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(19 g P AT 3 b e HROBRVEE 7 2408 7K A 490 2l b A AR P v VR S P DY &Veme / O / K
B4 8 S AL I LiOH B NaOH AL, SECRIR Ta.

[0200]  FLA7HH [F] S NG () SR ABA e 2 8 e il FH T AL G & 40, A3 A T Ak &
W), R et K Ih A&

[0201]
R5
RY R5 /O\ (CR1R™), — (CH,)
RS R’ = . 2/0 ——
0O o R’ g (CHy —i»
R )L:7<: 8
0] R
2

[0202]  #iR¥iE S Mk 2 Fi 3 AT LLSE L B E T LS ER 2 i AL X 25T
0 H X% THRNR e MLEWNE K.

[0203] SN 2K 2

[0204]
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[0205] St NV 2 FOAHSEE — My 2 VRS I LN sk mT LA pH e A R 1 38 R AR A K
T i B AR 64k 2 AE LR HPAE S IR 120°C 22 18] ] 62 % HBr K EAT I (BB a) o 5 1EHE,
AT DA% RS A S K 7 oy 3 LEXHAY A AL, B WAE AN 1,0 H, A NaNo, £E7K / ¥
SRR T (PIVSI, AR IR T I SR [ 2 M P. Keller, Bull. Soc. Fr. 1994, 131, 27-29
(17532 1, A58 2 (PR b) o fif2E — W 2 SR J5 7E B 41 EXOH 5 MeOH 1. 7E Pd/C AT L Hy
1% 4 HC1 B AcOH [MA7AE FAEZE IR F AL, SRR 4 (GPER o) » Ak 4 4R J57E K,C05 BX
Cs,CO, IAFAE AR FI W L JE SN B, 76 10°C 1 60°C 2 7] Uik 7E =3 T &4 5 (11
UNR LR 5) 0- BEdEA, LSRG RV kLR 2 ik 6 (SPER d) » E4LEINS 5 n RS IEE#E 7]
LI i AU A0 7R A . — 90 R PR IR 5 ] LU AR DY (B 2« 250% 6 1] L& e
ALY 5 FAHEER) 2 DI D 756 B i ek an ERT iR it 0- e th, BB ik =
(] Pd/C 7F B2 4 MeOH 8%, EtOH 1 /T 2B Hh7E AcOH B HCL [I/E7E F &AL (BB o), fEMUEA
IR el P 7 25 00 P 7] [P L R 1) i B 1 A ] R — U T B 1 BOC— {R4P R34 54
TOPR O WEW 7 Wik & b 54 6 Bk A K,C0, 8% Cs,C0,, EEHALEY)
5 H1 BOC— PR () 2 i 8 ( FLA dn g i 7 bl 45 T B PR AU T Bs A P 2R % 4 W3R A )
G (P g) o

[0206] W4k 3 B R 7 (ST OV R LR 2 (ARG 7) R LA A S A A AT s
R™= pIALA / PR R 16 sk — 9 PP R R R A T e A6 2L Bl e AL, LASRASL &4 9 (SP 3R h,
N4 3) o 7E 0°C 22 25N W ARiE BOC— R4 (TFA/CH,CL,, B W@kt HC1) 3R1F %
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10 (P8R 1, SOV 4 3) o A8 AT N, N—- AL A flz . — A AR, Rk T i sl DY Uk g
(AN BN TR R R B R4, 76 0°C 22 T Sidfubie HRY J& by, AR NE ek —
P RETRES ) N, SR A Te PR k) o R AT RARARARISE, 1 i = FR 3k A ke 3k
1 G 38 S AE FH n-Bu NF 22 B AR 973, Rl B B, FomT DL ok i BTik Y Sonogashira J
ISR, SRAFHT B A ) Teo 1ZHALTT LIAERE Ic R® = H, R' =%tk ) 8ifERR [cR? =
H R =) FS0AT. 8L AY e (R = H) AT U Nall,PO, Ay i B 112
65°C 2 a6 M 3E4L [Loibner, H. , Pruckner, A. , Stuetz, A. , Tetrahedron Lett. 1984,
25,2535-2536] LLFRTE R’ = Me (AL AW Tco 4G 3Edh, 2K 10 AT LS B 12 (o e B %
46 2 8 PRI ) RNV ISRAFHIE 13, Hrirfk 13 7] LLgE— 4% Sonogashira fHEk
A% (N2 L Vi 2 6 F1 7 PSR, Bk Natchus, Michael G. ;Bookland, Roger G. ;
Laufersweiler,Matthew J. ;Pikul, Staszek ;Almstead, Neil G. ;De, Biswanath ;Janusz,
Michael J. ;Hsieh, Lily C;Gu, Fei ;Pokross, Matthew E. ;Patel, Vikram S. ;Garver,
Susan M. ;Peng, Sean X. ;Branch, Todd M. ;King, Selane L. ;Baker, Timothy R. ;Foltz,
David J. ;Mieling, Glen E. Journal of Medicinal Chemistry(2001),44(7),1060-1071)
PASRAF B A ) Te (3 m) o B A2 VY SN /EtOH 5055 4M i id 4% 57+ A LiOH.NaOH
5% KOH 7KK A, AE R N BR 2 3 AL &) Te, iR IR B Ko

[0207] SRR 3

[0208]
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[0209]  EL.F AH IR Jso BV RP 1) 2R ABL s I 1 2606 T Stk & 29, 3-8 8 T itk &
Wy, AR A Id L&Y -

[0210]
R*
! 5
R R® . RS B R7 =R9/N\ (CRIOR™M),___ (CH,)
R’ R (CH " TS e
R?

id
(02111 12 SR IR £k 2 Bl (RO (14 45 32 7 5, -2 0 ) A ] A p o 25 1 485 47 oy AR
7 B A TR A 2 o AR EE R () A, AR e A A — A B AR B RERT, By =X OH 2 1]
LASE T AR 4 0 B0 5 AR AR L R 57 R NH, B BE TR . B @ Tetrahedron Letters
43(42),7617-7619 (2002) " Jrid i) =20 WU = 1) By &l 73 Ak O FE = AR R i (=3
FE IR > 2, 6— — FIZEALIE, 4- — FHELEAEMENE , ST he, 0°C 2= 511) M R P E L,
Co - = (ZWREENED) AW, S-(0)-2,2" - X CEARESE) -1, 10 - BB RIR
B, 25, £ Schlenk B H, fE2) 120°C HHR T AL =960 FHBRIR MG 111) AE90 DY S0y h e
MEAE S T AL B SRR AL P, BETHO7 1 NH, #873 o
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[0212]  HRH S W2k 4 AT LLSE ORA A G T ML S W R4 IR X 4681 0 A
X* 28T+ (CH,) ,NR°CO B¢ (CH,) ,CONR” [y =X Te M1 I HIAL G WG o

[0213]  Ji§ 1 FHHE 2 Wl LA AR A3 — s — Iy (JL2 SNy ml R I g s0n] LUIE
A CLAN 0 75 A ) TR S iR lE (RONEER 2 P AL G 5) 5 R Ak IR B i
FRACHIAFAE N, AEVE VAT I TR — SR SN, N- B AR b, 7R %80 22 140°C
IR R Y A S B R ) 26 o BEAL &) 1 AL, BIINAE LR AN LI IR A9 A AR
A p = LRMLEYW 3(FHa). p =0 BLED 3 KIHI& CAAr VKL 2 F1 3 (1L
B 6, RIVERE 2, LG 10, SRR 3) APk .

[0214]  p =2 KLEY 3 AT LLAL &) 2 LLB 2B T 35046 = 1) AIARZE - RGER IR AE 2
LLOC IR T AL LU FAR N BN HE 28 LA G 511) (E SRR U BT IR sl sk IR (A7 E 1
FEVE N LIF B LR HIE 2530 2 100°C R BEVE BN A AR EUL (B e)e N T
FINEAREE R, AT DR T an R Bk 4k 2 AL 3 TR EA T4 A4 3 11 BOC— (R4, $255 fe a4k
ARG 5 256k BOC R[], JEIAERREAAT MR 2 S8 AL D7 IRIR 4 ] LA 2 AL 54 4 (41
WNAEAR T BRI K R A W) TR AIAE 3— 2 —2— TRIIAAAE T, 76 KA SRR N 5UR
PR ) (DER D) .

[0215] J 28 4
[0216]
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[0217] p=1 am/\% 4 UL G ) 2 ﬁuTﬁ%J% UJE)EH (PEFEREE) - :zxxﬁin
A8 VE AR F N Wittig ROV, FHEEACTE Wittig =), 14T I 8 AL M AH I (T8 (35

b) o p=2MALEW 4 T LAHALAY 2 W B &4 Sl A a0 — A (R - IRE) Eﬁ
FEWEIR G 1Y) Horner—Emmons M., 55 18 i ) 4 FH B AR e S Ak [R] I 44 U8 Jir R R T8 i
BEEE (BB b) . f& 3 R 4 5L 5 oli% 6 K464 wT DAE 2 50 20 T BRI R 7 v
SRUEAT , W1AE O CHI =R A VR E AR A S B P A N- (3- R RAENE )N - &
-k O - IR ER A A- IR ke, RIS G Te (BIR D) BLIF (P e) o
R™ 7] DL 7 AR FE, 45 40 = FR 3 PR A e ik o 40 40 e FH n-Bu NF 25 B9, T i
L, HomT L3 ik 4n R ik 1) Sonogashira JR WAL, AARAFHT BG4 Te 8L If. 1X5%
WRTLALERS Te o If (R” = H,R' =%¢3E ) LokfERR Te ok If (R” = H,R' = H) LT, %1%
Hh, fiz 3 BRI 4 TLLS R = H IR 5 816 (TR ML 6 22 8 Fivniiles ) 4i &, FAFhue
leR? =H) (P D K IfR? =H) (FKe) o Pl Te®R” =H) 5 If (R® =H) nTLLE
— il an e N 4 6 AT FITR Y] Sonogashira RN TN 2 AL &4 Te 8 I [ 112
DL N 2% 6 1 7 TP IR B Natchus, Michael G. ;Bookland,Roger G. ;Laufersweiler,
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Matthew J. ;Pikul, Staszek ;Almstead, Neil G. ;De, Biswanath ;Janusz, Michael J. ;
Hsieh,Lily C ;Gu,Fei ;Pokross,Matthew E. ;Patel,Vikram S. ;Garver,Susan M. ;Peng,
Sean X. ;Branch,Todd M. ;King,Selane L. ;Baker,Timothy R. ;Foltz,David L ;Mieling,
Glen E. Journal of Medicinal Chemistry(2001),44(7),1060-1071]. = Te 8% If HIRER]
AT 2 b 422 FEBRAE T3 V2548 K, 1) sl AE AR M v R VR i an VY Sk e/ S8/ 7K b T
GRS AL LiOH 5k NaOH AL, $RAFRFR Te B If.

[0218]  FATHH [F] e NG () SR AR e . s il FH T AL G & 40, A3 X T k&
Wy, 5 i 4% B X T R Th (4L A4

[0219]
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ig
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R TR
1 f [o] R7 R5 or R7 = —"(CH ) r!l (CR“)R“)m\(CH )
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A T
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Ih

[0220] AR RAAT X AT/ BOX 55T O (AR MR & B (RMEEER 1), 7T LSS URA
WAL T IEY R XA/ 80X 48T S B T AL S & (VR 5)

[0221] SV 2R 5
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[0223] & YIS A4 1 (RY = SH 8% SCN) 2 LAY, A DL 1ok AR AT, 2 460 1) 77 2= 1)
HEKFE W Zhi-Liang F1 AP Kozikowski (Journal of OrganicChemistry (2003),68(23),
9116-9118) Fridk rh Moy [ A il & < R ) o B v, JLIEAE 0°C RN 23 TA], FH ot S BR A
TRACERIIR AL T Ry A [R) A, SRAFAH R IR 4— U0 — Moy s B s 7R %57 an DU Mg i, 7225 0°C
(VR SR R, B I 4- 3735 - By 1 (R = SH) o &3k, #5405 75 % SH &
Gy B TR AR T LU 2 B #8517 M SR 38 RE AT RIS A ) R i . 7EiX SefE e iy — ek 2
MRS E e H b R AR rh, By = OH 25 F] ] DL ik AR S0 N 1) 7 V4 AH R (1) SH B RE 2178
o i@ Etn J. Labelled Compounds& Radiopharmaceuticals 43(7),683-691, (2000)
PR B =2 U 1) B8l o e A0 8 FL =30 IR I ( =9 R IR I, — 2k, — U P b,
IR T, ARIEZ) -30°C ) 511) TEWFNRA Y a0 2R FPU Mg b, 75 60°C 22 150 C I3 A
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B, H = N REGE AR R R DY ( =K ) — 418 (0) AbFE 78 I, JLIEAE 0°C A
FULS AL P e A5 0, B TRy SH 343 o A, ] LAAE /K A0 7 =535 2 [ 2 I NaOH
KA E B L, JAE i B U AE 95°CHE FIAE DMSO "R AL —mily 2 (PR a) o B3k
by 1 n] LA il 2( P8R a) o By 2 53 B a AR s = 5 7k % 15 1 B
L PR BB FR Bt A7 AE T ARSI P I L T3 — 250 O IF BN, N- — I iz,
FEZ M 2 100°C L VE A SR, SRAFAH R AR 59 4 (AP 38 b) oSGk [Netherton,
Matthew R. ;Fu, Gregory C.Organic Letters(2001),3(26),4295-4298] FriR L =10 N 4E
DMF FFH (n-Bu,PH) BF, Al Hunig' s B8l —BREIE R, SRR 5 R = 1) (H B o) . %
S AR T LIS A SRR BT, SRAFARE ML A9 5 (R = Ac) (BB o) »
[0224]  BfE 6 (W1 VEEER 6 22 8 Fivndil& ) 52508 5 (R = H) IR A M7 5454 (OF
Bd) W RY RonFEES, B UWNEL Mi tsunobu— M, {8 = BRI H R R KU T Bs.
BERR A NIRESEE T RIR . CRRTE IR s A AR50 o 7P s e
Sl VUSRI AE PR B T T EAT . 23k, 4 R SRR i1k IR IR . 7 AR R ol —
W BERR NG 7, Pk 6 W LLYS S— ZBEIRY Y 5 (R™ = Ac) 7RV N, N- — LRI EZ |
PR TR B T I - £ TR o T S A kR e e PR PR I AE R, A2 0°C
2 140°C IR N R A T RN, SRAFBEL G4 T GPER d) o R™ 0 A] AR 7R fR
5, 040 = PR 3L Bk e o 9 038 el A P n-Bu NF 22 B R4 T iy 8 Zopk, HomT D it dn
NITA R Sonogashira & WEgAR, SRAFH B AD) 11. 12T LIFERE 11 R” = H,R' =
Bdk ) BAERR 1 R” = H,R' = H) BSAT. & 1EH, R DR d ik 4, (649 5 R
= H a8 Ac) AJ LG PR 7 e NG HkE 8 (R e) o HIAIA 8 W LAZAZ Sonogashira fEHKk
A% (Pt z DL NV 4 6 F1 T PRI, 5% Natchus, Michael G. ;Bookland, Roger G. ;
Laufersweiler,Matthew J. ;Pikul, Staszek ;Almstead, Neil G. ;De, Biswanath ;Janusz,
Michael J. ;Hsieh, Lily C;Gu, Fei ;Pokross, Matthew E. ;Patel, Vikram S. ;Garver,
Susan M. ;Peng, Sean X. ;Branch, Todd M. ;King, Selane L. ;Baker, Timothy R. ;Foltz,
David J. ;Mieling, Glen E. Journal of Medicinal Chemistry (2001),44(7),1060-1071)
DISRAF R AALEY) 11 (GPIR £) o RY = OH (MR 6 87 th AT LURAT &4k A AH N — 5 Tk
& 1, 9 i = 9 PR I /2, 6— BT JENERELE CH.CL, WP 7E 0C R =i M AbHE . ik =
T AIR IR AR 5 5 R 5 (R' = H) ZEWR Y, 75 99 000 R H BB PR B (R4 7 1, 7R 250
2 140°C R FEIE A RIELE 50°Cf O, SR1G B G4 T1 (AP 3R d 51 e) , Frad i smlin
N, N-= AL BRI O 5 A s P - IR, 5K T YRR AT DA e M 4% R A
YHETT VR KA, ) a0t i AR AR RS FRNR S W an DU SR / B / /K i< JB E At
LiOH 8 NaOH 4P, SEHGRMR 11,
[0225] B AAHIR] s SR B S0 e 2 i sl T T S d A &4, /A58 T A&, 5
e A Tk LAY
[0226]
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[0227] X' = S HIA T (4LA4mT DL 24 1) 2905 I i 1A ol 4%, BT 250 By iy AR e A1 1A
ST DI o A 0 77 200 38 2 0y o D) AR Ak Ay A . PR A 7y 1T 345

[0228] @ I B4 G AT LLE A — A8 A A 0 3F FLUAT DUT 16 b i i A st 20 4
(19773273 8 RS ' 0 (R 0T B S 4 PR AR XS Bl S A 4, 491 i ot HPLC s, 7EF- 1tk HPLC A%
RS, A8 T R s, BOH e Al (AT AR A LR slE, H0RT DLIE i R
HPLC (%90 43 B IR JE #5A4k I X B T A R SR T (R = H) o BkAh, SMTE et B4 LLE
F =X Bl A P B, 38 ok P 8 G 1 fie &5 o 1 A 2 8 R e AT PR R B, B e gl dn (R) B
(S)—1- FH: - 2z, (R) BE (S)-1-Z5 —1- 55 — 2, /AW, ZTHERE.

