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FLAUL, NZF LTI NETHND,

BOSIRFE IR IR ESIT, W 15°C~40C, iHFLLE, 25°C~35CDit
MOIEREND,

POSEBEE L T R IRESNRS | N=ATF L IR (NMP) | AT LR L
LT IR (DME) | P AF IV ZILRFH AR (DMSO) 2 VS LR TE AFELLIE
N-AFILE IR (NMP) 2 WD ZERTED, BT ARSI FELE, HE
PECITHZENTES,

PSRRI, T 3~ 2405/ TH 5,

R (7) TRINDAEEHOIEL TIE, FRTIRES AR, R, RAVKERIE
VRUAUTRIE, T VIR, V2 U R R BN,

TR (d)

Fitl4lo TR (D) izt R(7) cRanHbEMER (D) TREINHLEY
NIRRT D TR VS NDEEE LTI, M, SAV/KSERE, Tk, AZ L AL
i, BV RIVAR TR OTRIEDZT B AL, AR ELIL, e TR b K IR %
Fons, Sk, RACKSEEEOPREL L TIX0. IM~12M, I FLITIM~6MA3EE

Foins,

ZO TR, BAECIT0 286 TEAN, lHIFR(7) TRINHILE W% Y]
IR BRIV iR LT % | I8 A2 CROGEAT2D, ZZTHOWONOABIEILEL
T, A7) TRENDICEWDNERET HIRD  FRCIRESIVR 0, BRI
AR )= MLy FRIeRR T L, A-UA R TS DO IR S TR H3 8T
BV AFELIE, MV T N TERR T T OIRA N T O N5,

BOSHLEE, 0°C~40°C, #FELLIE, 20 C~30 COFPHNHREREND,

FOGREEI, T% 1~ BRI ThH D,

W, (7)) TERENDA W ORE TRICBIT D ROSRAWIC#EZ N2 575,
SR B A O TR(T) TRENOILEWERIHL, ZhIciEE Nz 528
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[0040]

[0041]

[0042]

[0043]

12dh, (7)) TERENDIEWME (D) TEINAEEWITEMRT L EINTED,
Bl 3 BK SR A BRI AR L CRUSMZHH WA Z e TE S, il 211, iR X
1T RALKEREE HWAEE HlEK, BALKEREK, Ty ) — L LI 4+

ORIV KE S LT RAL K R 2SR S B 7o 2 D2 8N T
=D,
T (e)

ERilsln L (e) ., T7ebn, K(8) TERENAILEWEX(9) TRINHLEW
AIEHT D TR, BRR TR (d) EFRBRICI THZ & TES,

TFE ()

EREBI0 L), T7bh, (9 TRINHEEWERX (1) TRENDHILEYD
AIEHT D TR, RRR TR (o) LRI T ZE R TED,

T ()

FRL7I0 TR () iz T, K(10) TERENHILEM L O (11) THRENDHIL
B WOREE BOSIE, MEWILOIF(E T T Tebins, HEEEL T, BRMICix
Fel U A, RIET ND LSO MG LD T B N5,

FOSIREE L, 20°C~607C, 4FFLLIE, 20°C~30 COHiPHNALIFIREND,

BOSEPEE LTI, R BRESNRND  N=AF L ERYR (NMP) | AT /LA
HRFTR(DMSO) | VAT VAV LT IR (DNF) | Zai/V A, TR AT SRz
Foins,

BOGIREEIE, W5 2~ 8IE[H] ThH D,

ZZT AT HR(B) TRENDEA WL HEET 225 TEDL , B AT
HZEMR D LRRITHNDZEH TES,

THE(h)

ERE8ID TR (h), 37bh, (10) tRENLHILEHENX(12) TEREINAHL
EWOEE FOGIZEDA(13) TRENDHLEM LW 5 TR, B TR (gL
[FIERIATOZE N TED,

AN (12) KO ANITHBITFHYDIKBIEORERLZRTIGHE Y R#ERLELT
%, FRIZIREE LT, [Protective Groups in Organic Synthesis 3rd Edition (John Wil
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[0044]

[0045]

[0046]

ey & Sons, Inc.;1999) ) FIZFLMR ST KR B DO IRGEILZ W A WD LIS TED,
HlZIE, 7T IR RV D T ATV R IRGERL, NI AT LUV EL BT
NIV EE AT F D AT NN IEOT VL —T L RIRGEIL DN FT HND,
THE ()

