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[0043] oK 28 2 (R 4544 50 0 HoAT oL AR A MR BT, 491 4 2 ML I | W I\ Tk T L HEL IR L I8 — e |
WS Ik W W R | 5 WO M Ry R AT AR, DA R = T FE A Je 0 EL Atk 1) L A5 IR LUMO (LUMO
=K 0 FHIE ) K5 0-, S— B N- 230 5axX 28 51 oo 1k 5 BUR & W) LUMO /)
T 2. TeV X B HIREZ) , Kl /N T 3. 0eV,

[0044] A EHIIER -G UL Bk B2 3 B T0, HorBg s 7O 8 20 1) 45 e g
T FER RS (R EZE 1 A2 8T ) IRILEES G XL o i —2en] DIE
HRICHR, A R AR I BB AL s IR E TR R IR B WnE A T IR
WESCRE A BRI e R OLEE.

[0045]  HR¥EE 4 ML F o & HBESE MRS H = S5 mRCR RO IRLE, B
7N LB AN A2 LB ZO, ‘A8 SRR E SR IE . & TA K EH K E S
FRTIFET 36 MEIR T-HAL &Y . R lE A H 20 2 B AR aS d 83 k4
BRI A . HAEARE R AL &k 8-10 HIJCZE (Ru.Os Rh. Ir.Pd.Pt) AHM )45 ) B
TCo A FH T A B 2B ) R0 (1) 5 1) B 0 ) 2 R 7 H & 1 B A5 WO 02/068435 WO
02/081488.EP 1239526 F1W004,/026886 7 (15 Fh &% &4 o AHN ) EARHHE AR T WO 02/068435
IR A FFHI % DE 10350606, 3 .

[0046] 25 5 45 B T B U M B TS B = BRI AR LE, Ho T T3k 4 gy
TG, I e 25 A B T IO PE B e I8 T2 B IR 1R MR AT B e e — S 556, Qi
BT WO 04/070772 F1 W004/113468 H, [FIAEIE 1% B 12 B A A0 L I IRFI SR ALLR 4k
G, IR TR A FF I HIE DE10349033. 7 H.
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[0047] =K H 2K 6 L5 B R -G W S BE g R OGE &, B b ik [y s o
CLAR, EANIE R B 20— AN 05 B BCE 7 A SRS EE 1 I8, S8 T Bk fd
5, B, BATTA BT BRI B AACH IR/ s, AN R A NGBS G, BB CAIN P E
A - ZESPOTEA M. 1SRG T h] LS 1 28 G I TEAS, T H52 0 RO ER
o BT 50, EATESERIFE T FAER 6. A ik B 6-40 MR T 16 05 iR 4514, 5%
HFIFEILGE 28 b VB 2K SR SE W S BT AR, T A — s AN P R B
AN S 1, 4- W2EHE 1, 4- WZEHEE 1, 4- 808 9, 10- WL 1, 6- 8L 2, 7- B

4,9- Wi 3,9-80#% 3, 10- — WA 4,4" —WHERIE 4,47 - =K 4,4 -— -1,
1 - ZER 4,4 - KK 4,4 - TER. 8F 4,47 - KOG ET S+
LR

[0048] K7 Wit ot S HA 6-40 MR T 5 RIS, BATEE HIER &Y
B, XL 4, 5- A WRTAEY4,5,9, 10- S TEATAED T EY).9,9 ‘- B8 =%
1.9, 10- —E 3BT Y 5, T- — A K JFEFER (5, T-dihydrodibenzooxepine) T4
W)~ RN A0 e T el 2 R B . AR, BRI S (1) B oo it B gl 3 E 3 R AR ik 2 /b
50mo 1 % , PRI ML I AL AP 32 43 FH X e 5 4 B o/ oA R SR S i 4L

[0040] Lk, ARHEAY, Bl (1) BMgEBRTbA, BRNAFERZE 1-7T 11—
MEEZANFIC. R DMLERZ K B — RN Z T— R4 5 o] LRI A7 AE
[0050]  HE (1) HICHIELEILIEZE /DK 10mol % , FE AL 25 2 30mol % , JEH B4k 1%
£ /b 50mol % o ML A TR AURIE (D) RITEREESWE RIS £ 6
(RO , W] DAPL e 2L 1 B, 46 an 7E P BUR DG SR G Wb 17 70 AR B ROGAR T Ol
T, B2 5-20mo1 % o 6 T N &, 1 WA T A HLER AR, LI 1 EE A SCa] DAAS
[, 45 e 23 R F R T BCE FL - S LS T IS LT, T R Rk 100mol %

[0051] Pk, A% HEEY, Bl (1) Gt in sk, & 20— BRI 145
P B TT o R CE R B n b s (1) S A8 AN [ 200 1 22 AP AN S5 44 BR T o B R A0, I 2
iRt — ik BT BT, AR RO BT, XA hRE (7O RAIRIE)
o mT DA ik AH [R] 9 B e R SE I