[0220] RV 6 & 8 #iAR T HURL M HI0 5 Fl 6 ( RMVERER 1) BIERL 5 11 R 12( R
M2k 3) .6 7 ( VL 5) AR 5 Flfik 6 458t (VL 4) A .

[0230] SV 6
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13/9%\ a R b
— 18
R (o] \\ o] % ) — R 0 %
R R™
1 2 s

[0232] bR L (R = OH) BEZEUE 1 (R = NHR® 8 N- LRI 19 NRY) sRuEmg 1 (R
= C00 ik ) J& AN B W] DL I AT LR I D7 VR 45 o B 1 3T AR - AR/ &
(49 5 b A7 R B A 2% 0 B B I S AL, SRTF Bdt 2 (AP IR @), o R™ R D5 B sl gk 05 2
1% 2 Sonogashira B¢ i FEAT AL I A8 H M4k 5 1) :Pd (PPhy) ,/Cul, 7E 45°C 2 80°C K 7EWR
mEH, BT SCRk 7772 [Stara, Irena G. ;Stary, Ivo ;Kollarovic, Adrian ;Teply, FiKp ;
Saman, David ;Fiedler, Pavel. Collect. Czech. Chem. Commun. (1999),64 (4),649-672] ;
Pd (PPh,),/Cul /Et.N, £F DMF & £ = & F [Natchus, Michael G. ;Bookland, Roger G. ;
Laufersweiler,Matthew J. ;Pikul, Staszek ;Almstead,Neil G. ;De, Biswanath ;Janusz,
Michael J. ;Hsieh, Lily C;Gu, Fei ;Pokross, Matthew E. ;Patel, Vikram S. ;Garver,
Susan M. ;Peng, Sean X. ;Branch, Todd M. ;King, Selane L. ;Baker, Timothy R. ;Foltz,
David J. ;Mieling, Glen E. Journal ofMedicinal Chemistry(2001),44(7),1060-1071] ;
g} Pd (PPh,) ,C1,/Cul /Et,N, fE %15 £ Z 5B THE 77 [Thorand, Stephan ;Krause, Norbert ;
Journal ofOrganic Chemistry (1998),63(23),8551-8553] (#FH a) .

[0233] )i, RV 4k 6 EE 2(R® = OH) W LA AL N 3 (A (R = 0 FEAIR IR,
Op— MRS, s V) s =3 IR R ) 49 il 1 AR R = I IAFAE R Lk AE —20°C
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22 55 11 PRI R L P A U R o ) PR I S BN PP R T I S AL 3, BAE 0°C 2 & R AE
AP AR EL (=) AT, BOE AR VU SRR DU R A ) (R
FE 22 V) P, P2 5 Bl PN 55 D A Atk B Y R A e 0 = 2R J s 1, el i 7E — S B P E -30°C
Z =R A =R PR 2, 6— = FISEMENE RN 4- = SRS MENE b2 s R 3 1k
EW, 5 50 PR S 6 AR S S L4 IR 8 =3 TR BB D) JBR2 (R =
COO ek ) sl 2 (R'® = N- L5 [1¥ NR®) FIAR3 7= 24E 1R 3 (R'® = COOH) miifi% 3 (R'® = NHR?) ,
H H AT U AT A S 7 vk e i (SD B b) o 7B IR NI ZE 6 FR R K T SN 5 R
PR 2R, IRIAE SOV %28 6 A R i a] LU AR 1o
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[0236]  « fi- B - BUREE 2R AT/ SR 7 H) W LAUI N A« 0 7R3 57 dn DU A
R B 1, 2- — A4k Z ke A A0 LDA B¢ HMDS AbFHEE | (R16 7 H) , 5 4F -78°C &=
)RR 0N — b BB s 99 e AN [ £ ot 55 1 L — Ffrebd i A4 (o > 0) , AR i Al
F DMPU B HMPA VA3 (PIR a, SONEEZ T) o A T Ao 4 0 BB 2, n] DL A
AR A 7V RO A/ R - B i 3- TTRIRATAEAE o BRIA T Bk, W)k
V2 6 (110 IR a Prik i Sonogashira IR 3 (PIR b) o &1k, ek 3 T LS
WG PR ) R 1 RS . R n] LR R R EE, ) a0 = AL Gk be ik . ) i
I AE A n-BuNF 2% (R OR4P I8 0] IR B MR P ) 0K 3,4 807 P4 — A AT, DLIRAS T
(2, o] LUIE I s MR 2k 6 H) 2D B8 a PTIR Y Sonogashira [ SisAE, EAE i o E) 1k 3,
ABE T, T2 BE 3 KRR 2 8 3R = H  JH T M2k 4 MRS BRI 5) » LaW)
2 8 3 ] LA T JF BT DU 28 b it AR S50 24 018 7V 43 8 P D' 4 PR X i A, 451]
UNTEF-PE HPLC A b ig i, Bl i BT e G A ity BT AE A LU i, FC ] DLIE I B HPLC
A B IR G B P B S A RS R . b ah, LB | T LU Ak F Bk, HmT
LA T AR RREEREAL S, 3K S AU AR N 55 22 HNH . B8 3 AT LAREJS AE -78°C 2 0°C i
MELE —20°C R AW I THE o FH SUL IR IR, IRIFRE 4R = R = 1) (B3 o) . M
3R 7 H) W] LU 55 A ML 4 @i ROV — B30 R = R [BUEE 4, RIBTER
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) 2 DY Sk e B P A T B Grignard AL&W, RIEAE —16°C 2R E 2 ) (25§
c) R HIRY FR WIS T RORIRY 2 U EUREE . R AT RY (8 4 7 LUB o 485
W45 1) B IR 5i1) AELEHBAE Cu (1) ERAIAFAE T, 78 BF s DY SR b i R L Ab T,
PAFBEIEET -COR'™ 5iii) Bl /EmEk DU ZEREh 5 R L sRELAREE N (5% o). 1
A, g 3 A LA G P A5 5 AL A 4 (R~ HGRY = H) «1) 3 AU O &N ik 77 V38
JER A A R R, 46 Gl AEAR IR —T0C A G R S AN 7 T 2508 5i1) JLiETE b
BTl 3 ) BUEE 4 FALRBE R T, Bt S AN B SV RN, T B A A AH R
PIAPEE 4 (B3R o) 51D BRAT M IEH AT AR $E (enantioselective) BRAEXS R4 1EFE
(diastereoseletive) [ 2 A ASIE AN B AF VAT B 3 n] LLE I br
I Weinreb & AL AMNEE 4 :1) BAKHIE ;11) 5 FAE - BRI K Weinreb BERZ ;
ii1) 5A VR N G S =7 T 2R FOARE 4 (P o) » 2, B 2 nT LA
HCHEEEIE IR R 5 PR &) , Hln e Wik 2k 6 25 a BT 452 Sonogashira
R N 45, RIS EERI B0 4 (S0 o) o BE 4 15 7] LA IS4 R 6 I 45 R o0 (RT =
0 FTEIR MG, Op— F RTEPR IS, i AL — 3 FRRIR G ) » ) Wil i AE — P e h 7Efn = &
N BOERE FIAAAE T VIRIEAE —20°C 22 %35 UL AE Y 6l P P AR i S lont FR R B SeU A 2, ]
RedE e 2— T W AR Rl AL B T AT LAY Finkelstein RN, B @ 7E CH,CL, R
0°C NH =% FRAERET /2,6 BT ZE0kne db 3, UISRAS LAY 6, 43 5 o IR IS X A7 2K
AR I B P Bl — s IR R (APIR ©) o V540 DMA\DMF Bl — S be b 75 208 A A
ot BN, 26 AT LAdE— D Ao i 7T (PR @) » TE RNV ERER 7 TR P
SV 55 AR S RJEAR 2%, ERLAE SN 2R 7 A R AT DU AR o

[0237] S W2k 8

[0238]

[0239] A ARATIER 2 S0 7, A S BE K my n BT o IR L ROV IRER 6 R 2 1 N
PELR T P ROEE 4 8 5) W] LA A EERK R m+1 8 n+ L AR IR T ISR, ) il oK 1 EE
FEELEAL N IE I 238, Bl ie ) 2 (PR a) , #eE SFEAY N TE i 3 (23R b) F
B 4 (B o). B 4 AT AHE— AL AR 5 R = H, R = H), {5l furid i Mg AL A0
b5 SRR )R (BB d) . R, iZEE 5 T LLE S O T HEE 1 &R 5 BT i S I
JPIEMR 2 ntl NMRIEFREEK . A A EE AT L REE - A 5 1] DU A
N TR 5 EEAT 1R b 5 0 R0 ' 4 PR RT At S5 ) A B A 0 il S A 4, 49 i@ ik HPLC i vz, 7
FPE HPLC #1: b1 i v2:, BR s 2l R ER AT AR AL AT Bl , HewT DL ik 3 #l HPLC (B iy 4y
B o B - BOUEUR KRR 6 R AT/ B R # HR' =18 JF4h 2 LI R SR =18 TP 4R e
S RY) ATRLUNR ARl B IR 4 A A R IR, ZEVE T WU SR i 1, 2- A
LA RS 0T LDA B HMDS Ab 3 EATT, 55 I N — PR a3 i Fb AN [R] R B 258 i 5 e AL 126
fE -T8C R N UHAT, BT /K IR, K15 6 (LR ) o WV IKE 7T WD ¢ BTk, IR 6
(RIAF Y B T DU VE AR S TN S A B S R AT R,

[0240] L&) 6 W LLEA — B A A 0 IF BT DA b 38 1 A 23 K T
3 B I D' 2 ) T Bk S ) R B A R B S A A, 451 il i HPLC (44832, 75 F 1% HPLC A% E )
iy, B LA BERT AR A LR s, FonT DU I HPLC (8182 43 B H 28 5 AL ]
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X SRR AR 60 BLAN, A& 4 T LLEAL O T MBI, FERT DL T A R R S
N, 3X S AR AN T3 AR BT SR AN . 1R 6 HIBRAL A BE S S AR BIE SR A5 i 5 (JPIR ©) .
1% 6 thn] LLE I ARHERT Weinreb & AL ML 5 :1) 5 P4 - FEEIE K Weinreb BE
g 11) AV R N AIRE f5 A — S TR IR O 5 (PR ©) o 2P IR R LUTIL
b DX e A 26 49 A S A 28 R 1 O =X, A AR U RN D3 2 B T3 V254 T o 8 5 AT LA
A AEA R T I TT R” = 0 FITERREE, Op— A ZRTEARR G, pd L4 B =96 7R 1A 7R
P ) » 45 4n i e 7 U AR e P AR G = £ i BREE (R A7 AR T VIRIETE —20°C 22 =R PR
P FH AR I S o) P R B SR AL B, I MR E A 2— T I A [ AR B R A P Ak A
[ Finkelstein XN, iF ML AL CH,CL, P AE 0°C R = BAIRET /2, 6— — BT FEnthng
AEFR, ASRAFAL G 7, 53 ) O R R I o AR 2R PR I B ) sl = B PR IR (P IR @)
LEFS A4 DMA L DMF 28— 50 B A8 =5 I A8 L AR N g, 28 7 b & n] DAtk — b 4%
Al 8 (P h) o fi 8 i n] LU I T AR B I , B 5 A FH A U AR N 52 A S T 1
IR, R 4 806 G a (PR 1) . fERMIEEER 8 iRl M IT G R VA S AR iR i A (R
=H), & TR e, /PR e 7 2 N H AU 22 FI 7 VAR ORGP A e, 451 s ) = AR
S PR AR AR

[0241]  BEAT T R LA E 20 (D) AL &G 1.

[0242] W] RATE T 4 SCHR A 4R B R BEAT B A 55 & Nichols JS &8 “Xfid 4L )
B A TE OS2 v AR S & S5 AR N SRR N 2 VAR ” (7 Development of
a scintillation proximity assay for peroxisomeproliferator—activated receptor
gamma ligand binding domain ” ), (1998)— (4 ¥ 1k %% 4F %) (Anal. Biochem. ) 257 :
112-119,

[0243]  JE it RT-PCR 73 55l N AR U7 40 B AN /S BT cRNA AR 3545 A PPAR 8 T PPAR @ L K
/NELPPAR Y 42K eDNA 5 B, #4541 s i N JBORE B 7K 38 i DNA I P30 4iE . 4 e 4 1
MU LB R IEFH AR L4 5 PPAR 8 (aa 139-442) . PPARY (aa 174-476) fiI PPARa (aa
167-469) FlikR4E & 45t (LBD) Fl& I EH IR —s— ¥ A5 ME (GST) M Gald DNA 455454
. b T RGP, it PCR HA K e S 194 15 LBDs 1) 5e B =41 038 73 HAR =
K eI 7R N ORI AR . JE I DNA J3 40 23 BT 36 IE 5 28 11 be e

[0244]  JERLFRETTIEAE KW B B PR BL21 (pLysS) 4i Mfd o2t 4T GST-LBD filt & 22 A1 915
S REMNG (SF 0wk (T TEY S 7 %) (CurrentProtocols in Molecular
Biology), Wiley Press, A Ausubel 25474 )

[0245]  JRURPEECAR S5 &R0

[0246]  £F HNM10 (50mM Hepes, pH 7.4, 10mM NaCl,5mM MgCl,,0. 15mg/ml A& A HiF ER )
BSA #1 15mM DTT) il il PPAR 6 ZAKKIZE G 1H 0. XT84 96 £L MY, ¥ 500ng 55 i
GST-PPAR & ~LBD Fli-& 25 [ AU PEBCAAR 5] 41 20000dpm {2— FIEE —4-[4- FIJE -2-(4- =3
AL — 0L ) — mEm —5— L — TSR 1- 2RI | - SRR S 50 1 1 AR
[¥) 10 u g SPA Zkki (PharmaciaAmersham) 454, H4 FTSR M AE RT NRIE 1 /NAFFF LA 1300g
B 2 708 BRESAARE G EAR _EIEBOME 50ul  HNM P F1a0F & 2 A 1 Bk
(R EDTIE o IONTBUR PERC A, SOV AR ZRAE RT TIRE L /N, JE R 50 A& P A7 AR
NEEATHIN PRI AR PR S A A 96 FLoPA EREAT HAEH] OptiPlates (Packard)
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fE Packard TopCount Fll5E &5 &l ik & . #5287 107 M-10"M i B 1 4 11
bili= 9 I NAE S

[0247]  #F TKE50 (50mM Tris—HCI1,pH 8,50mM KC1,2mM EDTA,O. Img/ml A& fig /i ER i) BSA
HT10mM DTT) Hiilik PPAR a 2K &5 S5 O AT THEA> 96 FLIR Y, 1B #R % 140ng 55 &
[¥) GST-PPAR @ —LBD fili 5 8 15 50 1 | fZAAFR ¥ 10 1 g SPAZKK: (PharmaciaAmersham)
GhLr. B PTAFINRAE RT FARIE 1 /NI R LL 1300g B0 2 43 Bh. RS H RESERAK
B IFAE 50 1 TKESO H1 P ¥ fift 2 A7 52 AL 4 I BRORL 1) ~F T PEUTIE o« XS T U P T
g G, Banm oA 50ul H ) 10000dpm 2 (S) - (2— 2K I BEZE - R 2 ) -3-{4-[1,1- =
g, —2- (5— & —2- 2RO - BEme —4- 38 ) - LARSE - R | - TNIRER 2, 3— 4w -2 (S) - 4R
gk —3-{4-[2- (56— AL —2- I - BgEMe —4- 5L ) - 5k 1- 2KJF [b] mewy -7- & | - NI,
WAL NARZRAE RT TIRE L /DB IEEAT NSRBI 2. A 8561 5 17E 96 FLTAR bk
47 HA¥ FH OptiPlates (Packard) £F PackardTopCount g4 S ECAAIE . 468 107°M R
GEEW AR TS 3R A A . B — X I 107°M-10"M 9K FE [
PRI FR 2 s I it 2