EFEI8ID TR (1) 1, MProtective Groups in Organic Synthesis 3rd Edition (John
Wiley & Sons, Inc.;1999) | %I ZF0MR S AU Y 28 1R F O WARE RS EA T 2 1T L
o PIZIE, YR AT LR g # BV 18 H Y EF AN OTRT IVINK 53 i
FEERNDZENTED, BRI, KB R A KBV DO T L
HV &)@ KA 2 NN T AV VIR G FRBOSEATIRD ZE N TED, X%, Hilg,

T S DMz TR K 3 BEBOG A T2 ZE R TED,

BOSIREIL, #9120 C~100 COHEPHN LIRS NS,

POGERBEE LT, FRCIRESIT, = AT VK S iR BSOS IEE LT 351
WHESNDH BRI VT LWL, HOWITA IR EA WD 2L 7T L A 4
JE KA K VAR S SRR K 2 N2 Ch &, BRMIZIE, L4-UA %
— K, TR0 — K, TAa— LR — KBTS, fFELIIAZ
—IL—IKDBFETHND,

PSRRI, 1B 1 ~240 ] TH D,

YN —T L RO I DG, B Y EH TN DM S U AE I % ]
WHZENTED, BARMIZIE, N7 VA aliilg, e, 7vb7 o7 T 7 s
v (TBAF), 7w t/KkFEEE (HF), 7o b-zL v A (CsE)E VT Iz s L< i
TUIALBOGEATIROZEDNTED,

ZZT, AT HA(14) TRENDIEMITHBET 5285 TELL, HifR L
11O WO LRRIZHWSZ L TED,

THEG)

ERA8In TR (D IzH T, A(14) TRINDEEWIL, W AZ L AV R=)L
IRYRIZEDAZ L A VR= AL A1) TRENDIEEMET HIEINTED,

AZ L ANTRZ A ROSITIRE | RO FIcAT/2bn s, WAL T, M=
FNT I DAV TN T NNT I BV ORI AT O, i ELL
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[0047]

X, NN T DAY T e LT LTI REF LD,

F72, BIRSHIAIE U TR AT L7 I 2 O Th < B RS e
FELTOAT LTIV N EH TED,

FOSIRJE L, $90°C~20°C ORI DEIREND,

BOSEPEE LTI, R BRESNRND  N=AF L ERYR (NMP) | AT /LA
BF R (DMSO) VAT IVHRNLTIR(DME) . 7z rai/Vih 7ot
N7 T R HD,

FOGRERIIE, H 1057 ~6045Th D,

TR (k)

JFEHEL THWSNLA(16) TRENDMEEMITAFMTHY, Hilihz N ThE
<L BRI TR A O AT HED TREE L Th R,

ERL10]o TR () IZBWT, R(17) TERENDRUATIVHEREL T
NUDNT I A AR ARV TR 2 A=V ARF L AR TR 4=
VUNTIVEDRFIT O, HELIR VAT IURETHND,

B, DAL T SUTIEAFAE TITATOZENTED, LT =T
TV VAT AN TN T I VAT LTI EO AR I AT B
Do

L LTI AZ )=V EOT Va— )V REE, TR 77 0o —T L%
TRIE, AT VAL LT IR (DME) 0356 17 Hins,

FOSIRJE L, $I20° CHDIEBEOM R ETOIRENLEIREND,

FOGIREEIE, W3 0. 5~12K[H] TH D,

A () TRENDAE DRI ORGES BT, TV BROALOT ) B R L2
HiETHY, KA6) TRENDEAMTT =T 2@ E FRIGSEDLZ LTIV
HNDH2-7n-9-(FT h TR a-2H-E"T -2 /1)~ QH-F Vo —6-7 2 ZFUEHZ
Tz, LU D G AR T IEITR D60 T e~ DV OPREIL TR
FET D ETIR, N(8) TRENLPIRMAZ B TRETL2ENTE, mERIS
Z YL 72N EWORI 38

[0048] L (D)
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[0049]

[0050]

[0051]

