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200480008956 0 wm # E 3k H 1/570
L —F#l 4 5-(a-HRTBLA)-8- IR AR -(TH)-"£R-2-F Y 7 ik, %
7k @i
(a)

(i) H& 8- K -(1H)-"2obk-2-F7 5 BLALH) Aok 5 AT BR B 4 A%, 5- LB
-8- K -(1H)-"59%-2-8; A
(ii) 4% 8-B K -(1H)-"£9k-2-F7 5 BRI KL £ A&, 8- LBLA A -(1H)-"%
WR-2-BR, B GHB R TR 8- LBEEL-(JH)-"Eok-2-BA L
AR 5-TBLA-8- B A -(IH)-59-2-F; R#
(iii) W 8- LBLRK-(IH)-"Sok-2-8 5 5 5 B B R 4 A%, 5- LB A -8-
£ K -(1H)-"£9%-2-5

(b) HFTR(a)FHFH 5-wb},%-s-#éi-(lm-w%%-z-m%ﬂﬁi RL #)
WA EBF BN AT R AR 5-TBA-8-RREL-(TH)-"%
W-2-B, EF RARFEHA, LABELEAR, &

(¢) & 5-TBLA-S-BRAREBE-(TH)-"59%%-2-B7 5 X 1LH) £EH HFETF RE
A A% 5-(o - AR TBLK)-8- I A A -(1H)-"E9k-2-FA.,

2. REBEBFNZRK 1 HF%, EFIrEBILA LA TEEEFR TBLE,
AT 8-LE - (IH)-ER2FANERLE, AN 1 BEREE~15BREEH
THE,

3. REFERANZRK 1R 2 8955k, EFATERGMBRMAL A =AM,
FALER TR, X T 8-LE-(IH)-"SHR-2-FAHER L FN 8-LEBLAA
-(IH)-"5R2-FAERESE, BUA3ZEREESERLEENEHE.

4. RBRF)ZR 1-3 FHE—RGF %k, HPFTRQES TFHREWHE
ATH#AT, LFAEE TP hik § FA4HA. BI04, RiLEFRLE
M E I, RAE Ak fokersidh, woesidh, &, HEPRENEF
RAR.

5. RERANER 14 FE—AN T %, ¥R EAF X RL 91L64
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HH a-FAFEE, RATR. FERFFLE,

6. REFEARF|RRK 1-5 VHE—RGF %, L PATE 5- Lo E-S-RRAL
-(1H)-"6%-2-BA R 5- LBLA-8-F B A-(1H)-"59%k-2-,

7. RFERA|ZR 1-6 PE—RhF %k, Ebrrid 9uhid LB
SRR, B, N-BRIEABLTAE. N-RARKMABLTE. . &. HBEA.
FREZFR-Fabe, RALA. Zi8nres, wivt =8, Ribst,
FRABRFBAF . AREMELEA,

8. MEFEMAZR TN F &, L PR RIARFRA =T A —Faibés,

9. RFERAEK 1-8 FHE—ANF ik, L PR S-(a-BKTBE)-S-
BRAEIK-(1H)-E9R-2-FAR 5-(a -8R TBE)-8-F A -(1H)-Eok-2-FA,

10. REBAER 19 YE—RAM T %, EFESTK@)T, FTEEH
B ZRHFR. 1,2-2RLKE. ARE, F=8K. Ce-Cpu 8B AEMNMGA

A EFTRODF, FRENLH AR, FEARTRAR., OE%%wH,. —FF&
ABE, 2-FRACESR. —RZLAR., —E T8, Kieeitas, £F
Be)P, IREFNLEHLER. ZATH. AR, LRTLE. LA HES.
LEETHE. X, X, e, —FRA8, 22FRECER, —T T
A®. —RFRAfeéas.

11, REARAER 1-10 FE—AMF &, LPEFR@TF, BEAHO
CZ 160C; EFHDb)F, BAEH 20CE 90C; AFEK(O)T, BEHY
10C £%5160°C.

12. —F4& 5-[(R)-2-(5,6-— T & B id-2- A RA)-1- L4 -TH)-8-%
A -(IH)-EHhE-2-BR 6 5 ik, BF ke
(2)

(i) 3% 8-#2AK-(1H)-"5o%-2-87 5 BRALF| Fo 3k ) £7 B R_RL 4 A%, 5- LBEA
-8-# K -(1H)-"E%k-2-8; &

(ii) 4§ 8-B X -(IH)-"E-2-F 5 BIL A R A A &, 8- TBLEL-(1H)-"4
w-2-B, A% BT BRI IEATIR 8- LBLEI-(1H)-Sok-2-BF 1A
8 5-OBR-8-52 K- (IH)-"E9k-2-F7; A&
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(i) ¥ 8- LBLEL-(IH)-"Sok-2-BA 5 % 5 B BB B 4 &, 5- LBLA-8-
# K-(1H)-"E9-2-8R;

(b) RFRGEFHFH 5-TBLA-8-BE-(IH)-"E9k-2-F5EA KX RL #
Wy EBFER BT R A R 5- LA -8- RN A -(IH)-%
#-2-8, HF RARFEHA, LAZELH;