[0248]  7F TKE50 (50mM Tris—HC1,pH 8,50mM KC1,2mM EDTA,O. Ilmg/ml A2 HE T & (1] BSA
A 10mM DTT) Fik PPAR ¥y ZARHI &5 G 0L X T4~ 96 fL N, il i #2711 140ng %
1) GST-PPAR vy —LBD & 855 10 1 gSPA Bkki (PharmaciaAmersham) £F 50ul ZALF th
Gty BTRIRNEAE RT FARIR 1 /NI IFLL 1300g B0 2 70450, A SAREGSEAK L
THRITAE 50ul TKE A0 ARV AR & A S B I BRI PR DTUE o X T80 PR AR 25 5, 151
WM 50 u 1 H1#) 10000dpm 2 (S) — (2— A& FAEEIE - ZEIEE I ) -3-{4-[1, 1- 5 —2-(-
HE -2- ZRBE - WEME —4- 8 ) - SFUIE ]R3 - U, B IR RAE RT MIEE 1 /DI Ik
AT NMRIEAA T 2. Prfr 4565 35 7F 96 L AR k4T HAY A OptiPlates (Packard) 1
Packard TopCount Lill5E 45 A RCARRIE . 255 10 M RS EWAZLERITE BT E AERE
FEPEGE S . B A EIVE 107 M-107M 3 3 BB Y R 77 s v 2%

[0249] i AR I R R

[0250] i 4hG R4 ie (BHK21 ATCC CCL10) A KAE3TCRM95%0, @ 5% CO, TH &
A 10% FBS ) DMEM £572 05 BL 10° M40 / LIV 25 FE R 4l e e P AE 6 FLTAR L, 2R )5
pFA-PPAR 6 —~LBD.pFA-PPAR vy —LBD B pFA-PPAR « —LBD ik ik + Hi# Fuki AT #t 2 i 4e
F FAHEFE 1 7 4 A Fugene 61471 (Roche Molecular Biochemicals) 5¢ M4k 4. fE#: Gy
J5 6 /NI R B A SR 4T B T DL 10T AN/ FLAG SR BE AN AR 96 FLFEAR b {E 4
MOAE 24 /NI, BR 22859525531 A 100ul A3 By 2000 & A MR A o st BB A (DMSO 283K
F20.1% ) MRS, A sym-—RiIRE 24 /MG, Z55 500 1 HIEH, AR5 0
A B0 1 1 )G EREE Constant—Light 5] (Roche Molecular Biochemicals) DLZEf& 4 iy I
SR ICEME Y . A Packard TopCount 52 %¢ 6 25 ) & b o B AEREAL & UATEAE T 1K
B SIS R R AR TAEAEAE iR ¥ i RIS 4 j ) f5 25054 (fold-activation) .
{f ] XLfit #2)% (ID Business Solutions Ltd. UK) 1% EC50 {H.

[0251] AR BHALG 05 2R (R /240 ) 4T PPARS Eon i ICs, fE 4 0. 5nM-10 1 M,
PRIE 1nM=250nM, % T PPAR @ @7 HHIF) 1Cs, {24 1nM—10 1 M\ fti% 5nM-500nM. Horb R A2
A EDERNEA AT R ZENNEY . FREZRN TEEMIAR A —Li 5
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/LR F= =
[0252]
PPARa  IC,(umol/1) | PPARY IC,(nmol/1) | PPARS 1C,(nmol/1)
SRR 4 0.014 > 10 0. 039
SZf) 13 0.021 > 10 0. 120
SEaf 17 0.018 > 10 0.203

[0253] (02537 = (1) WIALEWFI AT 2 F AR W] FAE 2590, 40 an UL 25 il 500 7 X
TAW B AN BRI 2. AT LU RS 24, Wl a2 145 24, JOB ) B
F) B BE 71 AR R 2 e s B VR LRI ETR BT s B es 2y, LR FIE X A A
25, WA SR el e 2 s 88 R e 25, an LARCE R FLE I sam g
[0254] 25yl 3R I ol 2% T LU AAS SIS AR N 52 &I 7 AT 1), B ik =X (D) 4k
AR 25 F 2R IE R B0 1 AE RS P P PR TR T A 2 I ] R BB AR AR 4 5 DL A
WU FFEL, 5@ 259450 — e il ks & 45 25 K
[0255] &3l MBI B A LB AR T HAA VLA R PRt W] DU 4 4n
FUBE K UE R B AT A A IR R B B AE T R ) A 3] B B 551 R el BH
IRFEI AR R B IR 58 B A I B AR LA, 191 G A 40 ot il B 1 LA R [ AR A
% Ul (fH2, AR VS PR R IR BT, B R IR B v] B AN T L8804 ) o il & BB I &
TEEARAEL A, BN K 2 J0RE RERE , FEALHE S o T SRS 1 A B A, B K, B,
% U, HAREA) I o BT TG B AR A, 1 40 AR BIChE AL 7l i T J07 0~ VA B3
A2 JOlE o SRR IS 18 A A B A H I ERE G BORE R H S 2 L S0 I L VR A
ARG AR B R & A YE = AT AR
[0256] W] 2% FE A FH i FH OR300 < il AR LA 301 8 R e ) 3 ) o
VB3 S B B B R ) DL HE R RN BT AR AL TR R 2R
[0257] AR BT B4 B (0 5 « R IR AR RS ACIR U0 DA R 2 2575 20, X (D) A& i)
1] DR B30 B AR AL, 248K, TE A BAR ) TP R AR T SRAHIE & o X T 3, ]
ZIEM HFE AL Img B2 1000mg, Ff A /24T Img B2 100mg. Bk -5 &, (H] 14 H 5
2 DL IR = A7 it
[0258] 254 HIFE R M AL 27 249 0. 1-500mg A% 0. 5-100mg I (1) 4654,
[0259] 41" SEJtf T S 4R Ul B AR A B o AR, e ATIAN A2 DA AT 2B i) A % BH
[0260] gm@ jﬁl
[0261]  4aR&iE -
[0262] EtOAc = LFR LS, n—Buli = n— ] 348, DEAD =A% —RIR — LI, DIAD =fH%A
TR NN, DIBAL-H ¥ =24 =7 T B8, DMF = N, N- A FEEfZ, DMPU
= 1,3- ZH % -3,4,5,6- W& -2 (1H) - WEREEH, eq. =28, h =—4 (£4>) /M, DMSO
= A, EDCT = N-(3— ZHIZREIENEL )N - LFm — Wik iRk, HPLC = Sl
AE Y, IMDS = /N B 3L R pe 3Ll , IMPA = /N FISERE = ki, 1. V. =@ EASH, DA =
N2 IR, PACL, (PhyP) , = 500 ( =K% ) 4 (1D ,Pd(Ph,P), =P4 ( =285 ) 4,
POC1, =S4, RT =23, TBME = 5] & FFEME, TFA = =9 LR, TFAA = =i S IRIET,
THF = PU &R
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[0263] ST, 1| 1
[0264]  2- AL —2-{2- AL —4-[5-(4- = AL - REL ) - I —4- HEEmif gt 1- K5
5 - VIR

[0265] Al4,4' — i — — 40— Ty

[0266] 7E 85 ‘C | [ 33.0g(825. 6mmol) NaOH 7 200m1 7K = (¥5 #it $F 19 % W A
44. 0g (266. 3mmol) 1 2— I 3 —4— & # J& — My (Wei, Zhi—Liang ;Kozikowski, Alan P.,
A Short and Efficient Synthesis of the PharmacologicalResearch Tool GW501516
for the Peroxisome Proliferator—Activated Receptordelta, Journal of Organic
Chemistry (2003),68(23),9116-9118] . ¥l EF w2 95°C, MR S WHiF L TRV 215
(10°C ), IE A S TEFT 90m1 3 HC1 /K. F SBEAEHUKAR (IR ) o H ER/KBESA VIAH,
T (Na,S0,) FH7& K. FIRRVIEEMEAE 300ml () DMSO H 41 95°C R Ik 2 /hink. Bl 5,
K BIEVOK B, - =4 1 JHE TBME 2580, H 700ml RIZKBESRANLE, T4 (Na,S0,) I
R UIRAT 42. 1g BIbREL S .

[0267] Bl2-{4-[4-(1— LA RIL —1- L - £ 40 ) -3 O — AL —ffeJt 12— |
- RS -2~ L - THIR A

[0268]  7£45°C T[] 25. 0g(89. 8Bmmol1) 4,4’ — BfidE — — 4B — WA 52. Tml (360mmol) ¥R
5t TR CWEAE 600ml DMF HP RISV ZEI2 NN BRIR S . 14 R NMIRGWITE 45°C I HidE 5 /i,
g, 7, SRJA LE EtOAc FIHLAT NH,C1 /K2 18] 70 B H] BtOAc PIAEASE, HIZKVEE:, T
J (Na,SO,) FF& AT, FEAH PR AIHE N (S10,,n- CkE /EtOAc 5 ¢ 1), 3k45F 21. 6g 1)
AR A S o

[0269]  C]2-(4- ZFALmibeH: —2- AL - SR ) —0- AT - NI L

[0270] ] 9.2g(31.7mmol) K [(n-Bu),PH]BF,[Netherton, Matthew R. ;Fu,
Gregory C, Air-Stable Trialkylphosphonium Salts :Simple, Practical,

andVersatile Replacements for Air-Sensitive Trialkylphosphines.Applications
inStoichiometric and Catalytic Processes, Organic Letters(2001),3(26),
4295-4298] £ 150m1 DMF (FHA T ) AP BOINA 11, 5g (22, 6mmo1) ) 2—{4-[4-(1- &
URIE —1- Ik - L5 ) -3- AL - AL et 12— 3k - R4k 1 2- A - TR &
Mie BN 5. 43ml (31. Tmmol) N- LI S PEENZA 0. 416m1 (23. Immol) 7K. £ 2h 40min
J&, BN 5. 14m1 (54. 4mmol) ] ZBRHET, 76 1h 20min 5, FH 285 T BE#Re S Sk 22, F1 0. IN
HC1 MIFERZKBEVR . KA HIAH T (Na,SO0,) » I Hs i 4 A il Aok JI2 €6 15248 I EtOAC/n— Pk
s 4 4lifh, 343 12, 56g HIAREALEH, A ettt .
[0271] MS :319 (M+Na) ",
[0272]  D]2- AR —2- {2 FIJL —4-[5- (4 — G AL — 2R ) — W —4- P bmibe st 1-
Fk - NIRGHS
[0273] ¥4 0. 150g (0. 47mmo1) )RR 5— (4— =5 A4 — AR08 ) — [ —4- BIEls (S5
B 1G1) A1 0. 115 (0. 39mmo1) [¥) 2- (4 Z B FERT BEdk —2- FI3E - 4L ) —2- FE - TN 2
g (SEHEf) 1C]) WREAE 1. Oml (1SRN 0. Iml [ MeOH H7, A 0. 07g (0. 47mmo1) f¥) Nal il
0. 177g (0. 54mmo1) fJ Cs,CO, AbFE EH%?&WTE‘W”%% 2 R uE)E , 28 KW 4%5)%
RVPEERAE " PRI AL 178 o W PR (3% (S10,, —SH ke /n—-Bige 1
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aifl, 324t 0. 118g bRk &4, J i s (i o

[0274]  MS :480.2(M) .

[0275] E]12- AL —2- {2 FL —4-[5-(4— — i AL — 2R3 ) — kb —4- PuEafledit 1- o8
[0276]  #£0. 105g (0. 22mmo1) LA il e 2— A3 -2 (2- 3L —4-[5- (4- = AL - 2R
5 ) - % —4- BRERR I 1 KA ) - NIR LB ARAE Aml (¥ THF/EtOH(1 @ 1) H,7£ 0°C
A 0. 66m1 (0. 66mmol) IN LiOH Ab3E, fREFEMEGIRET 22h. # RINVIREVIEN LSBT,
H 10 % KHSO, 7K AN 10% NaCl /K PES . H CBERETUKAE (PR )« T8 (Na,S0,)
AHAIFER « B A R UIE RT £ 4°C ) JRENT LIRS 28mg bR EAL &4, N
To

[0277] MS:451. 1 (M-H) .

[0278] G NI T 1D] A FREER 5- (4- =9 4R — R3E ) — I —4— BLfg -

[0279]  F15-(4- =G AAIE - I ) - 6 —4- B —1- Z

[0280] % 5g(17mmol) 1- T —3— =45 44 — 2K, 973mg (1mmo 1) Pd (PPh,) , 1 160mg (1mmo1)
WAL VA 7E 130m] WRIE HH IRIR-GWITE 50°C FEE A FHiH: 30min, 7E 50°C T 7E 60min
PIIIN 2. 125g (25mmol) 4— B —1- o BB BT 51 22 80°C, FE LI N iR G4 3he ¥4
HIR SR G2 BEE A, B 10% KHSO, IIMAIZKES I / KK 1/1 7, FEHBUT 2 A 25 1k
R o FKFNER KPS E IR ARG (PR ), Ol I Wi R T4 R N bR,
WA OISR (FERS, BEbE /AcOEL) ZiAbR W LLIRAT 3. 4g HIFR &AL &4, WA
[0281]  MS :244.2(M) ",

[0282]  G] TR 5— (4— — 4RI — KA ) - JW% —4- SRl

[0283]  fE #ii #F & £ 15 70 B N W) 2.02g(8. 3mmol) ) 5-(4- = H T A Fk - R
B - & —4- e —1- FEFN 1. 73ml (12. 4mmo1) Et,N 75 100m1 [ — 50 77 4 i ok A i o
0. 67ml (8. Tmmo1) FITEMESL, {4 ELE 0-10°C o 7F RT FHtkE SOV IRSY 1h 15min. MIA
K, 7 bmin Ji5 , ¥ R VAR RE CBERZKZ A 73 e o IR SBEAEEUK (IR ) 5 FH 10% NaCl
IR EFRAVAH, T8 (Na,S0,) FHHk4d, 37:1F 2. 50g AR BAAE Y, AREEEIH .

[0284] MS:322.1(M) ",

[0285] S it 2
[0286] 2- L —2-{2- L 4-[4-(4- =F P HE - ZKE ) - T 3-hEM I 1- XH
5= - NIR

[0287]  Al2- FEJE —2-{2- FJE —4-[4-(4- —H FHR - KHF ) - T -3 Pedbmibedt 1- K%
5 - NIROHE

[0288]  RALLTS2iEfs] 1D] BTk Jy ik, ¥ 2- (4- LWE R et —2- o - R4 3L ) —2- 7
- (SLptf) 16]) 5 1-(4- -7 -1- B3t ) —4- = 2 - 28 (S 2E])
SN, LLSRASFR AL S8, e

[0289]  MS :450.2(M) ",

[0200]  B]2- AL —2—{2— I —4-[4-(4- —HFIE - ZKIL ) - T -3 PuILhiifedt 1- K%
ﬁ _EE?

[0201]  ZRMAFSLifs] 1E] ik Jyi, Seqh 2—- L —2-(2- 3L —4-[4-(4- =A% - 2R
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)~ T -3 Pl 1- BRI ) - R, SR A, e
[0292]  MS :421. 1 (M-H)

[0203] G RHi&H T 2A] Y 1-(4- B - T -1 Bk ) —4- =R - 2R

[0204]  Cl4-(4— — 9 AL - 2RFL )— | —3-F —1- g

[0205] & Ak #% MR 3R SCR 1Y 5 vk 84T :Stara, Irena G. ;Stary, Ivo ;Kollarovic,
Adrian ;Teply, Filip ;Saman, David ;Fiedler, Pavel, Coupling reactions

ofhalobenzenes with alkynes.The synthesis of phenylacetylenes and symmetricalor
unsymmetrical 1,2-diphenylacetylenes, Collect. Czech. Chem. Commun. (1999),64 (4),
649-672, [ 5. 0g (17. 83mmol) 1- fifl —4— = 4§ 7 3% — 2K 7F 65ml WRIEH MR (EA) &
N 1. 03g (0. 89mmo1) Pd (PPh.) , F11 0. 17g (0. 89mmol) Cul. [ NIREYILE 50°C F Bt
10min, 4R J57E 1h G 2. 03ml (26. 75mmol) )T —3— %t —1- B¥. FEMANT —3— $ —1- B
IR, 78 30 43 Bh G e min 2 i 2 80°C . TR I%IR L T Hid: R MR 54 3h, 4R
S VA1) 10 % KHSO, 7K /E1,0 2R ( =4R )« I 10% NaCl ZK¥EVBRPEEA MU, T4
(Na,S0,) F78 K . BidrER PR AL (n- Pkt /EtOAc 9 ¢ 1 &4 [ 1) 4lifk, 315 3. 58g
(RIS AL &4, AT

[0296]  MS :214.0(M) "

[0297] D] MR 4-(4- = I - KFL )~ | -3- B

[0208]  SRARLT-SEEf] 1G] Pk J7iZs, 4- (4- =93k — 08 ) — T -3 e —1— BER0 ATt
AP BANAE Y, IR T

[0299]  MS :291.7(M) ",

[0300] E11-(4- it — " —1- gk )4~ = HI - 5K

[0301] i) 3. 16g (10. 81mmol) FHER 4— (4— = IE — HIE ) — T —3— SREEAE 100ml 2- T
A SN 3. 24g (21, 62mmo1) Nal . IRAWYITE 90°C TN 2he ZEREEH, KRR
RVPAE A TR, I CBE, I8 BTF W . 28 RANAH, 3713 3. 46g bR @UL &4, st
WAE o

[0302] MS:323.9(M) ",

[0303] S 3
[0304]  2- FJL —2-{2- AL —4-[5- (8- = &AL - KEL ) - Ik —4- ikt 1- K5
- IR

[0305]  Al2- FEJE —2-{2- FIJE —4-[5-(3- =& FHEIE - FKFE ) - W —4- PuIihibedt 1-
2k L - NIRCTS

[0306] 2Bl T-sizjitifs] 1D] Frdk (K751, 4 2- (4- ZEREERIbEAE —2- AL - gL ) —2- /7
B - TNTR LB5 (SZHER] 1C]) 5 FRERR 5- (3- = 4 JE — K5 ) — I —4- Bfiis (s2ifs) 3D])
SN, 3RAT 2- FREE —2- {2 F3E —4-[5- (3~ =R AEE - 3L ) - [ —4- BRIEmi St 1- 2K
- TNIR OB, NIRAEEIM.