ERO0]OTRMIIZBWT, HREL T, T RIY LA DI LEDT AV E R
. KFEAT NIY L KEAHVY DEDKFCT VAV B BRERFTOND,

WL LT, ThIERR T 70 O T —TF VSRR AT VRV AT IR EE D32
FHhb, X ALEW (19) ZVEEEEL THWTHEIN,

FOGIREE L, FI20°CBEEEEo#h sl E TOMREEN DRI ND,

FOGIREEIE, W3 0. 5~12K[H] TH D,

TF& (m)

TR @MIIZBWT, LU TE, Yrrarzys raadv b, TR 770 %
DT HND,

i, (20) TRENEEDEIRPEATIMEL . RFEZIRINT DL LTI UG
EITT 50, TR’ T RO MBS ORIBOSE A DT DIZHEE T N U L Y
T NY LEOTMANE . SOHITAFELIEREE T MY LD KGR ZINA D205
FEL,

BOSIRFE L, FI10C~30° CORPHNALIEIRSND,

BRI, 185 1~6R5[H] Th D,

THE(n)

ERELI0IOTHE () Iz W L it T NID A DI DS T )V H ) 48
HH, KFETRID L KB BT DEOKECT VAV REE, KIER{ETRID L
IKEEAL A1) WG D BRI B3 51 B LD,

WRILEL TR, AZ /=L TRIeRR T 7 DT —T )V R R L, AT VAL BT
IR (DMF) |, K, ZHHDIRE VBN T B,

FOGIREE L, FI20°CBEEEEo#h sl E TOMREEN DRI ND,

BOGRERIIL, JBH 1~ 128 ThH D,

THE (o)

EREL10]OTAE (o) 12BN T, BeE LTIk, ik, BAL/KERE, Wil A7 ALK
g, T VAR | AF ELIE, BT A aEERE VWD ZERTED,

WIEE LT, AZ ) — VEOT N a— VSRR, Thoeka 770 Hox—7 L%
ISR T HND,
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[0052]

[0053]

[0054]

BOSIRFE L, FI10C~30° CORPHNALIEIRSND,

SOGIRERIIE, 3 1~ 2485 TH 5,

PLURIZFERE B2 2505 T L AFEBNT DUV T BRI 523 | AL AUTIR
ESNDHO TR,

PLU IR T FREHNC BT, 3R B L ONE I T Bk b E -, 2, RS
LR RO A BRI T K R R 7 TR L=, 'H NMROD 72 A LS 7 NET b
FAF N T NERIRUEL LTl Lz, 3 MelIATF VB A 535, TRAILE
V7 VA iR E BT D,

FEhifs] 1
N-~_=2-7ma-9-(7 h7e N e-2H-"7 2 ~-2-A /L)~ 9H-7 V2 -6-T3I/
[{k.28]

©/\NH
e
CI/KN | N>
3

2,6-71-9-(5 FERn-2H-E"F L -2-A L)~ 9H-7V>- (10.00g, 36.61mmol) ?
AZ J— 1 (100ml) BRIz, U7 (8.24g, 76.89mmol) 0% 0. 5HEH] N2
B LT, RS A RIEETH ALK (200mD) 204 72, AT L7 fS S 2 I8 B L | 1
sk B (12.38g, 98%) 2457,
'H NMR § (CDCL) 8.10 (1H, ), 7.42-7.26 (6H, m), 5.72 (1H, dd, J= 11.3, 2.4 Hz)
, 4.80 (2H, s), 4.20-4.16 (1H, m), 3.81-3.73 (1H, m), 2.21-1.66 (6H, m).
FE i 2
N-_ VN =2-TF h o -9-(FT hFERE-2H-E 7 ~2-A L) -9H-T Y L ~6-T I
[{k.29]
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[0055]

©/\NH
T
PPNP N
3

FEa w1 TELNTALE W (8.00g, 23.27Tmmol) & 7% /— /L (80ml) &F R 4 (1.6
0g, 69.81mmol) O AL LT= 7 1o F R L= Z ) — VESHRIZERRL | 120°C T2
RFIREFR LT, (B0 iR 2 IR TmAILT- 14, iz 8 LU, ik
Mz THIH U, AHIEAKTEL | Holth | B Tl L7z, ZRlich o
VTR INZ RS E e IEIL B RL LG (8.03g, 94%) 15T
'HNMR (CDClS) 7.61 (1H, s), 7.36-7.22 (5H, s), 6.86 (1H, bs), 5.62 (1H, dd, J=

11.3, 2.4 Hz), 4.81 (2H, s), 4.33 (2H, t, J= 6.8 Hz), 4.13-4.09 (1H, m), 3.76-3.69 (
1H, m), 2.04-1.44 (10H, m), 0.95 (3H, t, J= 7.4 Hz).