(¢) ¥ 5-TEA-S-BAREK-(IH)-5HK-2-FA5 QK EEFFET RE
A AR 5-( o - B4R LB R)-8-BAR BEA-(TH)-"59k-2-FR;

(d) ¥ 5-(a-FKTBE)-S-BARRK-(TH)-"S9-2-87 5L R A £ F M4
W A ET R AR 8-(BRARAK)5-(R)-2-HK-1-£%-T
A)-(1H)-"£%-2-5;

() HEBEMNAETABRLE S-(RARAKX)S(R)-2-BK-1-£X-T
BR)-(1 H)-"2o-2-BR A 2 &, 8-(FRAK B K)-5-(R)-FR R L HLAR-(1H)-"£ 9k
-2-8;

(0 HEAH XD 8-(RREL)-5-(R)-FF R L -(1H)-"E9k-2-5

52 BA-(5,6-=LR)-HHAL LKA XA, ()FAV)HLEH
W B R,
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(h) ﬁﬁ&wmﬁ,
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£+ RARP AR, A 7€1Ffl 5T
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5-[(R)-2-(5,6-— T A~ i -2- A R AR)-1-5 K- LK |-8-F2 K- (1H)-"£9%
-2-BF 3

o]

HN !
HO (Vi)
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NH,

OH
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5-(R 1% T BEA)-8-(BRAR AL )-(1H)-"Eok-2-87 69 F) &5 &

A AR —F 4] & 5-(« -8R LBER)-8-F B -(JH)-"£9R-2-FA. 4]

4o 5-( o -BARTBE)-8-F RE-(IH)-2k-2- B 7 ik, bR F&

5-[(R)-2-(5,6-= L 2 - i -2- . B )-1- 2 5 - THK)-8- £ K (1 H)-E 9 -2-

BR 25 69 A R F 4K,

5-[(R)-2-(5,6-= T -2 i -2- X R A )-1- 2 A - THK)-8- & K -(1H)-"E%

BR-2-BA 2 LA A K EAETT KA EMNLY - FH Y EREKRBRAN.

Blde, 5-[(R)-2-(5,6-= T A&-H #H-2- 2 8A4) -1-2 K- TR]-8-2 X -(1H)-"5H

BR-2-BR B sk B& 2k A 06 55 o vl Ao iR b FL M AR & 55 (COPD) L AL A &, b

o, FDRBME TR FAKIFRA KGR FFE M RRK.

B—F&, AEARBKT —F4& 5-(a-HRTBE)S-RAAL

-(IH)-"5"R-2-BAM 7 ik, 7k Qs

(a)

(i) % 8-2 R -(1H)-"5%-2-FR 5 BLALH| Fo3k 5 BT BRB AL £ &, 5- LBtk
8- K -(1H)-"5%-2-8; KA

(i) ¥ 8-£ 2 -(1H)-"E9k-2-8R 5 Brib A KA & A%, 8- LBLRA-(1H)-"8
#-2-B7, ARG HBRBIALTEIE 8- LBLEA-(1H)-"5%k-2-B7 1A
AR 5-UBAR-8-F2 K -(1H)-"£9%-2-BF; KA

(iii) ¥ 8- LBLAL-(IH)-"S9k-2-FF 5 34 5 BT BB 4 &, 5- LBtK-8-
#2 3 -(1H)-"E%-2-B;

(b) HF ()T 4T 5-LBLA-S-B A -(IH)-"B9%-2-FA5 LA X RL #)
WA A ER G BET REAER 5-TBA-S-BAREAK-(1H)-4
#h2-BR, AP RAKRPER, LAEEXKA; F

(¢) ¥ 5-TBLA-S-RARAL-(IH)-"5H-2-F05 Guf AEAALET A
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A R S5-(a - AR TBLE)-8- TR B -(TH)-"Sok-2- B,

BAHEABLEEREFGFERET 5-(a-RARTBL)-8-FEA-(H)-
BoR-2-8F, FEFRALFMIR (regioisomer) %= 7- LELA-8-F A& -(1H)-
"Eopk-2-B-(1 H) 9 2 AR KPR 33 3K 4

ERZPY =587 XF, TR@ET R 8- K-(1H)-"E%-2-
AR & BrAL ) o 28 5) A7 BR BURL A AR, 5- B -8-2 A -(1H)-"E9%k-2-F,

BEARRNAH—ANE#RT KT, FR@RLET AW 8-FE-(IH)-E%
-2-BR 5 BRAL ) BB & A%, 8- LEER I -(TH)-"59%-2-87, F AR 5 B8 Rixsk
ERTA 8- TBLEA-(IH)-"Eok-2-BAk A &, 5- LBk 8- 2 -(1H)-E9%-2-
AR .