[0307]  MS :480.3 (M) ",

[0308]  B]2- AL —2—{2- AL —4-[5-(3— AL — 5L ) — R —4- Pl B 1- 2K
S - T

[0309]  ZRALLTSC M 1E] Frak i) 0535, Bl 2—- A& —2—{2- ARk —4-[5-(3- =5 F 4
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B - RER) - -4 BERLRE S - AR L - IR CIR, AR PR S, e i

[0310]  MS :451. 1 (M-H)

[0311] Wi & T 3A] 1 AR 5— (3— = 3K Eﬁ’a‘?@% 55 ) - I —4- BRps -

[0312]  C15-(3— —H AR — 2RFE ) — ¢ —4- B — ﬁ%

[0313]  ZBALFSZifs) 1F] ATk i vk, 1- it -3 E‘ﬁu FRAASE - KR —4- B —1- B3RS
NN R AE /N SEARGEN S

[0314] MS 245.3 (M+H) "

[0315] D] AR 5—(3— — 4 FI4RHE — FRJL ) - JW —4— GRfig

[0316]  FRARLTSLHEw] 1G] ik 7k, 5— (3— =5 P4 — 4% ) — I —4- B —1- FEFn
TR B SR AR AL B4, VR AR LT o

[0317] MS 243. 1 (M-CH,S0,) ",

[0318] SE it 4

[0319]  {2- & —4-[5-(4- =GR AIASE — 2R 58 ) - [ —4- b 1 - REE - AR
[0320] Al (4- LBRFERGEFE —2- FOL — R4 L ) - ZE%%HT@E

[0321]  ALFSijlifs] 1B] FOSEHE] 1C], 4,47 — BERRAEE— — 4 — /Y (SLhtifs] 1A]) FIVR
LR BRIAFIR A AW A s A4

[0322]  MS :319 (M+Na) ",

[0323] B {2- L —4-[5-(4— =GR AARIE — R0 ) — I —4— PR IE 1- R |- 4%
/IX‘ I@b

[0324]  RLFsLHEfs] 1D] Pk J5ik, (4- SBEmibedE —2- o - A5 ) - ST IS
(SEf) 4A]) b5 PRER 5- (4- =9 4U0E — 38 ) — I —4— Bis (SEitifsl) 16]) e v LASRAS
PG, A el

[0325]  MS :480.3 (M) ",

[0326]  C]2- AL —2- {2 AL —4-[5- (3 — L HAEIE - K3 ) - /R —4- Pedbhiie it 1- 9K
’ﬁ % } _ EEEA

[0327] &bl T 5K il 4 1E] BF & 5 v, oAk {2- B & —4-[6-(4- = 4 2 - K
55 ) - I —A- IR ] - R L - SIRBUT B, BE S in (SBE / IERGKE ) » SRTFAR AL
EW, hE A, mp. 94-95C.

[0328]  MS :423.0(M-H) &

[0329] SE ] 5

[0330]  {2- A3 —4-[3-(4- =L - 238 ) - P —2- Pl ds 1 - x40 |- 2R
[0331]  A](2- L —4- P —2— WM R I — R4 ) — SIRBUT 1S

[0332] ¥4 3.50g(11.81mmol) 1) (4- L BEFEMG fE 2t —2- A - KE ) - SRHUT IS
(SEpEfg) 4A]) A1 1. 97ml (17. Timmol) [FJFR N ZEIREEAALE 60m] 1K) LIEAT 3ml 1¥) MeOH 1,
6. 62g (14. 17mmo1) Cs,CO; AbFH . TR B T I 244+ 3h FI Y8 5 , 28 R, R R
fifAE EtOAc H1o HI IN NaOH 7KV (P9K ) H1 10% NaCl /KW EAHIAH . 75 H Et0Ac (1
R FEBUKMZ G, T8 (Na,S0,) AHUAHIF 28 &K LIIRTT 3. 48g bRtk &4, ea il
[0333]  MS :293. 1 (M+H) ",

[0334]  BJ{2- P —4-[3-(4- = A - A ) - N -2 Pedbaife it - 2% U0E 1 - LR
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[0335]  Ff 96. Omg (0. 33mmol) (2— A F& —4— A —2— BeIEmi b dE - KA ) - SR AT S,
0. 053m1 (0. 36mmo1) 1— fifl —4— =4 3L — ZEH1 0. 086 (0. 621mmo1) Et,N £E 1ml DMF A [ i /<
() WA 37. 9mg (0. 03mmo1) Pd (PPhy) , 1 12. 5mg (0. 07mmol) f¥) Cul 4b¥E. FE=E T
PPt 2h J5, ONARZRAE HC1 AR 2 (8] 43 e ( =4k ) » FHUAT NH,C1 7K IRAN 3 K S A HL
2, T (Na,S0,) FFZEREH, Beds R L4385 (Si0,,n- Bt /EtOAc 1 2 5% ), 313
76mg PR G, T

[0336]  MS :437.4(M+H) ",

[0337]  C]{2- AL —4-[3-(4- =G A3 — 2RO ) - N —2— Pk dt [- REIL |- 4R
[0338] ¥4 75mg (1. Tmmol) RIS (2- FEE —4-[3-(4- =R E - K& ) - N —2- 4
FEbnpidE 1 - FAEE | - CBBUT BEAE 2m] —SUTEE T RV AL 0°C N H 0. 4ml TFA A0 2E, Jf
75 RT T HHE 3he 28K SNV ARZR, WEARAE A IR FHR 8 & (k) » TdAE si0, Bt
P @yl aifh, /A CH,CL,/MeOH (98 @ 2 £ 9 1) BB, 3K15 30mg MIAREAL &Y, A H
A, mp. 130-131°C.

[0339] MS :379.2(M-H)

[0340] SE ] 6

[0341]  {2- I —4-[3-(3— =G 3L — 08 ) - N —2- BRbmile 5 - R |- 4%
[0342] Al {2- FIHE —4-[3-(3— =G AL — RO ) — TN —2— BRILARLEIE 1- AL | - LR
I

[0343]  ZRALTF-SEilfs) 5B] Ak i) J7ik, (2— A 3E —4- TN —2- BRIEMm AT - KEHR ) - &
AT BE (SERf] 5A1) F1- @l —3- =5 3L - RIS FR AL &, A L.

[0344]  MS :437. 2(M+H) ",

[0345] B {2- AL —4-[3-(3— =3 % — 2R3 ) — N —2— Hedbhmbedt |- KL 1 - 4R
[0346]  FRARLFSHEt] 5C] ik ik, {2- 2k —4-[3-(3— =5 & - K ) - N —2- 4
SEBEEE 1- R | - SRABCT BEASAR AL G, S A ELE A, mp. 81-82°C

[0347]  MS :379.0 (M-H)

[0348] S i) 7

[0349]  {2- A& —4-[3-(2- =3 - K& ) - N —2- BdEmihe 5 1- KEHE |- 4%
[0350] A {2— FIJE —4-[3-(2— = AR - KK ) - N —2- BILmihe 5 |- R | - LR
JHE

[0351]  SRARLFsLifs] 5B] Pk i) ik, (2- 3L —4- A —2- BRI GEIE - KAL) - LR
BUT R (SERf] 5A1) F11- W —2— =53 — RRISAR ML &), AR I .

[0352]  MS :437.2(M+H) ",

[0353] B {2- IJL —4-[3-(2- = FHE - KK ) - N —2- Pemiihe st |- K5 FH - 4%
[0354]  SRARLT-SEJEM] 5C] BTk i, {2- A2k —4-[3-(2- = P& - 2R ) - N —2- 4~
FEbEEE 1- AL | - ST BESASbREL S, K B 44, mp. 95-97°C .

[0355]  MS :379.0 (M-H) .

[0356] SE ] 8

[0357]  {4-[3-(4- & — &FL ) - N —2- BRFEmibedt 1-2- I - REHE 1 - AR

=
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[0358]  Al4-[3-(4- G — ZKFL )~ N —2- PeILRi bt 1-2- 3L — ZR4UHL 1- LFRAACT IS
[0359]  SRARLT-SKJiaf] 5B] Pk 75, (2- A3k —4- T —2— BREEMIFEIE - AR50 ) - &%
AUTBE (SERf] 5A1) F1- G —4- W - 2R bR AL &, IR BTl o

[0360]  MS :403. 3 (M+H, 1C1) "

[0361]  B1{4-[3-(4- G — KIFL )~ N -2 PeIERAfile it 1-2- FIFE - IR4IL |- O]

[0362]  RALFsLifs] 5C] Frik ) v, {4-[3-(4- &l - K38 ) - N —2- Pedbhmife st 1-2-
5 - REEE |- CRRBUT BESATR AL A, iR AR L A, mp. 106-108°C

[0363]  MS :345. 0 (M-H, IC1) &

[0364] S 9

[0365]  {4-[3-(4- FI4HE - 2R3L ) - N -2 JRdbmifedd 1-2- 2 - R 1 - 2R
[0366] Al {4-[3-(4- 4L — KIL ) - N —2— Pedbtim b L 1-2- FAL - ORARJE | - AFRARUT
L5

[0367]  ZRARLT-SLEf] 5B] Pk i, (2- A% P —2- PRabmife gk - RS ) - SR
BUT NS (sEltsl 5A1) A1 1- fh —4- FIEESL - 2630 ”%»1‘ ALE Y, A st

[0368]  MS :399. 2 (M+H) ",

[0369] B {4-[3—(4— F4E — AL ) — N —2— WAk dE 1-2— AL — AR |- 4%
[0370]  ZSALL T SEji 9] 1E] Pk 1 7 v, {4-[3-(4- AR IS — 2R3 ) - TN —2- R i e
Kk ]-2- L - ZR&UE |- SBRBUT BRIAFAR AL S, ATE A 4, mp. 143-144°C,

[0371]  MS :343. 1 (M+) "

[0372] SE ] 10

[0373] - 4R

[0374]  AJ[2- AL —4-(3— ZRJL — TN —2— JRFLMR eI ) — SRARIE [- SFRBCT i

[0375]  RABLFsLits] 5B] ATk 7rvk, (2- 3L —4- TH —2- PRIEmR Ak - KA ) - LR
AT HE (SEHEf] 5A1) FURL — ZRARAFHR A S, R T thi

[0376]  MS :369. 1 (M+H) ",

[0377]  BI[2- AIJE —4-(3— K3 — 5 —2- BRIEmibedt ) - K4k 1- 2%

[0378]  RALFSLifs] 1E] PRk /v, [2- A3 —4- (8- 2REE - A —2- FEmifedt ) - 2K
U - CRRBUT BRI AR AL &4, A B (Al 4, mp. 90-92°C .

[0379] MS:311.1(M-H) &

[0380] SEH 1L

[0381]  {4-[3-(4- 3 — 455 ) - N —2- BREdie st 1-2- W3k - 4L 1 - O

[0382]  A]{4-[3-(4— 3 — 4L ) — N —2— BIEmibedk 1-2- I - REUE |- SFRRAUT IS
[0383]  ZARLT-5LJitEfs1 5B] F)Tﬁiﬁ’]?‘i?i (2- B3 —4- N —2- BRI - KA ) - SR
BUT s (st 5A1) AT 1- 58 —4- il - 2RI AR S S, R s i

[0384]  MS :387.2(M+H) ",

[0385]  BJ{4-[3-(4— 9\ — AL ) - N —2— WRIEmiRedE 1-2- IO — R |- 4%

[0386] AL T-SLJEf] 1E] ik 751, {4-[3- (4- 9 — 58 ) — TN —2— BREEmi ki dt ] -2-
Bk - AL - SRBUT BRSSP AL S e .

[0387]  MS :329.2(M-H) &
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[0388] S 12

[0389]  {2- AT —4-[4-(4- =g AEE - 208 ) - T -3- Pudbmifidt 1- x40 |- 2R
[0390] Al (4- T —3— Hedbtihedt —2- FIIL - 2R4RIL ) - LPRAUCT JiE

[0391]  RMLF-Szitifs] 5A] BTk ik, (4- LB e 3t —2- FE - 2R3 ) - 2T
B (SEREF] 4A]) F1A- & - T —1- WA FRBUL A1), F R i

[0392]  MS :307.2(M+H) "

[0393] B {2— L —4-[4-(4- 9 oL — 0L ) — T —3- Pulbhaihedt |- ARAUE |- SRR
L

[0394]  RARLFsLits] 5B] iRt ik, (4= T —3- Pedbtiipedt —2- 2k - KL ) - 4R
BUTHE (S 1241) A1 1- 56 —4- B - ZR3R1SFR AL &), M.

[0395]  MS :450.2(M)"

[0396]  C]{2- FIJE —4-[4-(4- —HPI - R )— T —3- Pudbhmiledt |- REUE 1 - LR
[0397]  ZRALT-SEitifs] LE] Bk J7i2:, (2- W3k —4-[4-(4- =5 P2 - 258 ) - T -3- 4t
St 1- R T - SBRBUT BRI AR AL G, h B R K, mp. 129-130°C.

[0398]  MS :392.9(M-H)

[0399] SEHEf 13
[0400]  2- FAL —2-{2- AL 4-[5-(4- = AR - KE ) - 4 EEE - KE
I - IR

[0401]  Al2- FFJL —2- (2 FIOE —4- 1§ —4- Pl 0t - REUE ) - IR G

[0402]  [r] 0.95g (4. Ommo1)2—-(4- F2 K& —2- AL - R4 ) 2- PR - WK & BB (1
WO 02/092590 7 Fif i ) F1 0. 42m1 (4. Ommo1) 5— 54 — [ —1- %R 7E 20ml £ Ji& H ) %5 ¥
A 0. 60g (4. 0mmo1) Nal T 1. 56¢ (4. 80mmo1) CS,C0,0 #F 50°C FHLFLIR A 3 K, FERMA
0. 42ml (4. Ommo1) 5— % — /& —1— %A 1. 56g (4. 80mmo1) Cs,CO, ( PR ) o FEFREZVE N Hiidt
Fih 2 RIFIEUENT , 28R o FRRD PR R P e, T4 (Nay,S0,) , iy IF 78K .
T PRI (Si0,, n— BEkE /EtOAc 2.5 3 5% ) 4lifk, $:45 1. 11g BIbr@iL&4, A
(GRS

[0403]  MS:304.1(M)",

[0404]  B]2- FEFL —2— {2 AL —4-[5- (4~ —HHEIE - I ) - R —4- BRI L 1- K5
i - N OBE

[0405] & R HY AT I B0 N SCmR B0 J7 ¥ :Stara, Irena G. ;Stary, Ivo ;Kollarovic,
Adrian ;Teply, Filip ;Saman, David ;Fiedler, Pavel, Coupling reactions

ofhalobenzenes with alkynes. The synthesis of phenylacetylenes and symmetricalor
unsymmetrical 1,2-diphenylacetylenes, Collect. Czech. Chem. Commun. (1999),64 (4),
649-672. [r] 178mg (0. 60mmo1) 1— ffl —4— = A 40JE — Z%4F 2ml WREE S IS (R
BN 29mg (0. 03mmo1) Pd (PPh,) , #11 5mg (0. 03mmo1) Cul, 78 50°C FHiH: [ NV IR-E4) 10min, 4R
JEAE Th ]I 152mg (0. 50mmo1) 2— FAEE —2- (2- FIEE —4- I —4— PFkaa 5 - %58 ) - IR
CE (SR 13A1) £F 2ml WRIE VAR - CE AR, 7 30min J& TTAG , ¥ i 248 ik
£ 80°Co fEIXIRAE N HHE R NIRA Y 3h, 85 ATV 10% KHSO, K /Et,0 Z2H (=
K)o F10% NaCl KB WBEEA VA, TH (Na,S0,) JF78k . BRI GIEZ (- B
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ft /EtOAc 95 © 529 1 1) 4k, BT 190mg [KIARAE Y, AR RS E .