[0052]  J@ = (1) A5G FAERR IS T4 BUR FEJEREERY) . X Sk A0 & R 48/ Le Al
(KR ORI R A6 T, B R B K AT R I, 7 UE SR A B ik e itiid T
KAFFHIHIIE DE 10343606. 5 1,

[0053] A EHI R A WILIEBA 10-10, 000, KE AL 50-5000, JE 5 R #l4L1E 50-2000
MNEF R IT,

[0054] el k@A (1) 8o RATE AW AR T BRI R 838 R SRR IE AT
R GV I IR . A R A7 A AR B CSE , IX LE[RI e i R A o

[0055] A T {RIF A8 WA, LR B EEBA B8 oo BRE T AR D 2 4
A FHRIRIA T LAIEZR D> 4 A Rl iE 2D 6 NkIE 7o — 280k R 7t ] LI O
B S B AR, SX IR O 56 45 ] RE BURAE e L A9 1) B 55 B8 e AN A0 AR 4] HL A () 4E
T

[0056] A Y dkE G4 FH AR KTEAS, IR R ERE P ERAE 2 T 12 ANk IR
5 RIERA Z T 8 MRIE T R UER A £ T 6 MR T I BERU RS

11
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[0057]  AEFEBRIE TS Ar@, (1) R R HIRER b, 740 T A () B BE SR e 5 3R
R P st R

[o058] it A% MG, b A5 R, AR BE AL, 72—k HI v+, AR R
A 2-15 MR SR 1 1 ELRE  SCRERCE FORBE IR RE, BE HAT 4-20 Mk SR 1 1 05 IR B 405 Tk
FH], B 2 IR AR RS AT TR e RE, Horh, — AN AN EAH Q8 B Rt RE
4% N-R'\ 01 S\ 0-C0-0. CO-0. —CH = CH- 8% -C = C- B, K& R FABEHL 4 2
JEoe b, oA, — ek H R PR 4% F a3 ON B s BT 7% e sk 3 % 77 it Fk [
REMS I — A2 A HEIT I R B, BRAEIANFE ] R W] DA— A2 FE 3 05 AN P SR IR B 2 3R 11
NREMARAR R o R, AR EGE A AL, R R — R I, R ARIE AR B 4-8 Mk T I A
B SCHEBUE MR PR RE L SR SR B, Horb, — N EE AN EEARAR B SR T e
B N-R'. 0, S\ —CR' = CR'- 8k # -C = C- B, &Mt x de R H 8 5 s onihis, ot —4
WEZ A H R FRERE AL F B ;B ERR A 5-10 MR 75 FE ol Iy 77 FE 3L [, Hon]
B R BUAREEE R s SR FE ] R 7T L — 2B 3 00 AN R 8 2 SRR IR &R
[0059]  ULAMILE A KRG, Kb 55 X, M [ 80 A Al H, 725 — R H IR AR
# —CH = CH-.-C = C- 8{#& N-Ar.

[0060]  ULAMEEA & BG4, o £5 5 Y, AH R EGE AR, 728 — R HIP AR A
A 4-25 NIRRT 10 M 5 R B 4 05 IR R, T3 — A sl 2 AR R U, Y, 4
[F) el AN ) AR R — I e DG AER A 6-16 MBI R 1 ) A 0 Ik sl 2% 5 Ik
HARE R, s8R =05, AT — A AN AR D57 IR R U

[0061]  SLAMIEEA & B G, b 55 Ar, AH IR ECE AN R AR B — R IR R AR
HA 4-25 NRIR T 10— 7 8 2 05 AR R, T — e 2 A R B
REAR o Ar, AH IR B A F T, 78— R A, R e AR A 4-16 DMk 51— 757
FEok 5 FEIE A, T AR 25 LA R AR

[0062]  ULAMEIEA K BH I EY), LA FE5 m, AH R BT A R, fER— R I, & 0 8%
# 1,

[0063] ¥k FHUAT =, W (1) B isE TRAMA R IhEE . Bk, AT DAk A
B (R SH) BEWER, 770 BReiE RO el BRI X Y #5iR 1 1)
—MEE YR AIE TR Dy RE. HUARHE R RIFEATE A (1) B ITHY 1 5™ A5
[o064]  [Hitk, DL FARIEEGIEA R GBI IE -

[0065] n FERE—IRHILHEET O,

[oo66] B, ‘&S24l 7% & Mk 45 6 5 G o

[0067] DL FNBIEGEAEN (1) BIulE AT /OB S

[0068] n FERE— IR, HFEBE ARK, 2 0 84 1, Hrp2/b—4 n=1;

[0069] m FEFF— IR, AHFEEGEAFR, & 0.1 8 2, Hrh W BAHN K n =1 W m
AET 0

[0070] X FERE—IRHIAE N-Ar;

[0071]1  BP, EATEAEM =25 aT .