BALRYX—AE#TXF, TRE@HLET RIS 8- LEBEL-(LH)-
weopk-2-BR 5 3 5 AT BRUR B A& AR, 5- TBL A 8- A -(1H)-"59%-2-BA,

BIAP PR G REBER FTESX:

XERAE “BX” X “BE” RTETAEABEATE 17 %(BL
B VIL AR AE, L Thbl4e 8. & BN, Kk, GRAXHES
. R,

BT “C-CisBe A" ATFEA 1-18 NEBTFHIS4 AR, 4
1w C-Cig AR A TEA. AARTAR,

KPR “CoCisFirik” RATEA 418 NMNERTHEHLAR.,

REFTAM “BR” T AR IRE, L TUEH 4 C-Cy i,
PR, A EAL. FEEA. ETHE. BTA #TA. RTA. &
BER AR, AHRXMTA, AR IEAA. AR L 7
AR T MRE, iR ES C-Cori.

XERTRY “FR 2T Ce-Cry T, ik H Ce-Cro F &, FTvAH)
kit A, S ERE. A KREEA. §F. REA. RARSREA
AHES—AMARARRK, KRB FAREE,

REFAE “RER” ATFASERIBREANL, FTUAREH4e C-Cyo
REA, WTERA. ZAA, ERRL. FRALA. ETRE. FTHRAL.
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fATEE. RTEAREAHRIHREL. AHSIXHTHREA. IH4NR
FHERA. AHRIMBTFRA. IHRIMFRARE LERIEER
A, Rk EAR C-ComEK.

PR “BE” ATFHERIAHKL, L TURH4 C-Cp i A,
A, -AMA. 2-&EA. -THA. FTHA, RESRIERE
£, AU4RTMOHL. AHARIHBERE. ASRXEFHEA, 4R
FEIHARE AR IBRIFHE, RARERR C-CoH A,

XEAAY “HRL” RFTEH 3-8AFHERTFH C-Co A,
TUAZHHeIRAA, RTEA. FRAL. FRTA. REARFTELA, 44
fT—ANBTAB—A. AAREA C-Co k. LARTRRNK, HKitk
AR C-Co I,

EEFRAE “RARRA” RTEANMBBRRTRLELE KA LY
A (Hlde B Ci-Cyo SRBA T 6 —A) . Rk, FHFIRBARRFIH;
Cs-Ce it , LERAXFAXTAWRREL).

X 2R A R BEIR AL BT C3-Cho SRR EA-C-Cro &, £ F Ci-Cpo
KA LA 3-8 NRBERTF, HThRHwik L& Ci-Cp RBEAZ—BA
8 LR C-Cpo A Z—. LHR C-Cy HAZX—, RBHINEAIER
C3-Co IRt A-C-Cy d

KERTAG “FA” A THBR T4 C-Cy FA-C-Cro ik, #HT
AR B ER. TRE. ZFRASEARKL LR C-C A Z—,
REZ C-Co Btz —., KT ERXE-C-Cy wA, LERFER
2-RETE.

KPR “RR” RTEHES WABBEFF—A BN ZAK
WAk E R EARRGERFHENERE, HARERRIAA ERE K
BEFAREETFLORA. BAEE, £ARE. RESRART AN
WL R TR RS> FHEARS, ATURALEF AR &
RARFHLER. RALHRAR, dovke ., wbo ik, RoTE. kdhA,
O kHARESL; RFEAANMLAR. EFRANERTHER. £
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HEIAE, denked ik, Hoh, REA. ek, Rrmed k. Eek X,
Dok A RARDHE, KL EAEAZER S K6 NRERTFRAEKRLY 1
K2ARBTF. AFIARBRTRIARETHERL, HERRAERE
BF L C-Cyttih. £E-C-Ciiik. C-Co AR ARFEA-C-Ci A
BAX.
XEAE “FRL” ATFEBRIBLFRE, flom—AR3
MNERFEBARY L C-Co e i —.
WEATRG “BRIE” ATE—AREAN (FlIm—A, BAREA)
HERT. RARAXARTFRARG ISR IERL. Flde C-CoiA. &0
LR C-Cp A Z—, KA RKERK A AARZANARAXRERT
A C-Cy bt k.
XEAAM “BRFARL R FHERME ) —/ EEZ Xk
AR F AR,
EHEANBRA P T BARA LT, REREBEETIARHA, #
# G4 AAEAMEMRBX 8" HiRERA CHEITRERRT RS
F—REHITR, ERHFRETEECELKITRIAZERERTRE.
BoAFE, AEPRBET —F 5 E 5-[(R)-2-(5,6-= T H-8 % -2- K &
) -1-5 K- THK)-8-FRK-(1H)-"EoRBA-2-BA L 6y 7 ik, E 7 ik B35
(a)
(i) 3% 8- K -(1H)-"£9R-2-BA 5 BEALF| Fo ik 5) BT BRBRL A A%, 5- TBL A
8- K-(IH)-"E9%-2-F; 34
(i) 4§ 8-B A -(IH)-"£-2-FA 5 BRAL A B AL & A& 8- LBLRA-(IH)-%
wh-2-B0, B BT BRI AR 8- LBLR R -(1H)-"5%k-2-B7 1A
AR 5-TBLA-8-B K- (1H)-"5%-2-F; 4
(iii) 44 8- LEBLE A -(1H)-"SM-2-B7 5 38 5 AT BB B & A%, 5- LBEK-S-
# 2 - (1H)-"59k-2-B;