[0406]  MS :464.3 (M) ",

[0407]  Cl2- A3 —2-{2- AL —4-[5-(4- —H FHEIE - KIE ) — % —4- PeIbEIE 1- KR
% _ EE?

[0408] Bl T Sl ) 1E] fr ik U7 v, ¥ 2- BAE —2-{2- A —4-[5-(4- = 5 A
JE - ORIE ) - R —A- BREEASE ] 2RI L - TR SRR A, SRAS AR @b &4, S Ak oK,
mp. 90-91°C, dec.

[0409]  MS :435.2(M-H)

[0410] S 14
[0411]  2- FIJE —2— {2- Ak —4-[5- (4- =g 6 - 2R3 ) — I —A- BRI - R ) - T
173

[0412] Al2- 3L —2-{2- AL —4-[5-(4- = 3L — I ) -/ —4- PR E 1- KE
2 - N OHE

[0413]  ZRACLT-SEjE ] 13B] Tk 7y v, 2— AR —2-(2- 38 —4- 3 —4— b 42 —
) -AB O (SZiif) 13A]) A 1- i —4- =4 IE - ZKIRIEFR AL S8, ik B Ok
o

[0414]  MS :448.3 (W) ",

[0415]  Bl2- 3L —2-{2- AL —4-[5-(4- =G FFHE - JRIE ) — /R —4- PRILSIE 1- K5E
ﬁ _EEZ‘:

[o416] RN SEutifs] LE] Brak 77325, o 2- A2 —2-{2- A3k —4-[5-(4- = P& - =K
Fe )= R -4 BRI A I T- KRS V- TR R & R /K i DL 3R A5 AR AL & 1, o 1 R R,
mp. 114-115°C, dec.,

[0417]  MS :419. 1 (M-H) .

[0418] S 15

[0419]  2-{4-[5—(4— G — RJE ) — [l —4- PEEAEIE ] -2- FE - REE 1 2- FE - TR
[0420]  A]2-{4-[5-(4— Gl - ZKFL ) — JW —4— BILAIE 1-2- FIE - 204008 | -2- I - AR
ZIE

[0421]  RABLFSEHEf] 13B] ATk 5 ¥, 2- A2 —2-(2- A 2L —4- ) —4- BRI - R
- TNR TS (Seiif 13A1) Al 1- & —4- 1 — ZE3R1IEFR AL S, B Ok .

[0422]  MS:414.3(M, 1C1)",

[0423]  B]2-{4-[5- (4= Gl - KIL ) — Ji —4— PILARIE 1-2- AL — K408 1 -2- L - AR
[0424]  ZRALT-SCHEfs) 1E] iR 7715, 2—{4-[h-(4— & — A ) — [ —4- J BB ]2- |
B - AL L -2- PO - TR SRR KR, SRAFbR AL S, A K AR A, mp. 119-120°C,
dec,

[0425]  MS :385. 1 (M-, 1Cl) &

T
bl

[0426] SEJf] 16
[0427]  2- FI3L —2— {2- Ak —4-[4- (4- =9 P56 - 2900 ) - 13- BRI 1R ) -
174

[0428] Al2-(4— ] —-3— BedLadt —2- L — ZR4R0E ) —2- Wt - N 4Bk
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[0420]  #% 2. 38g (10. 00mmol) 2— (4- 2K -2 FZL - ZR4H KL ) —2- &L - NIR &I (7E WO

02/092590 ik ) F 1. 63g (5. 00mmol) Cs,CO, 75 25ml ZfiE o 22 A1 F ik Smine oA

2. 34 (10. Ommol) FRAHAMR 3— T BRI, 4R4 N4 2. 5he AR5 A 1. 63g (5. 00mmo1) Cs,CO, A1

2. 34 (10. Ommol) F¥y FF KT R 3— T B, IR A WLE 60°C R HiHE (2. 5h) o A FH R 52 95°C, 4k

SgERE 12 /. 4% 3h N 1. 63g (5. 0mmol) Cs,CO, F1 2. 34g (10. Ommol) ) A LT R 3— T

WLl 728 REEH), IR R DI R — & P e, T (Na,S0,) , ik dfzs k. @i

WYL (Si0,, n— BEkE /EtOAc 2.5% ) 2k, 3K153 0. 67g bR EAL 54, Jik S (i

[0430] MS :290.2(M) ",

[0431] Bl2- AL —2-{2- IR —4-[4-(4- = FH - IR ) - T -3- PR HI 1- FKH

51 - AR LR

[0432]  2RALFSEHEW] 13B] BTk /i, 2- (4 T —3- BRIESRIE —2- AL - R4 ) -2- F

- TR MBS (SEhEfE) 16A1) A1 1- Bt —4— =4 3L - KRS, A ks el

[0433] MS:434.2(M) ",

[0434] Cl2- 3L —2-{2- FIRL —4-[4-(4- = P - I ) - T -3- PRIt 1- KH

- %

[0435] 2B BL T~ St 45 1E] ik 77 vk, 2- gL —2-{2- M3 —4-[4-(4- =5 3L -
B - T -3- BRIEEIE 1 IRESE ) - TNIR SR M KR LSRR AL &4, R i 3 okl ri/m

[0436]  MS :405. 3(M-H)

[0437] SEJE] 17
[0438]  2- AL —2-{2- AL 4-[4-(4- = AR - KE)- T 3-EHEE 1- KH
o - IR

[0439]  Al2- AL -2 {2 AL —4-[4-(4- — 3 F4RIE - 2R3 ) — | —3— P4 1- K%
2 - NI OHE

[0440]  RLF st 13B] Frid 7k, 2- (4= T -3 %k
F - TNIR B8 (SEhtfs] 16A]) AT 1- it —4— =5 482k -
Mo

[0441]  MS :450.2(M) ",

[0442] Bl2- FEHL —2-{2- AL —4-[4-(4- — G4 - 2R3 ) - T -3 PudLa L |- OK5
ﬁ _ @Eé‘ﬁ\

[0443] RN T-SEji o) 1E] prak U7 v, 2- 3L —2-{2- A —4-[4-(4- =A% - K
F) - T - - KA - AR SR BRI LASR 1S bR AL &4, BBk R,
mp. 62-71°C, ZE18 /3 fift..

[0444]  MS :421.2(M-H)

H)?It
)
Wéﬂi
—HH
H
|
.
. A
" B
Nt
< 7
B H

PATPRBAL S, ik s R Ik

%#
S
Lu

[0445] SZfifEl 18

[0446] 2-{4-[4-(4-G - I )- T -3-4hILE KR 1-2- i - FEH 1 2- FE-THR
[0447]  A]2-{4-[4-(4— G — 28FL ) — T —3- PuILAUAE 1-2- AL — 40 } -2 IO - IR
LG

[0448]  RABLTsLjafs) 13B] ik Jivk, 2- (4 T —3— LIt —2- AL - 2R ) 2-
- NER Mg (SZhf] 16A1) A 1- 50 —4— il — ZR3R1EAR AL &), ik s ook e .
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[0449]  MS :400.2 (M, 1C1) ",

[0450]  Bl2-{4-[4- (4= G - KL )~ T —3— WAL 1-2- AL — oR4R 0L | -2 AL - AR
[0451]  SRALT-SEtEfs] 1E] Pk 771, 2- {4-[4- (4- S - AFL ) - T -3 Jedbs 3t ]-2- |
Ak - R | -2 L - THR Sl K LA SRASAn AL &40, 8 BBk K, mp. 68-69°C, 47
it

[0452]  MS :371.0(M-H, 1C1)

[0453] S 4] 19
[0454]  2- FAJL —2-{2- AL —4-[5-(5—- = AL —mikme —2- 5L ) - & —4- b it - 2K
AR - TR

[0455]  A12- L -2 {9— L —4-[5-(5— — Gl & — ke 20— L ) — & —4- PudLsdE 1- &
SOt - s

[0456]  #f 152mg (0. 50mmol) 2— FAFE —2- (2 FEE —4- [ —4- $IEEE T - FEHE ) - NR L
g (SZJEfs) 13A]) , 124mg (0. 55mmol) 2— IR —5—( =g A 3L ) MErEFT 0. 21ml (1. 5mmol) Et N 7F
sml ZJEP IR (S W 18mg (0. 03mmo1) [¥) PAC1, (PPh,), F11 3mg (0. 03mmo1) [1] Cul
AFE, 7R 2V NP 3h S, RIVIR-S AR 10% KHSO, /KB 2 B2 (A3 e (=k) «
10% NaCl /KIS EFRAVLZ, T8 (Na,S0,) FF2 R H], BB s (i 5 (Si0,,n- B
ft /EtOAc 95 1 529 I 1), 31T 170mg KIAREALGY), A e AP

[0457]  MS :450. 4 (M+H) ",

[0458]  B12- FAHL —2-{2— AL —4-[5-(5- — G I — b —2- L ) — /& —4- PudLa it 1- %
/g H ] _ EE?

[0459] SR ALL T S 5 1E] P ik 77 325, 2— AR -2 {2- 1 2 —4-[5-(5— = %l 1 2% — it
WE —2- 4k ) — [ —4— BRERAUSE 1- 2R400E | - AR SRR /K LLERAS il &4, R (Rt 1t
i

[0460]  MS :420. 1 (M-H)

[0461] S 4] 20

[0462]  {2- A& —4-[5-(4- =G4 — K5 ) - 4 AR ]- KEHE |- 4%
[0463]  A]{2- FIHL —4-[5-(4- = FAIE - 2RH ) — i —4- PRS0t |- R 1 - LR &

ILE}

[0464] [ 110mg (0. 52mmol) (4- F& & —2- I - K4 ) - 4R L I (W002092590) Al
169mg (0. 52mmo1) FHRARR 5— (4— =9 FFA2E — 58 ) — I —4— s (S2pife) 1G1) 7E bml &
SR NN 15. Tmg (0. 10mmo1) NaT F1 188mg (0. 58mmo1) Cs,C0,0 KHIRGYIIE IR T Hi
FE 2 K, AR N HHE 4. Tohe (R UENE, B RSN FEk RV AR S P e, g
(Na,S0,) , i I 28 K o Tl P (A% (S10,, n- Bebt /EtOAc 95 & 5) 4fifk, 345 143mg
[RIARREA S, AR Ao

[0465]  MS :436.2(M) ",

[o466] B {2— FIJE —4-[5-(4- AL — 2R3 ) — 0 —4- PR E |- REIE |- R
[0467]  SRALT-SLEf] 1E] BTk J7izs, (2- 2 —4-[56-(4- = AUE - 2R3 ) - I —4- 1

SRS |- REUUE | - SR SRR KR LIRS PR AL &4, h B g8, mp. 124, 6-126. 7°C.
[0468]  MS :408.2(M) ",
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[0469] iﬁﬁjﬁl 21
[0470]  2-{2,5- =& —4-[6-(4- =PI - I ) - [ —4- PIbsE 3 1- KEHR ) 2- F
- IR

[0471] Al ZEHJ 2,5- & —4-(1- ZAFRAL -1 I - Z40FE ) - 2K

[0472] ESE/SSSA NI 1. 4g(5mmol) ZKFER 2,5— & —4- 23 - ZKlE (D. Koike, Gunma
Daigaku Kyoyobu Kiyo 1968,2,13-28),2.6g (7. 9mmo1) Bk F& 4 AR AL B 7E 80ml 2 Jis
RO 1. Iml (7. 4mmol) IR — 48 LG iR S WAEA R Bk 14h, ﬁ‘IJZJE IN
HCL/ koK 1/1 2 by H LR S BEZEIUN IR o & FF A HLZ FH 3K /7K 1/1 R I 18 i bt iR
T o P8 22 BRI, AR R (RERR, Bkt /AcOEL) SifbyR R, 343 0. 5g (1. 3mmol,
25% ) WIbREL &9, I ICE M.

[0473]  MS :396.1(M, 1C1) ",

[0474]  B]2-(2,5— — 5 —4- FAHL — A4 ) —2— FIAE — NIRRT

[0475] 7 5 73 %P N AR AT ) 500mg (1. 3mmol) 28 IR 2,5- — & —4-(1- L%k
HE-1- Ik - %R ) - F0E4E 11, 5ml AR P UKV E UM 145mg (6. 3mmol) 44 11. 5ml
AR VTR (EAR BTSN BEFEVA 4h, YA 212 0°C, /0 ] IN HCL Hof, P8R R 2504
B IR RIS RAE SR LW ER K / VKK 1/1 e 4B &2, H GIR LR Z UK JZ M
Ko BIFRIANIEHERAK / UKAK 1/1 Pei i m iAo JaHs 2 BRE ), i AR g
1% (RERR, BEft /AcOEL) Ak ), 3/1% 219mg (0. 8mmo1,62% ) HIFREAL G, K L
[0476]  MS :279. 1 (M+H, 1CI) ",

[0477]  C]2-{2,5- — S -4-[56-(4- = P AIE - A0 ) - R -4-BRFLAIE |- RS -2-
Zk — AR IR

[0478]  SRALLT-SEJtEA5) 20A] Bk 77325, 4 LM Th ARV 57 [l i B A R I 5- (4- =9
RS — K8 ) — 6 —4— Bl (SEREB 16]) Ab3 2-(2,5- & —4- JA% - R ) 2-
5 - NIRF i 3h, SRAGbR AL S W), o

[0479]  MS :505. 3 (M+H, 1C1) ",

[0480] D]2-{2,5- "G —4-[56-(4- — i FAIE - KL ) - R —A- B FLAR L |- R4 -2-
ﬁ _ @E?

[o481] 28 L T 5 Jil 5] 1E] Jif I8 5 ¥5,2-{2,6- = S 4-[6-(4- = 5 P & & - K
B - A SRR - 2R 2 W - TR T R Al /K i LASRAS bl AL &4, R e il
[0482]  MS :508. 5 (M+NH,, 1C1) ",

[0483] S 4] 22
[0484]  2- FIJL —2-{2- I JL —4-[5- (8- = A AL - KE ) - K ~4- PR A K 1- KH
I - IR

[0485]  A]2- AL —2- {2 AL —4-[5- (8- — s I - K ) - 8 —4- PRI - K5
5 - NI

[0486]  [f] 50mg (0. 21mmo1) 2— (4— F2 3k —2— AL - ZR4H B ) —2- B - AR 4 /g (£ WO
02/092590 T #iik ), 48mg (0. 21mmo1) 5 (3— = FARSE — AR5 ) - [ —4- B —1- % (Sl
fi 3¢1) 1701 1(0. 25mmol) = T JEME (50 19 umol) 7F 5ml PUSK e 1ok A i i N
43mg (0. 25mmo1)N,N,N" ,N" - DY IEARE Wil . LERAEINA, GRELEHE 14h. IREW
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FERERE 1 B yE, B 25 BRE ), 3RA9 st SOl AR vk (RERS, Bt /AcOEL) 4fif,
31T 34mg (80 umol,36% ) FIFREALAY, Jy T oM.

[0487]  MS :465. 4 (M+H) "

[o488]  B]2— ML —2— {2 MIHL —4-[5-(3— — g A 4UAE — AL ) — I —4- L b
% _EE?

[0489]  RALLF St 1E] AT ik J ik, 2- 3L —2-{2- Ak —4-[5-(3- =R A4 & - K
55 - A BB 1 RS T - VIR SRR IR LRSS AL A4, A et .

[0490]  MS :435. 1 (M-H)

[0491] S 23

[0492]  2- AL —2—{2- A2 —4-[56-(3— =g 2E — ) - I —4- B - R E -
iy

[0493]  Al5-(3— =G AL - RFL ) - —4-H —1- i

[0494]  RALFsitifsl] 1F] Brid 77k, 1- B —3- =302 - 285 4- e —1- BE7E Pd (PPh,) ,
MWL AR A AE T RN, SRAFR AL S W) A ER i o

[0495]  MS :228.2(M) ",

[0496] Bl12- 3L —2-{2- FIHL —4-[5-(3- = FFHE - ORI ) -/ —4- B H
2 - N OHE

[0497]  RLFSLHEfs] 21A] Pk Jrik, 2- (4- 30k —2- I - RS ) —2- 2L - THIR 41
(AT WO 02/092590) 5 5-(3— = F A2 — 285 ) - I —4- B —1-FEAEN,N,N' ,N" =4
R B R N =T JE R A7 A6 N O, SRAS AR AL &4, b e

[0498]  MS :449. 4 (M+H) ",

[0499]  Cl2- A3 —2-{2- L —4-[5-(3- =g A3 — RO ) — R —4- BL 4L 1- K5
% _EE?