[0072]  SbAh, WRFFS n =0, R BD—ANEFR(BE 4 EF R ERERR) B52D
— AN RS B, B AR AT LTS (1) B IeE R 2 SRS R T,

12
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[0073] DA biEiES T (D oolEh RO E

[0074] n FER—XHI, HFEBEEAFER, 2 08 L P2 b—4n=1;

[0075] m {ERE—IRHILT, AHFEBEE AR, & 0.1 803 2, i S AN n =1 W m
ANET 0,

[0076] X {ERF—UCHIRH, MRS E ASFEK, /& -CR' = CR'-.-C = C- 8k # N-Ar, %
b— X HF -CR' = CR'- &3 €= C-,

[0077] B, 'EATRAERS X B =055 LG F 8ol — 05 LRFEAT B, ot LY
MU =5 T

[0078]  SE4h, WIRFFET n =0, MPEED—ANFFR(BHE G EH R EHEFR) G520
— AT OB TN A BRI AT DAE A (1) BRIT/E AN R G ERIT.
[0079]  JBEAMEIELEFEHIC 9, 10— A E O FREBUCHIE (1) #oc, XAt n i frg
BRI A T (AR U RS . PR i@ (1) sood T 16 R JLidk 2 AR R 1, i
SR A FRIBUR R o XFMILIE FHAHEBRECAES X F0 Y AAE— 0 i 4 Dl B B X
Y ASAHF IS O

[o080]  IE X (1) fuidk B JC M T2 SEtifsl) 1-36 I 451, Hh e 15 ol T B-5WiE
AT 2, T- B S IE L, Wil R A R . O SRS AR, 3 R R HAEERT R b
AR o AR R AR IR A, 07 R IE AR T B 24 5 IR &R, WX T R
[RIREIR o AL SEE] 1-21 & FHE R ICIE) -, L) 22-33 22 ROGHICHIH] £, L4 34-36 72

7T LTI

[0081]
alkyl alkyl aryl aryl
£H 1 kBl 3

[0082]

13
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[0083]

D e s
KB 16 2B 17 skl 18
YRV, &
6@ RateS . QGQ .
LBl 19 LB 20 £ 21
TN PN e
L 22 LB 23 L4 24
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alkyl aikyl

OO
L 25

g - QCO - )
£ 28

e 31

QAL *g g«ﬁ g

%
o7 Qe

L6 34 L4 35 L6 36

\

[0084]  ARBHINZRGWRLIRYBEILERY

[o085]  [RiE (1) —FhslZ FrEs i LLAL, AR BHAL Y mT Be B — Pk 2 P LA it 25
), Lk EaREREIFIZE 1-7,

[o086] A AL YIWT UL BA LML A B i BOIR G, B ] LLEAA 2425 1)
IXBegh e Forp AT DRIS B Bk BOR S5 AL R W i v 4R iR T 1 wo 05/014688 .
[0087] A FH 2 AN RN &5 1) R T RE A% R 15 LU s i P [T AR T 25 S B« s Amr v N R
R LR AR E TR HURE I S M T

[0088] A EHIIZE G L — P el 2 B R AL (R pAA SR G il 2%, Horh 20— R A S EUR
HWEA (D) B8R IT. W BT ZHNEEERMN. SR, 3 C-C 8 C-N#E51 )L
T R AU W75 A e B A el G D

[0089]  (A)SUZUKI B4 ;

[0090]  (B) YAMAMOTO ¥4 ;

[0091]  (C)STILLE 45 ;

[0092] (D) HARTWIG-BUCHWALD 2 & .

[0093]  IH i IX £ 7 VEIEAT I SRS U N A 5t 73 B AR 4l 585 W) 1 7 V= PR 4l 4tk 1 WO

15
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04/037887 1,

[0004]  FEAKPIZRGWE (1) 505 SR IENTAEY), HAE 9- F0 / 5 10— f7id
M, FHAE 2, 7- £ (BRFE WIRAFAERTE, /£ Y _ERIESACE ) A E Y E B LUK X
Pl AR B ICH I ANPTR G o XL B AR B B, AL (RIS A2 AN R B 1 3= 8

[0095]  phAbA R B Jd X (2) PR XUE ReR AR A -

[0096]

[oo97] il (2)

[0098]  HAFFELE T, PIANE REH] A, AHF BCE AR K, 78 C-C B C-NEEA R N4 N AT
L8 HALRT 5 AR A i@ () MRS o

[0099]  AfRi%EE A C1.Br.1.0- FIHEEZ S . 0— = 4 AR S . 0-SO,R*. B (OR®) , F1 Sn (R) ,
FAPLIELE H Bry T RIB(OR®),, Horp RZ HoAan B BT i AR R 35 S, Hoh A sl 2 AR R
] DR T A ARAR 2R

