 1 4% 1) 42 J8 4K
Bl &) BA 1 L EUR R

[0151]  sEjffs) 4

[0182]  —FhZUA NS & BRI AR [1- 85 -4-3, 5 - ZFEARE)
BRIZ -N, 7 1(2, 2,6, 6- PUFIZE -3, 5- Pe W) &8k, LA F 45 R

[0153]

™ . /O \

/ﬂ"w\\
o=

18
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[0154]
[0155]
[0156]

[0157]
[0158]

3,5—

[0159]

[0160]

L 12 \
LA LR SRR R B S W & 7V, BER R IR
(D W8 F R 1- R85 4-(3, 5" - ZHERI ) BRIER GG RNV AR -

9N
O\o B(OH)
. % EI3, 2 M Na,CO,/K¥W, Pd(PPhy), / E
Z N 100 C, 10h N
S
m 2
REEVER -

H
Gl PR AR g5 R AR G4 A, B 1- RAREE —4- SUBKE, MIfL 54 B4, R

AN B(OH),
b l /©\

A ci B4: )
AR PN, B 1.03g4. 0ommol) b & ) AL0.90g (6mmol) 1k & ) B4 K

AR -

0. 23g (0. 20mmo1) P4 ( =ZKFLHE) ARGV T 17mL B 2K, 500 SmL ¥R FE 4 2mol /L BRI
B, AR 100°CHEFE RV 10h, F7 e W Bl 22 2530 05, H S BEREE, 40 B A3 21A AL
FH, DTG KR BR B T4, 1k U8, Te 26 25 Sk, 13 2IHL™ 9, 1 B =) 3 AT 46 i 19
0. 39¢ 4B FEAK 1- FEHE —4-(37, 5" - " HILERL ) BREE, e 29. 9%, 45 %52
HIRUE .

[0161]
[0162]
[0163]
[0164]
[0165]
[0166]
EWAE
[0167]

Jit (MS m/z) :326. 1 (M)

ﬁ%ﬁ*ﬁ :C22H18N20

FRIBAE :C :80. 96 ;H :5. 56 ;N :8. 58 ;0 :4. 90 ;

SEE <C :80. 89 ;H :5. 61 ;N :8. 57 ;0 :4. 93,

DL EERIESE TS iR 1- R0 —4-(37, 57 - R ED ) Bhk.

(D) FEAAN 1- FEIHE -4-(3", 5" - ZHFEIE ) BRI &N WA B, [V

19
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2-ZEFE /K
Elfi, 24 h

L ~ ]2 L 12
[0168] &R T, B 0.82g(2. 5mmol) 1- ZR 4 2 —4-(37, 5" — — AR 2R AL ) Pk iR A
0. 35g (1. Ommo1) = /K& =GALEKEE TR LE Jy 30mL ARFRLL Jy 3:1 f) 2- L8 LBE / /KR
SVEFI, B SAE T Bk IRA, INFE 100°C R N 24h, [ MR PR 28 250 5 1 g, B
UK CEEYES 3 G BTG 3] 0. 27g ERCHAK 1- 2R HE —4-(3,5 - —F
FEIRFL ) BRMEI &N B, BN 30. 7%, ZE ek — DR, BB N R V.
[0169] (3 GBI AWM [1- KA K 4-(3,5 - ZHFFERE) BhE -NC' ]
(2,2,6,6- PUREE -3, 5- BE Wi ) GHME R VK -

[0170]

o s, =85
E#. 12h

- >~ 2 L 12 L -l

[o171] & K £ ¥ F, ¥ 0.44g(0. 25mmol) & B2 # & M £ B & h 1- F &
H-4-(3, 5" - ZHEEREL ) BRIE IS — 2 49).0. 09g (0. 5mmol) 2, 2, 6, 6— P FIZE -3, 5- ¢
WA, 21g (1. 5mmol) BRERETVR SV T 26mL =S ke, S IR4, MIAZE 62°Calii &
N 12h, [NV B A2 B S IR 28 BRI R, DURRALE 2 6:1 [ IE Sl — S R fe iR G0
) Ay e BT T AR ) SSUEAT R AR JE AT 25 B AT VR P IR, T, 45 810 0. 11g X [1- 2K
A -4-(3,5 - HEREL ) BREE N, €V ](2,2,6,6- U FHFE -3, 5- BE il ) &4k, o
Hh21.4%,

[0172]  S5iM%e g R -

[0173]1  Jiit MS m/z) :1026.4 M)