(b) FHFTRGOTHF 5-CBAS-BRA-(IH)-"tHh-2-FR5 LA X RL &
AW EBAER B ET R AR 5-LBA-8-RKEL-(IH)-%

10
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#h-2-B, HF RAKYEAA, LABEELA;

(0 H 5-TBA-S-BRARAK-(IH)-"S9H-2-FA 5 (LA EBEH AL T RE
AR 5-(a - B AR GBI )-8-FRAX B -(1H)-"E9k-2-BR;

(d) H 5-(a-RNKTBER)-8-BARAK-(1H)-"E9k-2-B0 518 B A £ F H 48
R 6 BT B A 8-(RAREL)-5-(R)-2-BK-1-BA-T A )
-(1H)-"&%-2-B;

() EAEMNABETABLE S-(BRAAL)S(R2-HAR-1-2E£-T
A)-(1H)-"2ok-2-FAA & &, 8-(RAREH)-5-(R)- K& Tt A -(1H)-"£9%
-2-BF;

(0  HEA XD 8-(FRAREL)-5-(R)-F & T A -(1H)-"5%-2-F

0

5 2-8E-(5,6-— L) HHREARSH XNAD. (IDF(IV)s5L44
8 B EL iR,

. o) ’
HN |
(o}
7 )
R )
r N
: H
OH
o
o HN |
HN g
O
R” <" N
(m A
oH OH OH ™
HN

A9 RAKPAH;

11
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(8 ZEEMNEAETABRLEESTRWET ST R RAY AL B LG
3#;
(hy EFRLEZEAXNNV)HE,

o]
HN I
(o]
R/ V)
. A'
: NHzﬁ
OH

EF RARFEA, A HASTF;
(i) AEMNAFETAEAAVHEFREZMERPEARUEREA X
(V)&

0
. HN l
HO
v
; NH; ¢ A
OH

AP A ARBT; Fo
() ZAFHNAETRARLEAAXNVDHERALRLA X (VID#H
5-[(R)-2-(5,6- — T A2 i -2- R B A )-1- 2 K- T K )-8- % K -(1H)-&%

-2-BR 2k .
(o]
HN l
HO Vi
. . X
¥ NH
OH

EP X AREF,

12
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Ffid 8- &-(1H)-"£9%k-2-8 B4 X (VIII)
(0]

HN |
HO (vin)

i 5-TBLK-8-2 K -(1H)-"59k-2-FA LA X (IX)
o]

HN

CH,

HO
(ix)

o)

ik b, FTiEBRALA] A TERET R TBLA.

ik, KT 8-BA-(IH)- M- 2-FAHERLE, BEY 1 BERLEE
EAHISERLSE. BHLY 1.05 BR L FHBLA.

B i 3% 5 A B AR ik ik B = RALBI(BF3). RAL4E(AICL). Fovg |4k
(TiCly). £k, BHABRRARMNE. LTRAB ARG HES.

AT 8-BR-(IH)-"Eh-2-FAE R L FR 8- LHBAK-(1H)-"Eok-2-F
MERYLE, BEXTLERIAFHHB IR, Hikd, AEAHIERY
TEHSERLEE. ERAYI2EREFENHIBERETHNRHITK,

ERERPH—ANEkF T, TR@ESNFETHIT. ERALAY
FH—AREFTRY, FR@QOESFEENOEALEE TEHTRIT, BF
FAWA B TFRARIMAE ALY (alkaline halide) .

R e 5B (a) T AR IEA FTRIER LR T 5 Friedel-Craft &4
A EGIES], WRIER R AABBARAR by, FELE—RFTIK. 1,2-
ZRUHE. RE. AF=RK. I8k Co-Cu B2 (Flde, FFR. BREAEMN
89484 ) . BT MER BN 4. AT (@) TR KRR IEF ZAF—RK,

TRO)TRAERALEN M AEL O BDLSFETFRAGETFL

13
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M T HAT. FTERE A RLE § R4, BRA. RIEMR4E,
BARSEH, PTEAR R H BALsh, TR A 0L g a4,

ATRANFELATFAEGRTGEETRTAARHAGAET. &
T, EITHRELREBRLEGRAOYHAARE FRIK, BFREEAR
AREREFEARE. BARIFHERN. EREBELTEART LS
DREBEBIBS TR, ek EA ), “AREREARAE” %%
BFRAKEZAEE 25CFIF44 1 mmHg. £k 25CTFF4 0.1
mm/Hg # & RE,

ETHETRIENGER, BEXRS TN, 22, KL S FRIKE
ARG R E T HRAK, Kk, P HFRKGBEEKT 250C, £48
AT 100C. RMALEN, FIABFRALAIKT 0CHELE, FALAT
BT AR, Kikd, FTiE B FRARE 25CRIZ M FEE I F 500 E 6 (cP),
F AR T 300 P, FALZLITF 100 cP.