[0100]  JITik C-C B4 RMNVALELE B SUZUKL &4, YAMAMOTO f&4 1 STILLE f&G& 2880 ;i
i C-N B4 ) NAL % A HARTWIG-BUCHWALD 184 o

[o101] G BRI S Tl X (1) S50 oo RO IE LTS & Tl 2K (2) BBUE BER
AL B o

[0102]  PLadedts, W] LLANKE A B B 285 A b 4y Joa A i A A ok 55 A ArT T 5 1) HAL
EEW LR BB K T2 i — B REEY (BEW) TH . XL LLNGE
o 40 - B, s B S B A BRIT, B AR AR B S ARG RO, AR,
HL P A AR A T A 1), B A T s T = 23 T R TR B 3R S s R B o [
I, AR B BOX R R RS o

[0103]  h4b, Ak BHW AR TE A & I — Rl el 2 Pl SR S el 5 5 A — Fh sl 2 Rl il
HR RIS RSR o 25 28 B WD TR R 7 V2 AR TE WO 02/072714.W0 03/019694 FIAEH:
FRANZS SRR o IR EES VRAG) AnaE e R RO (iR ) BE BRI 7 (9 G S
Bl ) T TR RGE R A E

[0104] AR BRG] T PLEDs o iX 4840 5 BA AR « BHAR & 06 ZFTIE A2, te i
IET TOENE , BAFERAEPTIA 2 7CE N ZE R PTR O E 2 A K 82« A2 PLEDs K]
TVEAE R — R T 24048 T WO 04/037887 o, AR T+ HLAAAR Wl 0 1% 77 1 N A% AT A

IV GE
[0105] 41 L BT ¥, AT WY SR AR B 5 3 A5 A 0 LR Ah 7 427 [ PLEDs B0 27
F LU L

[o106] X FAK MR H K, -EURIEH B N 2 ] BLIAE PLED A (s P 2 A kL. %
MR RSN, —@ni e K ADLE CROtE )/ 8iE BRR T HGE IER
A A/ AL VAT / Bttty CRAEABCE ez ) o Bl LR TUEANR
ARG R Z TR TR R o
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[0107]  [RIbAS & B 38 K A 2 B B8 A W0AE PLED HR ) 348, 5 39 1 A W B0 et B
i,
[0108] AR BHH ML FEIRER L BA — AN 52 NG 2 1 PLED, H A X deyg ok 2 v 48 /b — A
ALFEA R I — P Z FER AW . IR S Z I ann] UUE RICER / 8Lz / sy
HENZEF/ srhie 2.
[0109] AR BHEE G WARX T2 M5 286 4 e i A B AR A T W003/020790 H11)
TR D MR T WO 02/077060 15 %) HA LUF A ANBIF LA
[o110] (1) CARMAKRMHEESY (EHE 7 HA M FE S AAGRE LT ) £
M BAE SRR, RRRIES BRI EY . X270 BTN, B H
U AT DL DA ARG 1) 6 i R S T 7] P25 B 5 G A1) AE AR R mT 7 7 vl RV R B v P )
RN (B HAE AL AL PDA 2525 (1 Bongs ) AR BB A X TAH F g
EVHFET] LASRAS SR I 52 B, 3K ot T B N 37 B 02 A NS ER K
01111 (2) BbAMS NI HUR B, FIFEAE LU b, AR IR S EA B RIS
1, R £ R Sk C R R B8 OB ) PLEDs 15300 T
[0112]  (3) HIUA AR LS, Ak B 16 2 -6 4 B A AH 7] 8l 3 58 40 1 6 R 1A mT B P fi T
S . FEARAE R E CICR G UG IUT , 5% 3 S50 1Y B0 6 DX S80RT B8 22 VRN () 0 € R e
[0113]1 (1) ERAMEH 7T IR A, AR HEEWIE RIFIHET S 250D
SEHUR AW TS T, RO IUE B BIVE 2 W S R0 i B 3 A AN R
FE
[0114] (5) BB (1) ARG HBUNE AW E5E S BORE @R, RIkn] LU 5 MU e i
WEEE D BN T EE R I ARG T IX AR R UL Sy H X 53 5854 (1 LAy A
PERUR SR T o AN A5 SRR SN B SR A, BT T3 BIR8E MR S X2 L 1. 2R
1M, A TXAANSE T e, BRI BRI, BRI R BT IR 28 B i R R 5 Al [F] N 6
[0115] AN B HAR SCAC L K LR 19 SE 45 5 K A6 PLEDs FHAH RY. 1) 5 7 2% 70 A FH Ak B
WREGWEEBEY . AEFRERK PR, A0 AR 50T BLEAS 75 B A )i 57
BTG A AR H RS0 5 4 T H B 2, AU K LA 354 il
AR (0-1Cs) , AN A (0-FETs) , A HLEE AT (0-TFTs) , A HLAFH
Re iyt (0-SCs) , ANUIHHEIEZF (0-FQDs) 80 A MLIHOE & (0-1asers) .
[0116] AR BH [FIFESD B AR I BH IR 3R A A6 AH DY 2514 P 16 I R e B8 A B
[0117]  SbAR AT A U0 B RIFEIE T AH N R R D sk E BB AW AR RS & T
It