[0500] 2K AL T Sz i f51) 1E] P ik 7 5, 2— A 3L —2—-{2- A 2 —4-[5-(3- = 4 1 4 -
)= R A= IR 1- KA SE | - TNIR LB /K il LASRAS AR 8L &4, et

[0501]  MS :421. 1 (M+H) ",

[0502] g ﬁ jﬁl 24

[0503]  2-{4-[2,2- —HI%E -5- (4- =PI - A5 ) - [ —4- Pdds gk 1-2- gk - F
ASE T -2- I - TR

[0504]  A]2-{4-[2,2- — FIHL -5 (4- =9 AL — 0L ) — IR 4 WA 1 -2- L — oK
AL -2- B - NIR A

[0505]  #% 0.082g (0. 30mmol) 2, 2— — 3L -5-(4- = FAHEIE - 2KF ) - [k 4- P -1-
( SEJEfE] 24E]) £E 0. 3ml CH,CL, F A6 ZE 0°C R A 0. 08ml (0. 36mmol) 2,6— — 4 | JEnLng
F10.05ml (0. 33mmol) =37 FREERATALFE. 7F 0°C'F 2. 5h A=W T 0. 5h J5, BRI, &
fRAE Iml ZJEH, O 0. 071g (0. 30mmo1) 2— (4- Fa & —2- FZE - ZR& L ) 2- FE - N &
fis (HE5R T WO 02/092590) F10. 205¢ (0. 63mmol) Cs,CO, 75 2ml Z I . HIREY)
FEZIE NP 200 AR R AE FHHE the fEdyE S, B R IE — S P e T, 15
(Na,S0,) , iy 28k » I PRI A% (S10,, n— BEgt /EtOAc 2% ) 4k, 343 0. 096g 1]
PG, Al

A 1=

i
i*-le

ol

T
ﬁﬁ
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[0506]  MS :492.3(M) ",

[0507]  B]2-{4-[2,2- — FIHL -5 (4- — G AL — O ) — [ —4- PR A 0t 1 -2- AL - K

A -2- L - IR

[0508]  ZRALL TS 1E] BTk 77 v, Ak 2-{4-[2,2- — & -5-(4- = FHEE - K

5 ) - I —4- BRI 1-2- AL - SRR -2 WAL - THIR SR, SRISAR L &4, iRk K

(SR

[0509]  MS :463. 1 (M-H)

[0510] Wi R T 24A] 1 2, 2- 5L -5 (4- =G 4RSS - 2R3 ) - I —4- P -1- 1

[0511]  C]2,2- —HHL - % —4- iR 218

[0512] &R TI a0 SCrRA 777 :Crimmins, Michael T. ;Mascarella, S.Wayne ;

Deloach, Joe A., Journal of Organic Chemistry 1984,49(16),3033-5,

[0513] ¥ 22. 0ml (2. OM {E THF/n- Pikt / £, 44mmo 1) LDA #E 40m1THF H [ 3% 5 £F

10min NAE -78°C N A 5. 47ml (40mmol) 7 ] MR LMEAE 4. Tml THF WP AbTE, FEZIRAET 1h

J& %M 4. 90m1 (80 & %, /£ 28, 44mmo 1) IBRPAIFEIRAE 7. 5ml THF KV I

HAAFHRE 2 0°C, 7E 2h J5, F 10% KHSO, KW /MO AT, M (=) ZHL. H 10% KHSO,

TR 10% NaCl /KESBEPEGRANAH KA (Na,S0,) 25K LASRAT 5. 70g [FIhR

BAE YD, AR RS A

[0514]  GC/MS :154 (M) ",

[0515] D]2,2- —FFHL — & —4-fe —1-iF

[0516]  J44F 200ml J57K THF H1 i 3. 86g (25mmol) LA F4& Rl 2, 2- — FI3E - 1% —4- iR &

BEAH14 -20°C, F 30ml (1. OM £F THF, 30mmo1) F¥] LAH- VSR 2218 A0 FE (15min) o FEIZIREE T

PiFE R NAKRZR 20 4380, AH1 (-78°C ), HIAE 13ml 10% KHSO, K 11 1) 8. 3g MgS0,. 7H,0,

8. 3g TEIR /K ff o ZBRVAENIME, I THE FUK, B H-IRGY) 30min JRidyE. fEZERIG, FARR

WIESHRAE CH,CL, H, i Na,SO, TR IR 250k, 3R 4T 2. Thg IIFR AL A1), R HE R RS (il 1

[0517]  GC/MS :112(M) ",

[0518] E]2,2- —FJE —5-(4- = FAIE - R ) - R -4-H -1- I

[0519] & Rk HIHEAT #% B 1 SCMRk 1Y 75 ¥ :Stara, Irena G. ;Stary, Ivo ;Kollarovic,

Adrian ;Teply, Filip ;Saman, David ;Fiedler, Pavel, Collect. Czech. Chem.

Cotnmun. 1999, 64 (4) , 649672,

[0520]  [f] 3. 56g (12. 00mmol) 1— i —4— = 3§ A7 48 & — 2K AE 40ml WRIE P IR (ES)

W 0. 58g (0. 50mmo1) Pd (PPh,) , i1 0. 095¢ (0. 50mmol) Cul. #f % MR &¥)4E 50°C

PiHE 10min, XS5 7E Lth NI INAE 20m] WREE ¥ 1. 25¢ (10. 00mmo1) LA b5 il 2,2- —

0 - A B -1 B EIANEATE], £ 30 3P e UG A S22 AR 80°C . AEZIRE

R R VIRA Y 2h, AR5 AR 10 % KHSO, KER / LREAEL ( =R ) » H 10% NaCl

j@?gﬁmﬁfgmm TR (NayS0,) JFZER . JBRREBCPOIREREL (n- Bkt /EtOAc 2 1 1 &
D) 4ifk, K19 1. 91g BIFREAL A, A TT R .

[0521] MS :272.2(M) ",

[0522] S 25

[0523]  2-{4-[2,2- L -5-(4- =G40 - 258 ) - I —4- Pudbmipedk 1-2- AL - 2R
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At -2- - TR

[0524]  A12-{4-[2,2- — FI3L -5-(4- — 3 FAHL — KL ) - J —4- P ILaf ke gt 1-2-
B - REE Y -2- TR - N L

[0525] ¥ 0. 109g (0. 40mmol) 2, 2— —FI3E —5-(4- = FFHEIE - 753 ) - [k —4— e —1- B
(SEHER] 24E]) 7E 0. 4ml CH,CL, FI%IRAE 0°C R A 0. 11m1 (0. 48mmo1) 2,6~ — KL T FEALmE
F10.07m1 (0. 44mmol) — 3 FRAMREFALEE . 7E 0°CF 1. 5h J&, ZX KW, WARTE 1. 5ml LI
WL AR 0. 142g (0. 48mmol) 1 2- (4- LBRFEmT pE 2k —2- 2L - R4 ) 2- & - WIR S
g (SEpife) 1C]) 0. 274g (0. 84mmol) K Cs,CO, £F 2. 5ml K ZHEAN 0. 1ml f) MeOH &%
o FEPRERELRE T R ZUERE 200 Tk BT , 28 RIEH, ik RV PR AR — S P berh I A K
REpERZE R . WP A EE (Si10,,n- PEGE /EtOAC 2. 5% ) 4ifk, 3745 0. 18g bR L&
Y, RS T

[0526]  MS :509. 4 (M+H) ",

[0527] B12-{4-[2,2- —~ FIHE —-5-(4- — 3 FAH - RH ) - J —4- PeILafifedt 1-2-
- IR -2- I - IS

[0528]  RMLFSEHEf] 1E] ATk 53, Bk 2-{4-[2,2- —H 3 5-(4- =F PHRE - K
5 ) = I —4- BRI 1-2- AL - 2R | -2- A - TNIR OB, SRR B, ik

ORI
[0529] MS :479.2M-H) .
[0530] S 26

[0531]  2-{4-[5—(3— o — JE ) — [l —4— PB4t 1 -2- O - oR&E 1 2- B - TR
[0532]  A]2—{4-[5-(3— i — KJL ) — JW —4— BRILARIL 12— AL — OR4(E 12— L - AR
[0533] 4 0.098g (0. 44mmol) 1- 3 —3- ML K fE 4ml & E P IR (RS ) WH#H
0.111g (0. 40mmol) 2— F J& —2—(2— FI 3 —4— & —4- PRI 4% - R ) - IR (2 it 49
26B]) ,0. 014g (0. 02mmo1) PdC1, (Ph,P),,0. 004g (0. 02mmo1) [ Cul F1 0. 17ml (1. 20mmol) =
CHEAREE . ¥ R N AR R BiFE 2. 5h, SR 5 VRV 1) 10 % KHSO, K/ LBEAEEL ( =k ) .
H 10% NaCl /K PESAHAH, T4 (NayS0,) FF28k . Wik fER RS Eik: (1 n- Bekt /
EtOAc 4 @ 1 2.CH,Cl,/MeOH 2% -10% ) BEAT4Mb . ZE R AL 5) , TEAAE LIk, F 10%
KHSO, 7K / LkoEE: (=R « T4 (NayS0,) A HUAHIFZE K, 3/15 0. 10g bR &4,
MRS RGP o

[0534] MS :369. 1 (M-H) &

[0535] 40 R HI45HH T 26A] ff) 2— I3 —2—-(2- I3 —4- [ —4— k43 - K3 ) -
1% -

[0536] Bl2- I —2-(2- L —4- [ —4- B BEE O - B8 ) - g

[0537]  ZRALT-SLtafsl 1E] Prik 7, edk 2- OE —2- (2 WL -4 —4- Pdbildk - o5
AL ) - TNIRCBE (S 13A1) , 3RASHR AL G4, R s COR 1t il o

[0538]  MS :275.1(M-H)

[0539] SEJfe] 27

[0540]  2-{4-[5—(4— G —3— L — 4L ) — N —4- PRI AL ] 2- AL - R AR ) 2- & -

L3
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[0541] 2B ALl T 5K jili B 24E] Bt & Oy vk, 1- A -2- R —4- B 2R R 2- B -2-(2- H
HE 4= I -4 BRAEAUE — ZRAUE ) - AR (SET 26B1) , B 1 1 S 26A] BT IR K4l
16, AP A, K B ER R, mp. 106-107°C, 73

[0542]  MS :403. 3 (M-H, 1C1) &

[0543] S 28

[0544]  2- A —2—{2- L —4-[5-(2- = 4L — Wing —5- 2% ) - [ —4- PFEHIE ]- K
AL - AR

[0545]  A12- FIAL -2 {o— FIJL —4-[5-(2- — G A — mme 5L ) — ¢ —4- PudLdE 1- &
/—% o ] _ EEAS\

[0546]  ZRALLT-Sjtifhl] 24E] FrikJiik, b & —2— =G L — memE ( SEEfe] 28B]) AT 2-
B -2-(2- W3 —4- g —4- BRIEAUE - 2R ) - IR (SETtif 26B]) , B35 Phast (i vk 4l
1k (Si0,, CH,C1,/MeOH 2.5 % 10% ) FILBK / IERFEUTVE , SRAFFREL AW, N B EHK,
mp. 95-97°C, 73 i .

[0547] MS :421.1(M-H) .

[0548] 41 T T 28A] 15— S —2— —F FFJE — WERE .

[0549]  B15— & —2— — 4 A — wing

[0550] % 4.70g(85 % 4l F&,35.65mmol) 1) = % <& JK A1 10.93g(35. 65mmol) [
(D2-A-3-ZFHERAE-TWHNEE)- ZFHE - ; NHm R Davies, TanW. ;

Marcoux, Jean—-Francois ;Wu, Jimmy ;Palucki, Michael ;Corley, EdwardG. ;Robbins,

Michael A. ;Tsou, Nancy ;Ball, Richard G. ;Dormer, Peter ;Larsen, Robert D. ;Reider,
Paul J,Journal of Organic Chemistry 2000,65(15),4571-4574] 7F 70ml ZfiE IR
F 4. 33ml (42. 78mol) — LFEREALIE, HAE S W T HidE 4ho g VAR FREIN 250ml (17K FFH
LA (=R ) o HRBRBANAE (PR, T8 (NayS0,) F/hD gk, 3k1F 3. 66g KR
ALY, AFS CEFE R

[0551] MS:182.0(M,1Cl1) ",

[0552] SE 5] 29

[0553]  2- O —2-(4-{[6-(4- = H L - K& ) - L 4- Pl m L - FE - EBH
i) - R

[0554]  A]2— AL —2-(4-{[5-(4- =4S — R0k ) — I —4- Blia it |- AL |- oR4R
i) - NIRLTHE

[0555] % 0. 16g (0. 68mmol) (1] 2- (4- EHEFHE - HE43E ) —2- A3 - IEE 4 /5 [PCTInt.
Appl. WO 2002/096895 Al] F10. 16g (0. 62mmol) [f) 5-(4- =F WPEIE - K ) - X -4- g
(SEJEfs) 29D]) FSARAE 4ml (1) ST REh o By 214 0°C, RS A 0. 14 (0. T4mmo1)
[FN-(3- “HIILEIL -THE) N - ZF - WY - 2R Eh, fr R IR R PR AR &R
28 /NI o BB EEIN 10% KHSO, KW / LRI L BE A AR EL 5 F A NaHCO, 7K ¥ 7
PEANLE, T (NayS0,) , i8Iz k. i RIS kL (Si0, sn— BEdt /AcOEt =9 & 1
1 2) Ak, 3RS 0. 14g MIFREAL S, R ks,

[0556]  MS :478. 1 (M+H) ",

[0557]  B]2- AL —2- (4-{[56-(4- A AIE — K08 ) — [ —4- Belkadt - L |- OR4R
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[0558]  ZRAMLF s fo] 1E] Pk vk, Bk 2- 3L -2 ~ (4-{[6-(4- = FHE - K
B - R -4 BB s AR 1 I - AR ) - TN R S BR AR AR AR AL A W o B el 1A,
mp. 127-128°C, 43-fift

[0559]  MS :467. 1 (M+NH,) .

[0560] L Rl H T 29AT 1 5 (4— = FARSE — 258 ) - I —4- BRI -

[0561]  C15—(4— — 4 FAHL — 2R3 ) — it —4- Hefig S

[0562] AL T St 491 19A] P ik U7 ¥4, 1% —4— BRIR FF s [Wulff, W.D., McCallum, J.,
Stuart ;Kunng, Fen Ann, Journal of the American ChemicalSociety 1988,110(22),
7419-34] A1 1- Bl —4— =5 P AL - R S, ARl .

[0563] MS :272.1(M)°

[0564]  D]5-(4- — & FAIE - KIL ) - I} —4- PR

[0565]  ZBALTFSZRE®) 1E] Arik ik, Bk 5-(4- = A5 - KEE ) - 1 —4- PR g,
PARBN AW, RS

[0566]  MS :256.9 (M-H) .

[0567]  SLjiafsl] 30

[0s568]  2- AL —2-[4-({ & —[6-(4- = A&k - X3 ) - [ 4- Bt - =& -/
5 ) - R - TR

[0569] Al (4- FRJE — FIL ) - I FEACT I

[0570] ¥ 4. 3g(21mmol) F¥J 4- FLFELFIL LS IR IR £ 1 5. 49g (65mmo 1) NaHCO, 7F 17ml —
WEREFT Am] 7K o IR 5. 06g (23mmol) —FRIR U T MesbHE, £E 538 FHid: 4he HIK
/ ZRFRAERCA VAR (PR ), T MgS0,) , H78 K LIRS 4. T5g bR L &4, ALt
T o

[0571]  MS:223.1 (M),

[0572]  Bl2-[4- CGRUT Stk a it — O V R 1-2- L - IR LI

[0573] ¥ 5.85g(26mmol) f¥) (4- FHk - F5L) - &AL IR T BEAT 10. 14m1 (68mmol) R 57
TR OB AARAE T0m] ZBE o ARG NN 10. 86g (T9mmo 1) BRERAR, ¥ [x N VRS- 4)4E 80°C ([A]
W) THEHE 20h. NS EVAEIBIFRERRLEE, ZE R . FRRWLEIK A SBEZ R 43 L, FH &
Mok A HP I s K PR BIAH, T4 (MgS0,) F28 Ak » i Pidi il (Si0,,n— Bibt /AcOEL
=4 1) ik, B3RS 8. 05g AR AL &Y, ot .

[0574]  MS:337.1(M) ",

[0575]  Cl2—{4-[ (T ARt — AR — & ) — A |- oRARE | —2- HIL — N S
[0576] ] 4. 0g(12mmol) LA F il 8¢ 1) 2—-[4- (BT etz gk - FHE ) - 42k ]1-2- 1
5 - NIR L WEAE 3Tml DMF o [ K ¥4 I #5221 (0°C ), FH 0. 78g (55 %, 1L 1HI Y,
18mmol) SEAVANALTE, 7F 30min J&, A 5. 93ml (95mmol) 1] CH,I AbBR . 2 NiAK B 7E 0°C £ 251
FHEFE 16he B S FRSEARITEVKOK b, P87 2 pH 1 HCL K ) » F SBEZEEL (IR .
RRBEGANE, T MeS0,) , & R P (il (S10,, BEkt /AcOEt =9 & 1) 4k, i
23413 3. 68g WIbRAAL G, I ot .