BHFABTRAEAFHMEETFTTUARL—FHAXRZSARRAGHL, B
FEAAAL, BEEAMEERL “MEF” RN QEXB/FEESTN. AT
REFRANGFAE FEEAVRENIE T, AFEMEFHTHOIESA
FROMETF. A E FhpmiF.

ST EREFERGMAE FRARINGRRE, OEKK. BERMFTHRGE
AERNGEET. Ritk, SAFRNAETFRERARZHEF. oK
Aok B T AKX R NH, R EEE T, £ x4 03, REgEik
AHEF 1-18 MR T o, B4 RatAkPe & FTRAEA FRAKG BALER
B, *TATEBER B TRA KA GRA, RORIRK, BfFhasng
F. ik, FRABEEFOAEX R PHOBMEET, L+ x % 03,
R& G ARARFE, HllA 1-18 MEEFHRAREL, F4ira
BTRAFHANGRS, LOIRKR. BENFTRGRMEE T, Hikk, FF
R4 E FEEXRLSHAAMAETF, £F x4 02, REAAHARE
RFE, HlImEA -8 NMRRFHRAREL., Rk ETFaiE1-O
WRAETF. BT, KB ETF. 1-CAI-FTRAKREEF. 1-TA3-

14
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FEAKAEE T, BETRN-TEAUZHET,

TR T B FRARG A B FRA A4, LA VAN & T.
BERTAEARNBETRARE, LERRHHR. FFERAE TR LT HrEB
R BRSO ET, MIBANAMLET. CEFRASHBRR (A
RTRBBAR) AR, RRRAET, A CBRFLATR
AR, FFAMETFHEA CI'. Br'v NO,"» NO; . AICI, . BF, . PFs
"+ CF;CO0 .« CF380; » (CF380,),N + OAc + CuClz « GaBry « GaCly
“#= SbFg .

RN EH A3, ERRRTFReest, s (pyridium
salt) . 423, LA LE. KLk LA X X):

¢'R1
I\
(; Yooow
&
#F

R! = R2AR 3 3bik ) C-Cps 83k C-Crs Fakk; Ho
ATAHARE T,

itk 64 3 A X (XT):
5 Re 3
R (x1)
l, A
R
£
R, R'. RO RO I ik f C-Cis ik C-Cy FHE; #o
A" AHRETF.

ik, R, R, ROARIEiibit f A, AEAMTA.
k3% 4% 3 B A X (XTD):

. R‘lo
R \\ +’R

i
A
Rl

7
(x1)

15
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£ F
R. R ROFR"BIikh C-CsliskiA C-CsFkk; F
ATHRABT.

#iti, R’ RS ROAR" it i LEFTAE.

3% #g ok 45 3 B A X (XT):

AN
l = (xim)
" x
R11
Ay
R!! ik f Ci-Cys HE&E%" C4-Cis %75;!75&, Fn
ATAHHHT.
Hik i R" A TERTA.

BT R LR E S @A TRT 1-TA-3-F AL 85 fB
. 1-T 3T hokeb s fAEEL L . 1-F A3 F Aokeb SN RUARRR AL
153 F ok S0 fA B . 1+ R -3- T ok 650 BB L
- £ 3 F Ak H R (ZRARTA)RBR)T B &
( 1-ethyl-3-methylimidazolium bis((trifluoromethyl)sulphonyl)-imidate ) .
1- T A -3-F Aok S5 (= A F A&)8Bt) (1-hexyl-3-methylimidazolium
bis((trifluoromethyl)sulphonyl)amide ) . 1-T A R4 v AMBRE . 1-F
Aokez g B . 1-T A -3-F Aok divg BB . 1-F 2-3-TAK
Peokeb b, 1-TAE-3-T R RARAE ., 1-FE3-TARMARLE, 1-FE
3-T R, 1-F A3 AARMKLH, 1-FA3-SAAMAL
B 1T R FARMKE, 1-F A3 RERMAAE, 1-FEA3-+=
AR, 1-F A3 R ARMRLE, 1-FRI-TARERR
kol 4, 1-F R ARA R, RGBT THARMRE
. T A =i k2 4 (ethylene pyridinium dibromide). T ZX& =&AL
#7% 43 (ethylene pyridinium dichloride). T & Fftrtez & fa T Kb f0rbog
&,

16



200480008956. 0 oM B FE1/29m

RL BT RERZ 1-CEI- TR AR =R OBE, 1-TH3-FL-
Kb Z OB E . 1-C A 3- TR K= BB, 1-TA3-Fihoked
AR 1-FAI-FTARLD X ERARE, 1-043-F Ak~
R, 1-TAI-FR B CRABE, 1-TA3-FLA 2w f
BB AL . 1-TA-3-FR S fmat . 1-F2-3-F 28 bokeb
1-TA3- PR = B, 1-TA3-FA ks = s . 1-
TAI TR A= EFRARE. 1-CA3- TR KL = R TR
# A 1A FRA- AR (ZAFTEABBR)D BB
( 1-ethyl-3-methyl-imidazolium bis((trifluoromethane)sulphonyl)-
imidate) . ALk, BFRKLEEH 1-THE-3-F R okebd = BB
1-TA-3-FARALRAE, 1-FAI-FRALB AR LA 1-TL-3-
Rk BT AR, TR BT RAR A AA,

BTREUFEHMBEGREDTERETHREELERA (L
Wasserscheid %, Angew.Chem. Int. Ed., Vol. 39, pp- 3772-3789 (2000) ) .

ik, Frid 34 HITERE & T E T A AH L 10 £4 0.1,
BRigH, PTRABHIMBRE B FREHHETRAARILALY 3 E4 1.