BAELEAR

[0118]  J ok LA St f51) 5 3 4 s o) B AN B, AEAS A 2R BRI b

[0119] S -

[0120]  SCHfif 1 :2,7- iR -9, 10— —FFIERIG L (AW S ARSEf) 1)
[0121]  2)2,7- iR -9, 10- 3k -9, 10- 4 -9, 10- A IAEHI Gk
[0122]

17
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HOOH
Br Br

[0123]  {E-10°CHESF,34. 3g(94mmol) 1) 2, 7— —JRFE -9, 10~ FEEIFAE 600m] T THF H,
DL— 8 W IE FE B N 141m] (282mmol) (1) SESALEE (2 BE/RTE THF HP RIS ) LA py s
AT 0°C. rkiE A VMG E S T HiFE A, 50ml [FJKESER I 21 vk H it
Elrh, H O SBaRoREPT IR IR G4 . PRI SR B VR P IR 2 S » FHR R B T 458 ik
REY), B PTREE N, 133 43. 4g 7 i, AT ANkl T —2 4.

[0124]  'H-NMR(CDC1,) :[ppm]7.84(d,*Jy = 2.0Hz,2H),7.52(d,*J, = 8.0Hz,2H),
7.46(dd, ]y = 2. 0Hz,Jy = 8. 4Hz, 2H) , 2. 10 (s, 7] 5 D,0 AT H, 2H, OH) , 1. 30 (s, 6H) .
[0125] b)2,7- ¥ -9- i —10, 10— & -9, 10- & IEMIE K

[0126]

[0127]  132.8g(294mmol) F¥J 2,7- 3] -9, 10— —FH -9, 10- & -9, 10- “ & AR
N BVEAE 420m] [ ZIRAN 210m] [ =9 SR, PrRIR-EWAE I T e 3he PRibiR G
WIAE 2 TP A 5, R A U, AR W FH KR R e vk, WS A A AR 2, el A i
VR, B LV, 1331 89. 9g (BERAE I 80. 4% ) M= &, ANF5 7 AMr gtk mifE A
[0128]  'H-NMR(CDC1,) :[ppm]8.17(d,"Jy = 2.4Hz,1H),7.77(m,3H),7.63(d, ]y =
2. OHz, 1H) , 7. 48 (dd,*J,y = 8. 4Hz, " J; = 2. OHz, 1H) , 1. 53 (s, 6H).

[0129]  ¢)2,7- JR -9- A -10,10- —F%E -9, 10- ~EAIEME K

[0130]

OH

Dy
[0131] 2. 16g(57mmol) HJEALEREE 5| NE I ISR o ZEUKA FHE 50T A
100m1 f#] THF, 7F 150m1 THF H7[() 43. 4g (114mmol) [ 2, 7— — ¥ -9- fi —10, 10— — % -9,
10- ZEFEB M, b SRS AR T . JrkiE-& W IsCE v 2 2 = iR 4, 2R 5 7
LA 2ml ) 00 FTiRiREHFE 15 43802 5, I 2ml 15% 1¥) NaOH, FTik VR -& 94
15 738, B HUMA 6ml [ H,0, 2855 FridiB &8 HE 16 7080 15 20 i a4 FH s &, H
THF $Ei5, MU R Z 0550, 1931 43. 4g 77, AT 5 ARl 48 o
[0132]  'H-NMR (DMSO-d,) :[ppm]7.77 (m, 2H),7.64(d,"Jy = 1.7Hz,1H),7.56 (d, Jy =
2. 0Hz, 1H) , 7. 50 (m, 2H) , 5. 62 (d, J = 5. 0Hz, 1H) , 4. 35(d, A] 5 D,0 AT #=,°J, = 5. OHz,
1H) , 1. 23 (s, 3H), 1. 03 (s, 3H).
[0133]  d)2,7- ¥R -9, 10— —FIEIERIG A (SEH 1)
[0134]
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)
[0135]  43.4g(113mmol) [ 2,7- ¥R -9- £ % -10, 10- — 1 % -9, 10- — A FE & IF 1E
610ml [ ZER A . IIANAE LB K] 3. 5ml [¥] 780mg ¥ BHAT HBr, PR IFW BBl . ik
REVCE AT F O 38 225 4, B 7K R B B4, 4331 35. 8g ( HLIR{E Y
87.0% ) M= i,
[0136]  'H-NMR(CDC1,) :[ppm]8. 46 (d,’Jy = 8. 7Hz,2H),8.21(d, ]y = 1. 7Hz,2H),
7.68(dd, ], = 8. THz,*Jy = 1. THz,2H) , 2. 67 (s, 6H).
[0137] Sl 2 :2,7- ¥R -9, 10- X (2- £F T3k ) FEMIE R (AR BH ) B Ak s ) 2)
[0138]