[0577]  MS :352. 3(M+H").
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[0578]  D]2- AL —2-(4- FESLSIL AL - ORAIL ) - IR G

[0579] A4 LA il & 1 2— {4 [ (U T 4Bk - Ok — 20k ) - 3k J- R4} 2- BE -8
TR L WEAE 50m] 5 B P IV VAR 0°C N H 3. 98ml TFA 403, JH40 iR FHiHE 16h, 28K
S AEF, VKK AR TR, F NaHCO, (pH = 8) i If F — & B A (IR ) « HIZKBEERA AL
A, T4 (MgS0,) , FF 28 & LLIRTT 2. 77 A4 o il i 7F S10, EI{E A CH,C1,/MeOH (95 © 5)
(R PR iy L 24k, $RA5 1. 95g AR AL A, It — sl

[0580]  MS :252. 2 (M+H") .

[0581] El12- AJE —2-[4-({ L -[5-(4- = HEIE - I - 4- Rl - & |-
o) - RESE 1- NIRABE

[0582]  RMLLT-SiEfs] 29A1 ATk 77y, ¥ 2- AL —2- (4- LG IL L - K3 ) - AR
MRS 5-(4- =PI - 2R3 ) - I —4- BB (SLEfe) 29D]) O, SRAGAR AL G, A
REREIH .

[0583]  MS :492. 2(M+H) ",

[0584] Fl2- 3L —2-[4-({ L -[5-(4- eI - I - 4- I - ZFE |- F
o) - RESE - AR

[0585]  2RALLT-SEiifs] 1E] ik 77i2:, B4k 2- 3k —2-[4- ({ & -[-(4- = PEE - F
B ) - 4= BRE 1- 2k - AR ) - 2REUE 1 - IR QIR AR S, 8 K B IR
[0586]  MS :464. 1 (M+NH4) ",

[0587] SEHifE] 31

[0588]  AMHME —2— 3L —2—{2- FI3E —4-[1- 3L -5-(4- =g AP AUt — 2R3k ) - e —4- 4k
TR - R - IR

[0589] Al AbibliE —2- L —2-{2- AL —4-[1- 3 -5-(4- PSS - ) - R -4-F
AR |- RS | - NIRRT

[0590]  JRARLF- S Htafy 24A] ik J5 ik, AN e —6— (4— = AR 2L - 08 ) - & -5 e —2- i
( S2E #9) 31E]) 1 2-(4-F2 28 —2- AL - R ) 2- HE - IR QM8 (#i & T Wo
02/092590) RIFHRBALEY, AT

[0591]  MS :478.2(M) ",

[0592] Bl &by fiE —2- AL —2—{2- AL —4-[1- AL —5-(4- —RPAAZE - R0 ) - -4
RO |- R - NI

[0593] ALl £ 9 1E] BT i 5 vk, AL AhE e -2- B 2-{2- Bk —4-[1-
55— (4 =R A - oREE) - I A PR A - RS | - INBR Ol FE st i) 26A]
Pk aidl,, SRAGHR AL G, A st .

[0594]  MS :449. 2(M-H)

[0595] 4 Nl H T 31A] IAMHIE —6- (4- = AARE - KK ) - & -5 —2- i -
[0596]  C15-(4- — & FAIE - KFE ) — ¢ —4- Pefig AL - 3L - WEi%

[0597] ¥ 1.00g (3. 87Tmmol) HJ 5—(4— =5 4L — 2K3FL ) — [ —4- HemR ( sZjf) 29D])
£E50m1 CH,C1, AR 0. 45 (4. 65mmo 1) N, 0— — FRELFR I iz 25 26, 0. 55m1 (5. 03mmo1)
N- FRZERG bk AL 3, I HAE 0°C FH 0. 97 (5. 03mmol1) N- (3— —IZEZ AN 2E ) -N" - LIk
TR IR ER (EDCT) AbPE. JRMNVAKZR BN 2 ERR A, 75 10% KHSO, /KW / &
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Mt 2 (A3 e ( =% ) o PRI NaHCO, /K ¥+ 10 % NaCl YA HLAH, T4 (Na,S0,) , 3575

1. 165g HIbrAL &Y, MER I

[0598]  MS :302. 1 (M+H) ",

[0599] D16-(4- — G AFSHL - ZKFL ) — O -5 %k —2— i

[0600]  [r] 1. 11ml (3MAE LWk, 3. 32mmo1) ) FIREEALIRAE 4ml Bk h (1174 H1S (0°C) W%

N 0. 77g (2. 56mmol) 5— (4— =35 — FFARIE — 56 ) — [ —4— B R4S — A - IEIXAE 4ml

LR IR . (B S NP I NIR A4 3h, £ Sl Fh RRE, HI 9T NH,C1 /K% 10 %

KHSO, F11 10% NaCl /KPS . H SBEARUKAE (IR, T4 (Na,S0,) A HUAH, 25 & LASK

73 0. 68g AR EAL G, AT M.

[0601]  MS :256. 1 (MH) ",

[0602]  E] AbiHIE —6-(4- = FEIE - KL ) - (L -5 H -2 F

[0603] {F 15min Py ¥ 1.46ml(1.2M 76 M 2¢ 1, 1. 75mmol) [ DIBAL-H ¥ A

0. 23g (0. 88mmol) 6- (4— = Jj FIAEHE — 3k ) — T8 —5- B —2- WIZE 4ml (K9 THF )T Uk &

[ (=30°C ) ¥ . RNVAKZTHE (0°C, 1h 10min) J£/H 10% KHSO, /KA T A, FH ZBEE
BURAY ( =ik ), H 10% NaCl /KEBBEERA VIAH, T4 (Nays0,) FF28 & LLIRAT 0. 24g [

PG, A bR

[0604]  MS :258. 1 (M),

[0605] S 32

[0606]  2—{3— % —4-[5- (4— = H AL - 408 ) - [ —4- PudbfeUE |- 50k | -2- 2L -5

i3

[0607]  Al2—{3— % —4-[5-(4- R A - &K ) -/ -4

3 - AR OBE

[0608]  ZRALL TSt 20A] Pk 771, 2- (3- Rl —4- Ak - R ) 2- i - WKL @E

( Stif) 32E]) FH TR 5- (4- =9 43 - ii:“%)—}ji —4- JelE (St 16]) R4

WEW, IEEEM.

[0609]  MS :468. 2(M)+

[0610]  Bl2-{3- # —4-[5-(4- —F FHIL - I ) - I —4- eI 1- KAEIE 1 -2- F

ﬁ _ @Eﬁ

[o611]  SRALT-SEhtifs] 1E] FrikJ5id:, 2- {3 9 —4-[6- (4- = H &I — 58 ) - ;K —4-

RS - IR 2 L - IR S BB HOK AR, 7 N SE e 26A] Prid4iiql 5 R4 bR Ak &

), A A, mp. 65. 5-68.5°C .

[0612]  MS :439. 1 (M-H)

[0613] 40 R4 T 3241 K 2- (3 J —4- Bk - R FE ) -2- T - AR L1 -

[0614] C]2-(4- LTEHE —3- & - **’fn;@é )—2- AL - NIR LB

[0615]  # 12.0g(77.9mmol) [ 2 3 —4- F£ & 2K & M, 27. 9g (85. 6mmo1) 1] fikk BR i Al

11.6ml (77. 9mmo1) [#) 2— ¥R —2— R - WE&Z@EE 200m1 [ DMF H (1 V2 AE 50°C T ik

3Ro —RMIKMATIHMNE 12, 7g (38. 9mmo1) [k BRHE AN 5. 8m1 (38. 9mmo1) [ 2- ¥R -2 F

F-WRROKE (3L 2.5 25 ) . H 10% KHSO, /KW P ARG, I SBEREE (=K »

H 10% KHSO, 7K 10% NaCl /KE DA VA, T8 (Na,S0,) FH a8k . Wik n- B
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Ft /AcOEt 9 ¢ 126 o 1 R E LAl =), 3/15 16. Tg BIbRE@L &4, I G
JEER T

[0616] MS :268.2(M) ",

[0617]  D]2-(4- ZTHHARIE —3- i — A HE ) -2 FI3E - N A

[0618] %% 3.0g(11.2mmol) ) 2- (4- LWL —3- 1 — 4L ) —2- FIJE — TR ZBE£F 30ml
AR U 4. 1g(70%, 16, 8mmol) (1 3- UL A FERALHE . S NAKRAE RT FHidk.
E 1 RJG, MATAN 1. 2g(70%, 4. Tmmo1) {E 2 KRG A F A 0. 8g(70%, 3. Immol) 7E 3
RIGHIIAN T 0. 6g(70%, 2. 3mmol) 1 3- ALK TR . BIRGWRITEIK /10 % £ VIR
ARSI, P SBEREEL ( =R ) o FH 10% NaHCO, K3 M NH,C1 7K ¥+ 10% NaCl
IR, W B RN T8, 3RA5 3. 2g MIFREUL G, ik F .

[0619]  MS :302. 2 (M+NH,) .

[0620]  El12-(3— W —4- Ik — KAL) —2- FHL - N LME

[0621]  £F 0°C F# 3. 10g(10. 9mmol) HJ 2-(4- LWEAEFE -3- & - KEFE ) 2- FE -
MR LEAE 30ml S T 2. 26¢ (16, 4mmol) 1) K,CO, 4bFE . K iR GHTE RT FHiFE 1
Ky 885 1 10 % KHSO, ZKE A, F CBEREEL ( =3k ) o ANIAHM 10% KHSO, ZKHSH . 10%
NaCl 7K PEs, @I B T4 . A=l i A Bk /AcOEt 97.5 ¢ 2.5 84 1 1/
Tk B D (ki alifk,, 3545 2. 48g WIbREAL &4, T oo fh ik,

[0622] MS :242.3(M) ",

[0623] S 33

[0624] 2-{3- G —2- & 4-[6-(4- =R P - KE ) - R 4-EEHE - KR
) -2- FEE - AR
[0625] A]2-{3- J@ —2- AIHE —4-[5-(4- = F FEIE - K HF ) - /i —4- PedL S 1- K5

B 1 -o- I - IR L

[0626]  ZRALLT-Sjtifs] 20A] Prik 5 i, 2—- (3— i —4- Fadk —2- L - OR4E ) 2- L -1
1% W (Sifs) 33H]) FOFRRERR 5- (4- =5 FARIE — 2R58 ) — I —4- el (it 16]) 3R
IFR LAY, 195 B ERG P

[0627]  MS :482.2(M) ",

[0628] Bl2-{3- F —2- I 4-[5-(4- — F FHEF - FH ) - % —4- PRI 1- HH
& 12— B3 - N

[0629] S ALL T S 51 1E] Jir ik U7 v, 2—-{3—- o —2- I & —4-[6-(4- = A 5 -
I ) = I 4= BRIEARIE ] - KT | -2- WL - TN BB H /K 8 LIRS AR R4 &4, o ks
H,mp. 116-118°C.

[0630] MS :453.2(M-H) .

[0631] I R4 H T 3341 1) 2- (3 9\ —4— Fodk —2- A - R ) 2- HE - HR &
B

[0632]  Cl2-(2— 3 —4- HAE0E — R0E ) —2- HI3E —[1,3] A JRIE

[0633]  #% 5. 00g(30. 00mmol) 2— % —4- F 48 F& 25 & Wi, 1. 11ml (33. 00mmol) & — i Fil
0. 28g (1. 49mmo1) X FF KT R /K A0 4E 50m1 1 2K [ W AE Dean—Stark 228 H A3 2. 5
Ko £E 0.5 F1 1.5 KJG, A INK L. 11ml (33. 00mmol) Z —EEAI 0. 28g (1. 49mmo1) X F

54



CN 1997619 B WO B 50/56 T

RMER K G B HG, 15 SBEP AR SN, AT NaHCO, 7K (PRIR ) i 10% NaCl
IR TEBER . H CBRZEBUKAH, T8 (Na,S0,) AHUAEIF28 Kk Mg ik (510, sn- pE
ft /AcOEt = 95 1 5) 4EAR M, 343 4. 90g HIAR G, AAF WA ( EHA 10% )37
MEL W, 'H-NMR)

[0634] MS:212.2(M)°

[0635] D]1-(2— 4 —4- 4L —3- FIAL - ORI ) — Z

[0636]  # 17.69ml (1. 6M 7F n— © %% 1, 28. 30mmol)n-BuLi 2% 18 o A LL kil & 1
4. 29g (20. 21mmo1) 2— (2 §g —4— F4EIE — 6L ) —2— HIZE -1, 3]- —4UXFAAE 100ml THF
(R HI (-78°C ) o TEIRIRE T IR R NVAR R o SR S5 7E 20min PN 5. 03ml (80. 86mmol)
f PR 5%, 78 —78°C K 6h Ji, F bml Z WP 3. 24ml (56. 60mmol) ZEEZ RN o« RNV IRE
YIEN B, B 10% KHSO, KIS 10% NaCl /KSR PES . FH OBEREBUKAE (PR
T (Na,S0,) FFask . FH P ifAE 30ml —RELeH, 6. 74ml 6M HC1 /K ¥ ¥ 2218 b
M, 7E2h 5, B RNYIEN BT, F 10% NaCl /K s s (IR ) « FH ZBEVES K AH
(PR ) o T (Na,S0) A NUAH, 28 & E ok tRig 3% (Si0, sn— Bege /CHCL, =4 & 1)
aifk, 315 1. 60g MbREIL 59 .

[0637] MS:182.1(\M) ",

[0638]  E11-(2- H —4- F£Ht -3~ FISE - RS )~ L

[0639] 4% 1.09g (5. 96mmol) 1-(2— 45 —4— AR IE —3- A 3L — 3L ) — 2 W s B v i A
12ml ZFERF 6ml 62% HBr KIS o 753 FHid: X NIREY) 2h, INFAE 120°C 6h, 34,
FH CBRBEVS, /N0 FHE AT NaHCO, K (pH = 8) Wi, JH ZBEZEBUKA (W5ik ), I 10%
NaCl ZK¥EHpEG:, T4 (Nay,S0,) JF28 K34 0. 78g K4, MG AL (LI i,

[0640] MS :167.3(M-H) .

[0641]  F12-(4- LPFE —3- 35 —2- FIHL - R4 L ) -2- L - NIR A BK

[0642] K 0.21g(0.62mmol) () A ) 1-(2- J —4- F& & -3- A1 2 - 2% &5 ) - & i,
0.45g (1. 37mmol) [¥) % B& %4 A1 0. 24m1 (1. 25mmol) ) 2- ¥R —2— 1 £ A B8 & B £F 5ml
[¥) DMF (1) & 7% ¥ 7E 50 'C R i #4 7he o N B B 9 0. 10g (0. 3tmmol) ) ik IR s 1
0. 06m1 (0. 31mmo1) 2— & —2— FIENER L IR, 7 50°C T #iF: 11he H 10% KHSO, ZK¥ Al
REW, H OB (=K )« H 10% KHSO, /K¥E#~10% NaCl /KIS sAaNAHE, T
#E (Na,S0,) FF7& K . A H n- Bibt /AcOEt 95 & b I e Pid (v A Ak A ), 3R 1S
0. 048g IR A, J T EL IR

[0643] MS:282.1 (M),

[0644]  G]2-(4- ZWREEIE —3- & —2- FIIL - FR4IL ) -2 I - R LB

[0645] *U?*RWJ 32D] ik Ui, A8 6 RIAAI N LS 3L 4. 5 (& 3- SUd A R A
1 2-(4- LBEFE -3- R —2- HEE - R ) —2- B3 - INIR OIS, SRS AL &9, AEE
e[l AR R o

[0646] MS:142.1 (M),

[0647]  H]2-(3— 3 —4- F2HL -2 FIIL - 4R ) -2 3L - NIR AR

[0648] AL T-SLiife] 32E] JIT ik 75 32%, £ 88h W [A) N /K M 2- (4- L Bk%IE -3 9 —2-
Bk - L) -2- I - NI OlR, HAFPRdb &9, IPs B AR R .
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[0649]  MS :256.2(M) .