[0174]  JCE5FHT :Csellss YN0,

[0175]  FEIBAH :C :64. 37 ;H:5. 21 ;11 :18. 73 5N :5. 46 ;0 :6. 24 ;

[0176]  SEUME :C :64. 40 ;H :5. 18 ;11 :18. 76 ;N :5. 41 ;0 :6. 25,

[0177] DL BEUPEIESL AT R X [1- R -4- (37, 5" - SR SE ) Bk N, ¢ ]
(2,2,6,6- VYR -3, 5- BRHli ) Ao

[0178] % MR 5 Syt fo) 1 AR AR R B IIAR 5 v, DR A3 IR [1- 4SS —4- (3,5 - %
ZRF) BRKEE N, € 1(2,2,6,6- PYF3E -3, 5- B¢ W ) A8 B KR 6T KAy 640nm, AL
b CIE, , = (0.72,0. 28) o W] %045 & @ KB G4 R AN ZL G, nl AR 4 2006 B AR
Iz N TS AL RECROGA AT BRI [1- 28405 —4- (37,57 - ZHSEEARSAE ) B
20
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B -N, C” 1(2,2,6,6- DY -3, 5= JE -l ) G4k ©p=0. 11, ] ULAS St 1] 1l 46 1 4 B 4k
Bl B 8 1 L EUR e UK

[0179]  SEjitifh) 5

[0180]  —FhZL YA WL B M bl & B 4K AL A [1- AT -4- (4, 5" - LRI )
Bk N, C7 1 (2,2, 6,6- PUFIRE -3, 5- Bi i ) &4k, L &R -

[0181]

— 2

[0182]  ERZIEANLEEWE O K8 SIS P i 2% 777, B PR
[0183] (1D M& @ BRI - AR —4-(37, 4" - ZFRIERIE ) BREIA G VR -
[0184]

O\Q B(OH),
HE 1M K2C037K§$&‘> Pd(PPh3)4C|2
. 2
7 hli 100 °C, 8h
N
cl

[o185]  HAAHRAER -

[o186]  Z3 iRt T g5 XK R MG W A, BRI 1- 2RI —4- SRk, Fl4k-5 4 B4, B
3, 4= —FELIORINIR -

[0187]

B(OH),

# N
|
N

Sols

A: ¢ B4 )

[o188] & < fR ' N, ¥ 1.03g(4. Ommol) f£ & ) A.0. 72g (4. 8mmol) 4k & ) B4 K
0. 23g(0. 20mmo1) P4 ( =ZRFLHE) HIRGVE T 1omL F 2R, 3% 0 6mL IR FEA 2mol /L [RBK IR
BIZKES L, INFAE 100 CHEHE SOV 8h, £ i Wl PR 22 2518 0 FH SRR AREL, 43 B 15 21H AL
AL INJC/K B B BT, il Uk, BEZ8BR 2 Sk, 15 2R 9, FH T XA W 1dEAT 45 b, 19
P 0. 44g &)@ TR 1- R85 —4- (3, 4 - “HFEEZREE ) BRI, Ry 33. 7%, 45 1) % 2
HIuE -

[0189]  JHii (MS m/z) :326.1 (M)
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[0190]  JTZ4rHT :CoHisN,0

[0191]  FHIBAE :C :80. 96 ;H :5. 56 ;N :8. 58 ;0 :4. 90 ;

[0192]  SEiill{E :C :80. 88 ;H :5. 64 ;N :8. 55 ;0 :4. 93,

[0193] DL FEGEAESE SV i 1- 2R —4- (3, 47 - “PERIE ) Bk,

[0194]  (2)TEEAAN 1- FEIE -4-(3", 4" - ZFHFEIREL ) BRI & W5 i, W
WP

[0195]

2-Z 8RB/ K
Fl#, 24 h

« E+ IrCl;* 3H,0

[o196] Z S fRF T, 0.98g(Bmmol) 1- K 4 & —4-(3,4 - = F A K K ) BK B A
0. 35g (1. Ommol) = /K& =AALMKIE T 20mL AAFREL K 3:1 1 2- Z4A3E 1% / /KIR A HH
DR A R A, IR 100°C IR, 24h, 2SR MEIR 58 20385 ok, BRIz
HTE/K S0 3 Ik, B TER R 1931 0. 28g TRLAR N 1- R4 —4- (37, 47 - Z AR
PRI IR U — 28, Wl 31, 9%, i W e s ik — R al, BN T — P RN,