SV
[0139]  SRARISZifs) | AT A e, T 2- L O AN AV PR UL EE
[0140]  'H-NMR(CDC1,) :[ppm]8.48(d,’Jy = 8.7Hz,2H),8.25(d, ]y = L. 3Hz,2H),
7.67(dd,’ ] = 9.0Hz,"Jy = 1. 7THz,2H),3. 11 (m,4H) , 1. 68 (m, 2H) , 1. 26 (m, 16H) , 0. 88 (m,
12H).
[0141] SRR 3 22, 7— ¥R -9, 10— X (4= U7 FEZRIL ) FERIG L (AR B SR SEH 3)
[0142]

)
S

[0143]  ZRALSZHEMS] 1 BEAT & R, A8 4- BUT BT A IR &b Bk @I AR 2R
RN AR | F 45 R 4™ i

[0144]  'H-NMR(CDC1,) :[ppm]8.57(d,’Jy = 9. 0Hz,2H),7.84(d, " J2. OHz, 2H) , 7. 73 (dd,
T = 9.0Hz, ]y = 2.0Hz,2H),7.18(d,’Jy = 8.4Hz,4H),7.18(d,*Jy = 8. 7Hz,4H),
1. 27 (s, 18H).

[0145]  SEjifA) 4 :2,7- —IR -9, 10— X (1EFFE ) FEME M (A& B AR S H) 4)

[0146]
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o Pl s RS / N R A R Al

[0148] 'H-NMR(CDC1,) :[ppm]8.48(d,’Jy = 9.0Hz,2H),8.18(d, ], = 2.0Hz,2H),
7.67(dd,’J; = 9.0Hz,"Jy = 2.0Hz,2H),3. 01 (m,4H), 1. 66 (m,4H) , 1. 54 (m, 4H) , 1. 43 (m,
4H) , 1. 32 (m, 12H) , 0. 91 (t,°J, = 7. OHz, 6H).

[0149]  SZjlfsl] 5 :2,7- B (HIIR £ —F#lE ) -9, 10- W (IE=FEE ) FEMA R (AR B Ak
5245 5)

[0150]

[0151] [ 34. 4g(61. 4mmol) fJ EM 4 Fl 3. 14g (129. Immo1) £ fKI4E 200m] T THF Fpf¥)4%
FIFEIR AT, 48 —75°C N3 IS 20. 6m1 (184. 2mmol) AER = &AL 70ml T THF %
B IRAEWAE -T5°C T Hid: 3h ARG REER . iR BIZEHH LR L5~ 10m1 JKES IR R 7K
Mie, 3 B A WUAH, KBRS IR, DR BR AT, B R0 5 B I ] A4 B2 7E AR 2R,
B 6. 8ml (368. 4mmol) [ Ju/K & B, BIFAE mI ZL s T AE/K o0 A ik 2he F—k
R, NCIR SR E S G R R B4 99. 9% o

[0152]  'H-NMR(CDC1,) :[ppm]8.74(d,’Jy = 9.0Hz,2H),8.62(d, ]y = 2.0Hz,2H),
7.97(dd,’J; = 9.0Hz,"Jy = 2.0Hz,2H),4. 46(s,8H),3. 20 (m,4H) , 1. 72 (m, 4H) , 1. 59 (m,
4H) , 1. 44 (m, 4H) , 1. 32 (m, 12H) , 0. 91 (¢, *J,; = 7. OHz, 6H).

[0153]  SEJEfs) 6 :N, N = X (4= JRAHE)-N, N' = X (4= SUT FEFRFE ) -9, 10- 3
4k -2, - G (AR B BRAA A 6)