FEits] 3

N-~_ VN7 @E-2-7 FT-9-(FT h IR r-2H-E" 7 -2-A/L)-9H-T7V > —6-
T

[{k.30]

FEhE B2 L ITAL AW (18.70g, 49.02mmol) DOFEE=T /L (935ml) IAHKIZ, IE
g7 R 24(9.70g, 118.27mmol) &K (1.87ml) Nz 7-1% , B3 (15.67g, 98.04mmol
)W P L, SR CLURFREMHBR U7z, BOGSHRIZ10% T A Rl )~ N o KR Z N A
TR LTt AR A SRR IR K6 TN 2K UL, Wit U TR L 72
o WEIVATNAT DI TT 4 — (R T/ ~F =3 D) ITIDRER
L. s b (22.35g, 99%) 21577
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[0056]

[0057]

'H NMR § (CDClS) 7.34-7.21 (5H, m), 5.94 (1H, bs), 5.62 (2H, dd, J= 11.3, 2.4 H
7), 4.77 (2H, ), 4.33 (2H, t, J= 6.8 HZ), 4.18-4.14 (1H, m), 3.73-3.66 (1H, m), 3.0
3-2.96 (1H, m), 2.10-1.44 (9H, m), 0.96 (3H, t, J= 7.4 Hz).

FE it 4

N-_R D =2-T T -8-AF T -9-(T h 7R E-2H-E" 7 —2-A/L)-9H-T7 . —6-
T

[fk31]

FEhapI3 LA (22.30g, 48.44mmol) D AF J—)L (558ml) VAR IZEN 7K
WA~ RU D L (112ml) KGN A 3RFRRINBGR IR L7z, KEIMZAZ ) — V& E
TREEL, ML T U 7s, A 2K PEL Rets | UE TIRAEL L et kAW
(20.04g, quant.) 24572,

"H NMR 6 (CDClS) 7.37-7.26 (5H, m), 5.63 (1H, bs), 5.52(1H,dd, J= 11.3, 2.4 Hz)
, 4.80 (2H, d, J= 4.8 Hz), 4.30 (2H, t, J= 6.8 Hz), 4.12-4.09 (1H, m), 4.07 (3H, s),

3.72-3.65 (1H, m), 2.76-2.71 (1H, m), 2.04-1.43 (9H, m), 0.95 (3H, t, J= 7.4 Haz).

FEifs] 5

N-~_ P -2-T by -8-ARF L -9H-T ) -6-T 3 - N 7 )L A g

[{k.32]

TFA

ERi A TELNTALE W) (20.00g, 48.60mmol) D A% /— /L (500ml) IHEIZ, "~
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[0058]

[0059]

VA el (100m) 23 T U, =8 C24RFRRIBHR L7214 | W FRia L7z, FRI I THE
T - ~F RN R, BRI R G (16.13g, 75%) 2437,

'H NMR § (DMSO-d ) 7.93 (1H, bs), 7.37-7.22 (5H, m), 4.68 (2H, s), 4.24 (2H, ¢,
J= 6.8 Hz), 4.03 (3H, s), 1.67-1.60 (2H, m), 1.39-1.33 (2H, m), 0.89 (3H, t, J= 7.3
Hz).

FE it 6

N=-_ P =2-T7 1 -9-(3-/mu 7/ me L)-8-ARF L -9H- 7V -6-7 I
[1k.33]

©/\NH
N;\/'[ N\>¥
OMe
\u

FEhEH5 THELITALE W (15.00g, 33.98mmol) DY AT L7V A7 IR (150ml) 5
Wiz, REEH VD A (14.09g, 101.95mmol) 2Nz 7-1% | 1-7 eE-3-rrarr/ (1
0.70g, 67.97mmol) Z N A =Sl T4 IR L7z, FOCIR B W2 TR L | 7Rk
(ZKEMA V2T U 72, ARSI 27K EL | Wlth | DBUE TIRMR L7z, 7R
VBTN IT LI N TT 4 — (FEE T L ~F =3 D ICEOERL | 25
A8 (12.05g, 88%) Z15%7-,