TR@)FEAGBEMRLEAL 0C-4160C. kM, BEHL 10
C-45120C, JMALEAHH 15C-4100C.

TR) T FFE 5-TBA-8-BA-(IH)-E%-2-FALTA 5 BA X
(XIV)# 7- LB -8-#2 & -(1H)-"5k-2- B — R A &

(o)

HN

HO
(Xiv)

CH,

5- B 8- A -(1H)-"Eobk-2-BA T A8 i KA E 4t S FFH AR P 1
FEAT —FF B L a4l F Bk 3R 46, Fldoid id 45 h RAEH FHRE R,

17
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A TR R RAREER A T,

EFZY, FRO)F, ¥TR)THTH 5-TBA-8-B 1 - (TH)-"$£%
2-B5AA X RL AN EBFENGEETRE, A& 5-TBLA-S-
BAREK-(IH)-E9%-2-F, £+P RAKPLARA, LAEELAH.

5- LB -8- B B -(1H)-"Eok-2- B B A X, (XV)

O

HN {
r° xv)

CH,

A+ RARP AR,

HARAXRBBRP QT RAXRYPAAN, THREARETRAGHR
R FHRP AHE, #3= Protective Groups in Organic Synthesis (T. W.
Greene and P. G. M. Wuts, John Wiley & Sons Inc, % 3 }&, 1999)F B4k
8, EXMREHAT E TR SARBXBRY A 7 k.

Rk R KA A RABRBEARAR Co B AR AR, EHikk,
FrEdfryp R g, HE. FE FRHRE. FREA. KELARK
Ry Tk, MRARARFTRALR 124 MERT, LAHAREE 612
NRBRT . FrRBAe Falr Rtk 2 ) — MR ARK., Rk, &
PRAAAFEAIRTEAFEATAERE,

ik, BA X RL 691004 A B RBRKA LGS, )
o -FEAFELE, RRTR. FARFTRL, RANBROETEN. &
FAb4h. REAAT. BEBRAT. BKBRAT. BKBREAT. BB4L. AR
Be (=T M. ZTABERNN-ZAARCER) . LT REABNSE
A R A BN, KBRS, RALH, PTEBA NN-
—HRETRE.

TROb) T ER Rk § THBERE, BB C-Cot B, TR
LB, LA AEEA OB TE, RERAR, #ldr C-CotAR, 4o TE,

18
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CBf. RER, THAKE;, —FATBE, —RAR, flleRfsTLER
TRE; TH; £, wwicked; —REAS, o fHLK. 2-FAL
LRBA— B LARE AKER, doK; BFaK; FRMEN, wof
Fho. €T MR RER 6 48E . A FHE D) —F A Z &I
. RELKARERR AT A 10: 90-90:10. FiRiki, FEASL K
WARPUARRL 3y 20:80-80:20. FALiki, HENL KGRI A L 75:25,

ELRD)EF HBEML ALY 20C-490C. ik, BEHL 30
C-2980°C; AmMLikibh % 50C-270C.

5-TBLA-S-RANBK-(IH)-HH-2-FkiLh 5-TBE-8-FEE (IH)-
Sok-2-BA,

fEiE 3, 5-TBRA-8-BRREA-(1H)-"50k-2-B0 = 4 7T o038 i RAT B 2,
Fatl) B ik F AT —FP AT AL, HldeiBit st B

EF3Y, TROT, AEMNGALETRESTRD)T 514640 5- 284
-8-IRAR A (1H)-"£ok-2-FA 5 B4 H) KR & &R 5-(a -8 K LB )-8- IR,
A -(1H)-%9H-2-B,

5-(o - 4K T B )-8-BAX, iu;*g-(m)-néaﬁa-z-ﬁﬂ £H X(XVI)

HN

-9 (xvi)

£F
RARPEAR;
XARHE.

B AT T AR BALIRAE B £ R T BT A SALS WA . ikt
A 5L B SR B, 3£ NoRARIEABLT B, N-FAIE 0BT Bk
B R RBR. FRAZTA-RAubs. R0, ZiEurzdd, wi
ZRAE. R REABFEMA, LA, TRALEfLITE

19
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RARR ZFBR, T A A LR 69484, Bk, FTERQLRA A F
A=FRA g8, RARRASTHRETALACEA.