[0650] S5 34

[0651]  2- AL —2-(2- A —4-{1-[3-(4- =@ AUk - 8 ) - I —2- Jdt - T 26 H
L - R ) - IR

[0652] A]2- AL —2-(2— FHIL —4-{1-[3-(4- — G FAIE - KAL) - —2-4RFIE -3 T HE
4SS |- KL ) - NIRRT

[0653]  #% 0. 100g (0. 25mmo1) 1-[3—(1— fft FF 3& — 3R T 26 ) - A —1- $e & J-4- =5 F A
Fh - % (SEHE) 34G]) , 0. 060g (0. 25mmol) 2- (4- FR3E —2- ML - 2N ) 2- - A%
g (H5ERF WO 02/092590) F1 0. 099g (0. 30mmo 1) Cs,CO, 7E 2ml L JEH B TFHRAEZR T
P FE 16h FIZEFRIGL R iR 7The M 0. 041g (0. 15mmol) Cs,CO,, 78 MR E T B 12h, 7
IS, AR RV IR S BT, T (NayS0,) , il B IF 28 ko Wl PRI @ik (Si0,,
n— PEGEFIAR ST n— PEkE /EtOAC 5% ) 44k, 3595 0. 139g MIbREL &), ik # il .

[0654] MS :504.3(M) ",

[0655] Bl2— AL —2—(2— AL 4-{1-[3-(4- —FPHEIL - FKIF)-H 2-hFE - T
AL |- I ) - AR

[0656]  Z{ALLFstif] 1E] ik 77 ik, B dk 2- 3t —2- (2- 3 —4-{1-[3-(4- =H FH
B - RSE ) - T 2- BRIE T R TR AU - ARAUE ) - TNIR OB, B AE WS itifs) 26A] Pk
AT AL, SRIFAR AL G, Ak il

[0657]  MS :475.1(M-H)

[o658] g1 T il & A T 34A] (1) 1-[3-(1- WU 3% - 3 T 25 ) - 9 — pedik 1-4- = P4
-

[0659]  Cl1-TA —2— fRIFL - IR T RBERIR LI

[0660]  SSABLT-SEfs] 24C] Pk 75, T e FR IR L IR A A FE VR V) I B 3RAS b AL A
V), AER AR

[0661] MS :166. 1 (M) ",

[o662]  D]1-[3—(4- — i FAESE — AL ) — N —2- BRIt |- B T e fRIR LI

[0663] AL T-Shtifsl] 24E] Brak 7k, 1- A —2— BRIE - M T KR IR S 1- Wl —4— =58
AR R IR R N RTSAR AL G4, A st

[0664] MS :326.2(M) ",

[o665]  E]{1-[3-(4- =9 FAIE - AF ) - N —2- BFL |- I T - g

[o666] AL TSt 31E] Prik i, 1-[3-(4- = AZE — -3 ) - N —2- 3t J-31 T
FER IR QIR 3 & (1) DIBAL-H (L. 2M V¥, 76 s ) 3B R, SRIGAR AL &4, st
[0667] MS :284.1(M) ",

[o668]  F] Hffe 1-[3—(4- — g A — oKL ) — N —2— i 1- BA T JE A

[0669] AL T-Silidsl] 1G] PrikJrid, {1-[3-(4- =9 A4S - A5 ) - N 2- & ]- 3
Tk b - FIEER R RUR AR AL S, B .

[0670] MS:362.1(M) ",

[0671]  GI1-[3-(1— AL — 3F T JE ) — P —1- Hedik 1-4- — 5 PAUE - &

[0672]  [f] 0. 78g (2. 15mmol) FAREEE 1-[3- (4— = 4R - KR ) - N —2- shIEE 1-3F T
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FEFEELE 30ml 2— T Wi N 0. 65g (4. 30mmol1) Nal. 7E 90°C R INHGREAY) 9h. 7%
R, R R BIZAE SR, TN Sk, ot pE 807 . 28 RANUHE, 3-45 0. T4g 1Ih%
LG, R

[0673]  MS :394. 1 (M),

[0674] S5 35

[0675]  2- FF3E —2- (2 L —4-{1-[3- (4~ = FEIE - K55 ) - TN —2- bt 1- RN FEH
AR - ORI - TR

[o676] Al2— AL —2—(2- AL —4-(1-[3-(4- —FPHEIL - FEH ) - N —2-thAE 1-FHHNE
S |- R ) - IR ATE

[0677]  RALFsitifs] 24E] Brid 7ik, 2— FSE —2-[2- A3 —4- (1- A —2- Jedt - RN
L) - IRESE I- NIRAEE (SEHER) 3511) AT 1- Ml —4— =5 FF 48 5 25 1) S N 3R A AL
EW, A A

[0678]  MS :490.2(M) ",

[0679] Bl2- 3L —2-(2- I 4-{1-[3-(4- —H PEIE - K5 - —2- kI 1- B3
AL |- I ) - AR

[0680]  RALFsLitifs] 1E] Frid 77 ik, Ak 2- 3L -2-(2- 3L 4-{1-[3-(4- =H FH
B - RHE ) - TN -2- BRIE 1 IR A AEUSE |- UL ) - AR O IR, A bR B4, iR B
GRS

[0681] MS :461.1(M-H) .

[0682] g1 il & FH T+ 35A1 iy 2— P2 —2-[2- AR 3L —4-(1- PN —2— e 28 — BR N 28 P 4
) - REE - NIRSES -

[0683]  C1 FLIAKC IR AN T M

[0684] PS4k 7E 4% FE W1 T SCRR A 19 45 #F F 54T :Wright, Stephen W. ;Hageman, David
L. ;Wright,Ann S. ;Mc Clure,Lester D.,Tetrahedron Letters1997,38(42),7345-7348.,
¥ 8. 04m1 (150mmo1) ¥ B 12 o N B 24 9 1 72. 22 (600mmo1) MgS0, 7E 450ml  CH,C1,
() RETF . BHIR AW HE 20min, 2 J5 i\ 11.90ml (150mmol) 34 BE R 8. &% Ja N
55.59m1 (750mmo1) BT FE. REZEBNEAY), [EEIR T Hid: 18h. HHIFN NaHCO, ZKES A
KR, PP B2 A MeS0, Wi . F SBEAEUKAH (IR ) » HZK (Bx) AT NaCl /K%
VRPEEA NI, T4 (Na,S0,) LAZKTE 10. 38g KNS AL &4, M4 K M v S (AR

[o685]  D]1-(3— — FIFELAELEAL — N —2- Bk ) - RN BEFR G AT i

[0686] 7 —78°C T 7E 15min Py /H 2. 84g (20mmol) P 4w B8 AL T BS 78 20m1THF 1 4b 74
14. Om1 (2. OM £ THF/n— Pikt / ZFE75H, 28mmol) LDA 78 100ml THF ¥ . #F -78CF
6h Ji7, 7€ 20min B9 Y NN 3— ( = IR FRELESE ) BRINZEIRA 29ml DMPU 7E 40ml THF i
W T, VTR AR TR 22 =30, BI7E UK / MR NHL,CL KV b, B CBRZEEL ( =k ) »
10% KHSO, 7K¥#W /K (5x) +10% NaCl /KB PERANUAH, T4 (NayS0,) LL3RTS 5. 59g bR
A, AR SRR LA -

[0687]  MS :253.4 (MH-H) ",

[o688]  E][1-(3— —FIILRELEHE — N —2— hIE ) — BRNSE |- IR

[0689]  JRARLT-SLifsl) 24D] ik 7%, H LAH(IM AE THE o) 38 S il 1- (3— = F 3EAd bt
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- 2- B - RALERIRBUT B, /£ BATHE 2 MR 5 (78 2. 75h V) SR1GFRE4L
a0, e,

[0690]  GC/MS :182(M) ",

[0691]  F] FRARR 1- (3~ — FFILAEREAL — A —2— It ) — PRI A

[0692]  ZBARL TSt 1G] BTk 77i2s, [1- (3— = bRbbedk - 7§ —2- 3k ) - R E - |
et R R R e SR R A AL S, A B i

[0693]  MS :278. 3 (M+NH,) .

[0694]  GI[3-(1— AFFZE — FRNFL ) - T —1- Bt 1- = FOE — fbfe

[0695]  ZRALLT-SLjtafsl 34G] Bk 77 vk, IR 1-(3— = FIIRAELERE - N —2- $Ldk ) - 3N
FEFEEFN Nal ZE[RIELEE T 30min J5 38R AL A, RS .

[0696]  GC/MS :293 (M+H) ",

[0697]  H12- AL -2 {9- FE —[1- (3~ — SRR — N -2 oL ) - SRSE AR |- &
L 1 - NS

[0698] KM SZtifs] 20A] ATk J732%, [3- (1- B FF 366 - BRTA 3L ) - T —1 -3t |- = A3 —f
Fefl 2— (4- 25 —2—- PO — R4 ) —2- 2 - INIR Ol (H4538 T W002/092590) fEZIE T
18h JE AR R, F iR T A

[0699]  MS :402.3 (M) ",

[o700]  112- AL —2-[2- AL —4-(1- A —2- %t — SRPIFEFAARRL ) - FRE I 1- AR 1S
[0701] ¥ 0. 201 (0. 50mmol) 2— A J& —2—{2—- FI L —4-[1-(3- = A I e 4 — T —2- %4k
5 ) - IR AL 1- oRAE L - TNIR S WRAE dml THF HP¥EAE 0°C A 0. 55ml (1M %
W, 75 THE 77, 0. 55mmol) 1) n—Bu,NF AbFE, B30 R Hisk 1. 5he ARG /KGR R VIR &
V), FHCBEAEEL (=R ) o« HKBEGAVLE, T4 (Na,S0,) JF25 & LL3RTF 0. 152¢ bR AL
G, AR

[0702]  MS :330.2(M) ",

[0703] SEJE] 36

[0704]  2-{5— F4EJE —2- & —4-[5-(4- =4 - K5 ) - & 4 it
5 -2- A - IR

[0705]  All-(4- 3k —2- FIARJE —5- gL — KL ) - 40

[0706] ZERAAM N 1. 16ml (16mmol) Z L&A Smin P I UKYA 1K) 2. 4 (16. 4mmol)
AICL, 7E 5ml 1,2- —& LEEPRIBTFR T . 7E dmin HMH PN 1. 13g (8. 2mmol) 5— F 45,
Fe-2- -y (PCT Int. Appl. WO 2003/084916 A2) 7F2.4ml 1,2- —SR L5 VAR . 4
REY BRTHE 2R, 78 4 /N S EIE DK B, il & B2 IR . FVKAK /0. 5M
NaOH ¥ 1/1 FUER KBS & FF AR, B R R B T4 . D 2B, SR15 3 i,
SRR 3. 5ml FIEE, Tml THE A1 7ml IM LiOH ¥R G . B BAEINEEE N i
F£ 30min, PR3 2 BRE . IMAVKAK /IM HCL ¥ 1/1, H GPR SBEZE U WM IR .
ERARKBEG A AR, W IR T . 28R %), Bt R, BN R P/ F
i/ Bl 45 Y, 3R15 441mg (2. 45mmol, 30% ) HIFREAL-EY), h T k.

[0707] MS:179.4(M-H) .

[0708]  B]2-(4- LWk —5— AL —2— IO — oRARE ) —2- I - NIR 4

B ]- oK

]
pil
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[0709] ¥4 416mg(2.3mmol) 1-(4— 3 & —2- | H & -5 & - X £E)- & i,
0. 69ml (4. 6mmo1) 2—- Y] —2—- L - A2 £ lE, 1. 58g (4. 9mmol) Bk F& 5t A1 & 1 i Ak 49 78
25ml &5 RV AR R A1 R A 14h. BHESEIZE IMHCT W / VKK 1/1 Fr,
LR CBEFER IR« I ERIK / VKoK BRI A FF B AR B, 8 I I FR AN T4 o ol 25 B 571, 3K
B, B R A R (RERR, PEkE /AcORt) 4lifk, 3543 450mg (1. 5mmol,66% ) IR
BALED, At

[0710]  MS :295.5M+H) ",

[0711]  Cl2-(4- LWEARFE -5 FARIE —2— FIOE - OR4FE ) -2 L — TR A

[0712] ¥ 531mg (1. 8mmol) 2— (4— L BEHL -5 AR EE —2- AL - 2R43E ) 2- 3 - AR
2,15, 545mg (3. 2mmo1) 3— &t 28 AR 34mg (0. 2mmol) 4— A 2ETEPRE 24m] — & P s
WAEIFIR A N I 72h. BIRE WA RS, FUKOK / BB P g P I, VKoK /
NaHSO, /K DGR . B BRI TA VUZ, ik 22 B i), g AR i (i, PR
%t /AcOEt) k3T AR a4, 3R15 235mg (0. 8mmol,42% ) HIFREAL S, M ECEIH .
[0713]  MS:311.3(M+H) ",

[0714]  DI12-(4- $Hk -5 FSEIE —9- FIFL - FR4HL ) -2 AL — AR S

[0715] % 37 fif i) %5 1K) 91mg (4mmo1) B4 7E 5. 4ml A% of (¥ ¥ ¥ AE Smin P9 0 A UK ¥4 1)
235mg (0. Smmo1) 2- (4- Z BE 4 Fk —5- AR FE —2- &L - R E L) 2- R - W L BG4
5. 4ml FEEA FIESE . KR B AR THE 2 MBS, 75 Bh 5, R R R IATKOK /1M
HCL 1/1, H =S P A BUR G Y MIIR o & FF B A BOR0E 1 At BN 58, 980 Hs 25 BRI 51, 3R A5
153mg (0. 6mmo1, 76 % ) Wb G, AtEEM, HH T — B2 8imn A —P 4tk

[0716] MS :254.2(M) ",

[0717]  E]2-{5- FI4JE —2—- AL —4-[5-(4— =GR 4RIk — 830 ) — 1R —4- P& 1- 2R
J 1 -2- L - IR S

[0718]  DASSABLTSHafs] 1D] Frak J7v2s, g 2- (4- Fa g -5 FAR 0, —2- AL - R4 ) 2-
- NIR NS FIERR 5- (4- = AR - K3 ) - ) —4- Jelis (S 16]) 7E Nal F
Cs,CO, MIAEAE FAE G TR AE I A T RNV 4h, 3775 2— {5— R4 —2- 3L —4-[5-(4- =
AL - RO ) - I 4 RS T R 2 B - TR, A .

[0719]  MS :481. 0 (M+H) ",

[0720] F]2-{5- 43k —2- A3 —4-[5-(4- —F P - R ) - M 4- hEEE 1- &
SOk 1-2- I - N

[0721]  DISRALFS2iEd) 1B] prdk ik, Bk 2- (5~ A& 2- FE 4-[5-(4- =mFH
gk - KAL) - 4= BRG] ORI -2 O - TNIR G, S AL &4, kRt
[0722]  MS :467.4 (M+H) ",

[0723] SEJ ] A
[0724] & T )y i i A ) mT DA DL B =S T ) 45
[0725]

[0726] G 73 E Rl » 5 Pt £ 4 SR REVR 540 55 5 0 M et o FX) A S B o o
RIURE 55 JE 0 2 SRR AR IR R DR TR, T 1) 70 Sl R4 120 B 350mg HIH% Lo K500 ] L3R
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TR A R K/ BIF AR

[0727] S B
[0728]  m] LALLH #L 7 Al 48 & A T H1) Rl oy 1 e B
[0729]
% 53 3
LXOHEY 25.0 mg
FLHE 150.0 mg
TAKER 20.0 mg
-@at 5.0 mg
[0730]  fiiisr 5 FHR A FIE LR 28 IRE
[0731] SEHE] C
[0732]  yEHIVE T LAEA T AA R -
[0733] 2 (D) (L&Y 3. Omg
[0734]  HBHR 150. Omg
[0735] Iy 4. Tmg
[0736]  fRFR%EN AR RA PH N T
[0737]  VEGIVEAI/K & 1. 0ml
[0738] SR D

[0739] W] RALLH 77 2U il 24 &8 2 sy 1 3k IH e e
[0740] JEENEY

[0741]1 L (D L&D 5. Omg
[0742] TR 8. Omg
[0743] &AL KE M 8. Omg
[0744] & SEALFEY D 34. Omg
[0745]  KG.iH 110. Omg
[0746] [REHNAEWER 165. Omg
[0747] BRI #E

[0748]  HBHR 75. Omg
[0749] HH 85% 32. Omg
[0750] Karion 83 8. Omg (T4 )
[0751]  —4A4b%k 0. 4mg
[0752]  “RALERIR L. Img

[0753] ¥4 Pk Rl A s A AE 8 B2 IOV PGS Bl A b, VRS D3 78 3138 9 RS IR B iR
e, i MR T vAAC PEIE 78 1 O i T

[0754] SEf E
[0755]  m] LALLH #7784 & T H o /N2 %
[o756] = () L&Y 50. Omg
(07571  FLKE, 404 1015. Omg
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[0758]
[0759]
[0760]
[0761]
[0762]
[0763]

MmET 42 (AVICEL PH 102) 1400. Omg

T IR AT A R 14. Omg
B OIS BE N K30 10. Omg
i g PR Bk 10. Omg
RS I 1. Omg

BT PR RT3 5 FUBE T 2T 4 3R L £ A AT, 15 5 S AR Nt s Jo A 41K

TRV HIRL. R RURL 5 IR IR BEAN YRS NIRRT RN /N2 FE
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