'H NMR § (CDCI) 7.37-7.24 (5H, m), 5.76 (1H, t, J= 5.6 Hz), 4.80 (2H, d, J= 5.6
Hz), 4.30 (2H, t, J= 6.8 Hz), 4.07 (2H, t, J= 6.8 Hz), 4.06 (3H, s), 3.52 (2H, t, J= 6
.5 Hz), 2.27-2.20 (2H, m), 1.80-1.73 (2H, m), 1.50-1.42 (2H, m), 0.95 (3H, t, J= 7.
4 Hz).

FE it 7

6-(RUUINT))2-T L -9-(3-rrr T e L)-7,9- VR e-8H-7 Y -84
[{k.34]
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T\

NH
H
\cn

FEhE B THERLITALE Y (12.00g, 29.71mmol) DA% /— /L (240ml) VEHRIZ, 4N
A2 (60ml) & 1%, SBIE TI2ME MR U7, W2 I0E T RIS, 7R
(ZKEMA, ToE=T RTHRLZ, AT L7k ShZ g L | AR a0 k54 (10.08g,

87%) ZAF7=,
'H NMR § (DMSO—d6) 9.81 (1H, bs), 7.36-7.26 (5H, m), 7.01 (1H, t, J= 5.7 Hz), 4
61 (2H, d, J= 5.7 Hz), 4.16 (2H, t, J= 6.7 Hz), 3.81 (2H, t, J= 6.8 Hz), 3.66 (2H, t,
J= 6.4 Hz), 2.14-2.07 (2H, m), 1.66-1.58 (2H, m), 1.39-1.33 (2H, m), 0.90 (3H, ¢,
J= 7.4 Hz).
FE it 8

[0060] 6-(~1 N TR))-2-T T -9-3-[B—F/NRY L ~4-—A LT e V)T T e L
-7,9-VeRE-8H-7V > ~8-F>
[{k.35]

©/\NH
H
N\O)\\N N

=0
b

Fha B 7T TiELNTALEY) (5.00g, 12.82mmol) DY AT )L ZLiRFR (5ml) TEHE
12, 3= /LR 7 e )L 72 (18.50g, 128.24mmol) 2% 7244 . 80°C CIMFRHHE#E
Uiz, ROSIRGICHERE =T L% N A, SFn ik TR PEL 7z, A H 4 izt
%, WUE FIEAEL . st b B (5.92g, 93%) 4572,

'H NMR § (CDCI) 7.33-7.21 (5H, m), 6.92 (1H, t, J= 5.6 Hz), 4.77 (2H, d, J= 5.6
Hz), 4.25 (2H, t, J= 6.8 Hz), 3.72-3.65 (2H, m), 3.68 (2H, t, J= 6.8 Hz), 3.58 (2H,
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[0061]

[0062]

t, J= 6.4 Hz), 2.57-2.31 (10, m), 1.78-1.62 (6H, m), 1.42-1.38 (2H, m), 0.93 (3H, t
, J= 7.4 Hz).

FE it 9

6-72/-2-7 hF T -9-{3-[(3-F LRV —4-—A( /LT e L) TR 17 BE L-T,9-U R
-8H-7"V-8—A4 « SHE R

[{k.36]
NH-
H
Néj\/'['\'/&
o)
/\/\O*\N N
N
N/\/\ \\/O
3HCI H

FERaBIS TELNTALE W (5.92g, 11.90mmol) DAZ /— b (120 ml) ZH 12 L (1
2ml) &£Pd-C (6.00g, 50% wet) Z 1A, KFEIRPHA T IR CT2.5RF MBI L 72, UG
RAEWMETTANERL , JEHE I MR L7z, ZREICAZ ) —/1 (60ml) &2-7'1
sX—=/b (120ml) Z M2 R U714 | KR a2 IE I L et b &9 (4.72g, T7%) 21572
'H NMR § (DMSO—d6) 11.12 (1H, bs), 10.58 (1H, bs), 8.93 (2H, bs), 4.20 2H, t, ]
= 6.6 Hz), 3.97-3.94 (2H, m), 3.84-3.74 (4H, m), 3.40 (1H, bs), 3.38 (LH, bs), 3.19
-3.14 (2H, m), 3.07-2.92 (6H, m), 2.10-1.91 (4H, m), 1.69-1.62 (2H, m), 1.45-1.35
(2H, m), 0.92 (3H, t, J= 7.4 Hz).