EFTRC)FRAGEMNKLL L, VBB, LK. A8
AR TBURKES, LB C-Co AR, wBTE. TBAHEEM
LERTES;, —FATBUR; 482, PERXK, TH;, 2K, Wik
My bR, W FARE. 2-TAEALARA D LA, BFRAK,
FrfAER], R FK. LTARAENGEE. ATFIRCO)H—F4L
RIEF A TR,

ETR@C)FRAGBEMRLE AL 10C-29 160C. ik, BEHY
20C-25120C; JAKiEHAH 2 60C-2 75C.

5-(o - 4R T B )-8- IR E A -(IH)-"Eobk-2-BA = ik A 5-(o-RAK
LB R)-8-F B -(1H)-"£%-2-FA .,

fFiki, 5-(o-FK TBE)-8-BRAREK-(TH)-"E9%k-2-F = H-Thid i
AARR Lot S FF 77 ik b QAT — AP AT 4L, HldmiB i s dh,

%o LT, 5-(a-HAKTBLR)-8-F R I-(1H)-E%-2-8. #ld 5-(a-
AR CBER)-8-F B -(IH)-"SH-2-FAR 4] & 5-[(R)-2-(5,6-= T 2 -2 i%-2-
BER)-1-#A-TK|-8-BA-(1H)- 5 ER-2-FRALE A AFRK, FEE,
5-(o- B AR TBLAL)-8-F B -(TH)-"2ok-2-FA 2 4 & 8-BRAREL-5-(R)-ZFRE
TICA-(LH)-"E%-2-BRE A B ¥ 4R, RiZTk LR 41& 5-[(R)-2-(5,6-=T
A 2-REAR)1-BR-TK)8- B A -(IH)-"5SER-2-F L 69 & A & 1)
K.

8- EH-5-(R)-ZF R LA -(IH)-"5H-2-FAT 20 F 4)1%: REF R
(d), ¥HR(c)F A AH 8-(BAKEK)-5-5 K TBLA-(1H)-5ok-2-81 5L R
FAEF- HAET) 5L T R AR 8-(FRAREL)-5-(R)-2-HR-1-££-T
E)-(IH)-"59k-2-B; RERETRK(e), EEMNKALETABLESER)
A RRE 8-(BAREAK)-5-(R)-2- B K-1-52 - T X)-(1H)-"Eobk-2-BR vA 2 A%,
8-(BAX A )-5-(R)- SR & T A -(TH)-"Eok-2-B

Blde, EFRA)TF, ¥ S-RAREAL-5-H R TBL-(TH)-"Sok-2-FA 53F

20
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AN F AR 69 B2 T R A RK(XVIDE 8-RAEKE-5-(R)-2-B X,
-1-52 4 TR)-(IH)-455%%-2-F7

o]

HN
o vy

OH

A+ RARPREE;, X ADE. FLHE. K. Afsk, Kk, ¥
AL

ik 3, FF R F oM AR A Z X (XVI) & & &R £ 30 RK
(oxazaborolidine){t. &%

w R

oLd
NooY (Xvin)

N
Le

A R A= ROIE ik ARSAK. A%, FAS%-A5k. FARTA %

A, ik, RAER BIMEARL, 4 FEARXE IS ZFARE,

FRikM, R°FRARE, MROGGHIE. gk, HRIE%-AE%. F£

RFR-MHRBE, EEFFALT, ATUAERES AL, EHikik, R

HF K,

R*. R’ A= R® H4Lik RAIAH, ERTAF ok —AKEAN (0%
MEREA) BREABRRK, FldmiXi Kt C-C-itk. £X. -0-CH,-0-.
-CHO. C-C-BAREAL. C-Co-BERA. NF (RRA) . AL, K
# = CF;.

ek B BRI 3% C-Cr-it A Cr-Co- 3 AR AR E W C-Cr- iR A, Cp-Cr-
HEALER C-Cr-HE, #ldeR 2-AKA. X 1-. 2-. 3-THE, C-Cs-
WRRMRIEE . Cr-CrBALRLR C-C-i ik, HikAHAMBE,

AR RA O Co-Co- I, RAEBW C-Co-3RHE. Ci-Cs-3R%

21
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AREARKARFKTE, C-Co-FHFALLR C-C-HMHE, RikAHIR
JR-2-H- AR R -3- A RIRT2- - A AR T3 -

FPE%-PERBAROTE C-Co-FA-C-Cr-bi i, Hik C-Ce-3FBA
C-Co-li ik, LERFKAAFTA,

FRBRETUARBI A RLRFREL, LEZRE, R
LENE-RNALRRISANEL, L EAZSONMHEARREHLERT

(2. ERART) , Kik—A . A ZAZWAREF. BEFX
RBF. DEYAALFTEAREOE RS- —RE- =R % ORE-.
— BT R A, doukeB A, vbeb R oked | Zed | vgep R
kA FEN R, RAEHNALTRBEEAF AL, AEHEHREL
HEAER FHF-NI-—REF AR LA, FERATUES| 4= NH,.
OH. SO;H. CHO #EAX X% OH & CHO #= SO;H —EAX.