[0197]  (3) EEMAL [1- ZREIE —4- (4,5 - “FHFFLIEKEL ) Bk -N, ¢ 1(2,2,6,6- 1
3L -3, 5- Bl ) GEKIA A RN AN -

[0198]

B, =KFR
o B, 12 h

[o199] & A R ¥ T, 44 0.44g (0. 25mmol) & (2> #l & W & M A A 1- &K A
H-4-(3, 4 - ZHIERSE) BRIER ST 5 4.0. 09 (0. 5mmol) 2, 2, 6, 6— PY 3L -3, 5- &
T HdFT 0. 21g (1. 5mmol) FREREPVE A VE T 25mL =5 Re, BEFEIR A, IIAE 62°C R &
N 12h, [ NV B 22 3R S S IR 25 BRI, DUARFALG 4 6:1 I IE St il — S e iR &
T A e W TBOT T AR ) BUAT R AT JE AT 28 BRIV P IR, T, 49 31 0. 10g X [1- &
AL -4-(47, 5 - ZHSEEIREL ) BREE N, €] (2, 2,6, 6- UL -3, 5 BE il ) A4k, o
$19.5%.,
[0200]  ZEMSEELERUT -
[0201]  Jii (MS m/z) :1026. 4 (M)

22
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[0202]  JTEHT :Citl, 1PN, 0,

[0203]  FHIBAH :C :64. 37 ;H :5. 21 ;Ir :18. 73 ;N :5. 46 ;0 :6. 24 ;

[0204]  SEUME :C :64. 40 ;H :5. 18 ;I :18. 76 ;N :5. 41 ;0 :6. 25,

[0205] DL AU UE SERT A TR A [1- 2R4SE -4- (47, 5" - I RIE ) BREE N, ¢V ]
(2,2,6,6- PRI -3, 5- Bi —fid ) &

[0206]  f2 HE 55 st 1 AR AR R B9IIAR 7 v, MR AR B R [1- R4 SE —4- (47,5 - 4k
L) BRKE N, € ](2, 2,6, 6- VYR -3, 5- BR Wi ) G4 IR KRG KA 641nm, (AL
b CIE, , = (0.72,0. 28) » A %0143 & @ BB S0 R AN L0, Al AE 4 2006 R EUR e d R
Iz N Tl AN BB RIS [1- R85 —4- (47,57 - ZHFEERE) B
BN, C” 1(2,2,6,6- PYFIE -3, 5= PE il ) A4KIG O =0. 10, 7] ULAS St 51 1l 4 16 4 8 4k
Bl &) BA 1 T P EUR R

[0207]  SEjfs) 6

[0208] LA K it 491) il 445 1) <6 JB B BC 5 AR A ROGE 8 = 5 A A B L il 2 A LR EUROE A%
1, SR B 3 PR, AR A I 45 ] R R 170 (100nm) /2-TNATA (60nm) /NPB (20nm) /
CBP:Swt% 4 J& 4K Fid & 4 (30nm) /BCP (10nm) /Alq, (20nm) /Liq (2nm) /A1 (100nm) , H: v,
CBP: 8wt <& J& #K Bl & R A WL BUR O G I RO G R R LA CBP A 4K, $54% 8wtk [
SEREE) 1 e R A IR S R

[0209]  BIRAHLHEBURGAF B & 775 R AR BIEIEA Y EUURE A 100nm, 77 B
HIBHCA 10 Q / DA (1T0) 1B IZBIBHIK 301, R B 28 9510 77 v, 7ERH) 301 F
45 JE R A 60nm ¥ 4,47, 47 - = (N= (& —2- 28 )N- REE2UAE ) =25 iZ (2-TNATAE A 77
TOENE 302, fE5 7GENZE L& B A 20nm (BN, NT = 00 (1= 28285 ) -N, N7 — 56X
TEFEIBCR (NPBOE N 2 7R Z 303, 722 7 UE I JZE 303 EZEBEN, N - XU -4, 47 - Ik
Mk (CBP) 5 A & BH S 491 il 2% 1) 42 JB BRI & W (RTR G4 43 21 )R 24 30nm RO )2 304,
TERICE 304 FARIRZEEEIERE , 10nm ¥ 2, 9- 5L —4, 7- 253k — 48 — % Z43E (BCP) 1k
h A AN E 305 JEFE A 20nm 1) = (8- FRIEMEN) 45 (Algy) TENH FH&4Z 306 KJEE
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