YT
J00%

Br Br
[0155]  a)N, N' —JEZRZE -N, N = X (4= BUT FEREE ) -9, 10- —HEFE -2, 7- —Ji%
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[0156]  JIii /< (1) 30. 75g (84. bmmol) ] 2,7- — ¥ -9,10- — FIFEJEF1 36. 0g (162mmol) [
A= BT FERFERELNL (F IR T J. Org. Chem. 2003, 68,452) 1E 250m1 F4< 1 (VL H
N, HAT 1he 4%, I 313mg (1. 55mmol) ffJ P (*Bu) 4, 2R J5 SN 173mg (0. 76mmol) ) Pd (OAc),
BIPTIRES W Bl fE A REIZSE 9. 7g (101mmo1) ) NaO'Buo JTid i NIR-GH7E IR H Ik
5 /M. /é\ﬂiﬂ%@ZF JvujJn)\ L. 4g ) NaCN AT 70m1 7K. F 4 X 100m1 f) H,0 ¥Ei5A
[0157] ﬂ%ﬁiﬁxé WJ@H@JE@E HPLC 2l 4 99. 2%, 7= 24 59g (BB {ARI 99% ) .
[0158]  "H-NMR (DMSO—d,, 500MHz) :1. 33 (s, 18H) , 2. 34 (s, 6H) , 6. 97-7. 89 (m, 10H) , 7. 95 (d,
J =8.36Hz,2H),7.25(d, ] = 8. THz,2H) , 7. 30 (t, ] = 7. THz,4H) , 7. 36 (d, ] = 8. THz,4H) ,
7.59(d, J = 2. 3Hz, 2H).
[0159]  B)N,N' = B (4= ¥RAHE ) -N,N” = B (4= BUT HKEE ) -9, 10- ZHHEFE -2,7- =
fi (5245 6)
[0160]  30g(54.9mmol) AN, N/ —BEAIEE -N, N' - X (4- BT K )-9,10- 3
3 -2, 7- I LI NAE 600ml ¥ THE . WAf#LE 400m1THF F1(1) 19. 03g (106. Ommo1) NBS
(R, Bl S B AE 0°C R REE NN, JRA V) CE B Z3, FERidE 54 4he 600ml 7K B 5
MBI PRSP 5, Fri’kiB &4 H CHCL, 228, FH MgSO, TEAHUAH, 7RI T bR L.
F B CREB R PE = i, 8 St 8, 4331 35. 1g (BIR{ARI 94. 3% ) L EE 14, &
M Clsh R B ES G G, HPLC 428 99. 9%,
[0161]  '"H-NMR (DMSO—d,, 500MHz) :1. 30 (s, 18H),2. 51 (s,6H),6.85(d, J] = 8. THz,2H),
6.96(d, J] = 8. 7Hz,3H),7.09(d, J] = 8. 7hz,3H),7.25(d, J = 8.76Hz,2H),7.39(d, | =
8. THz,4H),7.45(d, J = 8. THz, 4H) , 7. 68 (m, 2H) , 8. 61 (d, ] = 8. 8Hz, 2H).
[0162]  SEjiifs) 7 N, N' = XU (4= JRAFE ) N, N' = R (4= BUT FE2RTE ) -9, 10- X (1E2F
55 3 -2, - AR (AR B ERAR S 7)

[0163]
17 i i
Br Br
[0164]  a)N,N’ — BRZREL -N, N/ =0 (4= BUT ZEK3 ) -9, 10- W (1EFER) 4 -2,7- =
J&

[0165]  RMUSEHER 6a) AT A R Horp A A R K] 47, 3g (84. 5mmol) ) 2, 7- R -9,
10- X0 CIE=E3E) JF. AR EISAIT BT (il . HPLC 20504 99. 2%, /=% 50g (HLig
B 91% ).

[0166]  'H-NVR (DMSO-d,, 500MHz) :0. 91 (t, J = 6. 7Hz,6H), 1. 34 (s, I8H) , 1. 36-1. 45 (m,
12H) , 1. 47 (m, 4H) , 1. 58 (m, 4H) , 1. 69 (m, 4H) , 3. 09 (t, J = 8. 3Hz,4H) ,6. 96-7. 88 (m, 10H) ,
7.96(d, J = 8.35Hz,2H),7.23(d, J = 8.7Hz,2H),7.30(t, J = 7.7Hz,4H),7.36(d, ] =
8. THz,4H) ,7.59(d, J = 2. 3Hz, 2H).
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[0167]  b)N,N' =X (4= ¥RAFE ) -N,N' =X (4= BUT FEARHE ) -9, 10- B (IE¥EH) FE -2,
7- R (S T)

[0168]  SRARLSLJff 6b) WEAT & e, H A A3 F i J5UKL 2 55. 3g (54, 9mmol) N, N' - JBEAR
N, NT =00 (4= BUT FEZREE ) -9, 10- X (IEFHE) 3E -2,7- ik, NSRRI RE
45 A3 HPLC 401y 99. 9% [ 1A 76. 1g (FLS{H I 90.3% ) o

[0169]  'H-NMR (DMSO—d,, 500MHz) :0.92(t, J = 6. 7Hz, 6H),1. 33 (s, 18H), 1. 36-1. 45 (m,
12H) , 1. 48 (m, 4H) , 1. 58 (m, 4H) , 1. 70 (m, 4H) , 3. 10 (t, J = 8. 3Hz,4H),6.85(d, J = 8. THz,
2H) ,6.96(d, J] = 8. 7Hz,3H) ,7.09(d, J = 8. THz,3H), 7. 25(d, J = 8. 7T6Hz, 2H) , 7. 39 (d, J
= 8. THz,4H),7.45(d, ] = 8. THz,4H) , 7. 68 (m, 2H) , 8. 61 (d, J = 8. 8Hz, 2H).