FEHiB 10

AT BHI3~(6-T/-2-T hF -84 FV/-7,8-VERB-9H- TV -9 /L) 1
E NGB~ A=A T aE )T AT NN T == ) T T —h

[{k.37]
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[0063]

FEa B9 TIELNTALA Y (1.00g, 1.93mmol) DN-AF/L-2-t'1l > /> (10ml) ik
(N =T L7 (1.14ml, 7.73mmol) EAF /L B-F/V T ==)L) 77—~ (0.52
g, 2.90mmol) ZHN% | IR TOLRFRIEIEL 72, T ND AN 7B AR rERYR (0.8
2g, 3.87Tmmol) Z Nz, SHIZ24RFEBEFEL 72, ROSIREWITKEINZ, 77 €=
7K CpHSIZHHE L7, AT L7 bz sE IR L | 5 b5 (0.98g, 89%) 24377,

'H NMR § (DMSO—d6) 9.82 (1H, bs), 7.24-7.15 (3H, m), 7.10 (1H, d, J= 7.3 Hz), 6
.39 (2H, bs), 4.11 (2H, t, J= 6.6 Hz), 3.67 (2H, t, J= 7.2 Hz), 3.64 (2H, s), 3.59 (3H
, 8), 3.46-3.49 (6H, m), 2.41-2.34 (4H, m), 2.22-2.16 (6H, m), 1.85-1.80 (2H, m),
1.65-1.57 (2H, m), 1.52-1.45 (2H, m), 1.40-1.31 (2H, m), 0.89 (3H, t, J= 7.4 Hz).

P3¢ BRI I Rerk
AT, IR ELTH AT T =L B AT OIS ERPRSNOHOR
Gk M OEORGEHRRFKREL THHATHD,
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TR O H
(1) :

[fk1]
= (R)
HN/_Q

JIH

N~
(n

|

P

O
(~+NRZR3
(\)HN{-;)_

GUHP, KT 1302088 2R L RIKERF A a7 URF | RERL~6DT IV
TV, RFBEA~O6DOT NFNAFIH T=bufaR L 2228V T, k32
T ELE 2D0DORIZENE A — TR 2> TN TH IS mM& Onid L T2
~BDE AL RITIRERI~6D 7 L3N HEE L RO L OR IR — LR
STKREFRF UTREEL~6DT AF L HEERT) HOVIR KR ORDBHEAL
T, s ER bz nlyy BRI TAENRI BT R

FERYD ERTGU | IR EERTUUEER L T THEL, 22BN,

R'O

BRIV NIREERTUOAMREZIF TR, IREEL~AD T /L)L A TE i
SHTWTHEV, )
TRINDIEY XIF DO Z RV NARISITA L, K(2)
[fk2]
NH,
H
N~ ™
PP
R'O7 N N (I NRPR®
NH

Sn

(2)

(FH . m, n, R", L ORFHIFE R THD, )
TREINHNEWM T DE AT H TR (a) ;& DUVNT,
ERE TR (a) THBNZA (2) TREND L EW TF DA (3)
(k3]
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[2]

[3]

[4]

PCT/JP2009/050549

COOR*
omd (3)

G RNYTRER L ~30 7 LS iisF9,)
TRINIEEWE ., B FERETHOFIE FICSSES TRE(D) ;
ZIEMT LR REET S, 4
[fk4]

NH,
H
NZ >N

[ o
AN N g/_)n_NR2R3

COOR*

(P, m,n, R, R* RREOR1FIFIFEFFZTHD, )
TRENAEAW UTEDIEY LIFRSNDEOMEH 1k,

R'O (4)

THE (a) DR T NALROGD, (al) KFEHTA, FEEALIEF LT =0 LWfF
TE R, 23TV ARFEBE U ITAKERL TV AR FEMBEE W TI T b s
KREBHINBG . XX (a2) 7LvFLrmamaiL A—b B LT B 7 L% L 7amaiRL

A—FE T TR NAIAR DAL G T D, iR IR O RE 7k,
THE(b) DFEYERIEITLAINT NI AN T B RaNARTARTHD, §
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