[0170]  SEHEH) 8 :2, 7- M [2- (4— WKL) ZHFk 1-9, 10— —2EREFE (A K B f iR s 8)
[0171]

[0172]  MASEAH) 4 FHAG, 38 ik ZRADL T 45 S 5 dilAAs R GR, B 5 5 10 &%) DMF
N, SRREAT 4% o BRACTE FEE IR 2o 5 SRAT T, ik TH-NMR SRR 5, A o —
R AT 2 5 A AL,

[0173]  10. 7g(35mmol) Y (4- ¥RF3E) BEIR — ZWEHAEAE 100ml + DMF 77, 7E2 5°CAELR
PRI 6. 7g (T0mmol) ) NaO'Bu, 7E 5°C T #ii$k 30 23 8h J&, fEdm i 5C R IMAFE
L% (der Phenanthrenbisaldehyd) (7. 3g, 159mmol) , bl J5 TR VB- G075 5°C N ik the R
AbTH, B AN 20m1 M HCL A1 50m1 A, FH Al R 25 TS Diie , A AR 28 B 45 31
5k 99. 8%,

[0174] 'H-NMR(CDC1,) :[ppm]8.64(d,*Jy = 9.0Hz,2H),8.29(d,*J, = L.0Hz,2H),
7.77(dd,*Jy = 9. 0Hz, Jy = 1.0Hz,2H),7.33(d,* ]y = 8.4Hz,4H),7.25(d,”J, = 16Hz,
2H) , 7. 11(d,*Jy = 16Hz,2H) , 7. 03(d,*J,, = 8. 4Hz, 4H) , 3. 25 (m, 4H) , 1. 75 (m, 4H) , 1. 62 (m,
4H) , 1. 45 (m, 4H) , 1. 32(m,12H) 0.91(t,Jy = 7. 0Hz,6H).

[0175]  SEjifh) 9 2854 P1-P3 R LI B8 &4 C1

[0176] ﬁuﬁ%ﬁs? WO 03/048225 I TIVEG I EW . W IMRSAR (BT Caum

LRATRRIIRLEE) i E -
[0177]
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[o178]  FAATA MR AW ORIEHIE T WO 04/037887 dh—fkIf2EE8 ) 44 PLEDs . fTik
RS REEROEMEL R ER TR L -

[0179]
RE HEk &S . N
P1 50% M1,30% M2, 10% M4, 10% £ 6 4. 1cd/A | 3.7V 0. 16/0. 26
P2 50% M1,30% M2, 10% SE41 8, 10% M3 4. 1cd/A | 4.0V 0.18/0. 28
P3 50% M1, 30% M2, 10% 5261 8, 10 % 5£ 41 6 4. lcd/A | 4.1V 0. 19/0. 31
Cl 50% M1,30% M2,10% M4, 10% M3 4. 1cd/A | 4.4V 0.19/0. 33

[0180] 3K 1 AR H—Le RS MRS LLR G W 0 BL 088 (A BCRARER 5 KGR, R
JESRE N 100cd/m® T BRI HLE, B LL CIE x/y ARFRER ) o

[0181]1 AR AW BRI EROGIF AT RIECE . AR B -G W H R AK T30
AHEARNEE SV A S350, AR R EEW Son H HCIA B AR HG SR G0 5 05 (A
KOG, R EIE TNV . 78 P1-P3 f5 00T LUAE CL &L T Fdr =2y 5-10% o

[0182]  SZjfd] 10 2844 P4 FIXT LS4 C1

[0183]  AKRHER G P4 A4E 50mol % 5541 5.30mol % [ M2 10mol % K] M3 A1 10mo1 %
[F)M4. XFECER G CL ARG B ik M1 AR A IR SR A AR &4 ORI #HEE T WO
04/037887 ¥ — PR ) 14 PLEDs . A K ZEEGH) P4 Wy ¥E (AR, 83 R 4. 3cd/A,
STLCERASPINBCE R 4. led/As AR IHEE A PA KT T 100cd/m” 75 EK B 2 4. 3V, 14 A
XTHCER G CL A TAHE S B f B L R 4. 4V, 5341, P4 (CIE x/y 24 0. 18/0. 30) &R
HiEE CL(CIE x/y 24 0. 19/0. 33) BEyREE LI ROG, B LEIRA HeARXT LR S 818 TN H
1 P4 1500 T AR CL SO0 T Z i 2 30% .
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