FR-MBHEBRECIERE-C-CGRE. RE-C-CHEAFRKE-C-C
X,

LENRAMOERETHPS). R PS (J), KL B (PEG)RAK
%A (Si). 42 NH-RY, £+ R? 4 C(0)(CH),-PS 3 C(O)NH(CH,).-PS;
F2-0-Si(R%),(CH,),R, £% n# 1-7, R°H C-Ce ik, #HlZ ik, # R
ARRTUH. AERERXLH. RU_BIRARKL.

B TFiER 8-(BRAREL)-5- 54K TBLI-(1H)-"SoR-2-B 6435 R A 4k ik &
BRI, Blde, O Sk REEY . ME-NN-— LR KB 3
- FREAY . HFKLME-19 Rk hsAad . RRMERARFH
BTN IL A (R)-T9 R-1-F -3,3- = KK -(1H, 3H)-78511,2-¢][1,3,2]- &
M & KX K = % ( (R)-tetrahydro-1-methyl-3,3-diphenyl-(/H,
3H)-pyrrolo[1,2-c][1,3,2]-0oxazaborole ) , AXARH (R)-2- F &-CBS-£ £ #
72 3R K 5% (Me-CBS).

ATRA)THRBAER ERH . HLEF 03 CBRAB, LB C-C
WAEE, WwlBRTUE. CEFABRLBRTE, KA, 4 C-Colt ik
RASEAEE, v C-Co St AhBF, o FBE. B, AE. AR, TEMFK

22
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B, Co-Cpp BBSR, ¥R, BRI, —FATBE;, FT&B, FEF
K, TH; R, oW Rekwd; —AM, - FRHAR, 2-FRACE
BEA — T TAREK, SUKIER, dek; BFRAK FRAERN, R TFR.
CIT AR R 69484, ETRA) TR GHLEN H O Sk,

ETRA)FPEAGREREMRLAS-10CE 80C, ik, BEHY
0CZE%450C, |

8- BA-5-((R)-2- B AR-1-2 K- T R)-(IH)-"5H-2-FAtk it h 8-FKL
F HA-5-((R)-2-BAR-1-2 K- T RK)-(1H)-"E%-2-FR.

12183, 8-BAR BIA-5-(R)-2-  K-1-2 25 - T)-(1H)-"59%-2-BR =y °T
VAIB L RARIR Cdm bl $ F0 7 ik P QAT AT — AP AT 440, HleiBidst &, HF
AR M EE M £ (charcoal) A& T #t47.

ETRET, ¥ 8-BARAKS-((R)-2-HK-1-2 K- TA)-(1H)-5k-2-
B 5 BABFALET R LR 8-BRAKEAK-5-(R)-FE TIRA-(1H)-"E%k-2-
B, AT 8-BRAREA-5-(R)-3F A LA A -(TH)-"£9-2-FA 2L A X(XIX):

(X1x)

E¥ RARPLH.

Ri% 655 L35 TEF4H. REAL4. BEBRAT. BKBR4T. AT AKE
46, B VAR ARG LLA-. PRI ARR AR A B B AT

EHR(e) TR GEMNKiLL f TEEAR, dwTB C-Co AR,
P TBRTE. CRAARPCHBTE, B, 4 C-CREM, T8,
E?'\ Ff)ﬁ-?-‘ T%ﬁ"fk&%a C6-C12}§§‘5§*§, ‘ﬁﬂ%%%~ /i}fﬂ, ;‘?E‘?%Ef,
FHI2, WwFRFR;, AW, wRR. TEARTLE;, TH; 23K,
W RekH;, ZRAM, o FRAR. 2-FEA AR T LA,
SRBER, oK, BFRIK, FRMAER, o RFE. LT AEREA
844, ETR(e) VIR KL IEF A REAFKE LS,

23



200480008956. 0 oM P E18/29m

EFRE)FPEAHBEERLEAN10CEL 160C. ik, BEH
#30CEL80C; FRMiti, BERHS0CEL 60T,

Frid 8-BARBI-5-(R)-FREA LHA-(IH)-"E9k-2- Bkt A 8- KA F R
A -5-(R)-FF R T & -(1H)-"59%%-2-FA.,

i, 8- B A -5-(R)-3F R TR -(1H)-"59R-2-BR /= 38 1T RAT 3K,
S4edy ZF 7 ik F AT — AP #ATLRAL, Fldei@ i d.

RARENF EXRAFRF SR, FT AR EZTEKAETHAT,

8-BUAX B A -5-(R)- SR R LI A -(IH)-"ER-2-FA R 414 5-[(R)-2-(5,6-=
LA -2- A B)-1-2 K- TR |-8-B A -(IH)-"SWER-2-87 2 694 A + 4]
R, XBFFREEG)RT K.

EFROT, HEHXDHY S-RAEAL- S (R-FA KL (TH)-"EH
-2-BF)

o

5 2-BHA-(5,6-=TE)-F # B A& & AA XD, (IDF(IV)La-H
B it

24
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¥ RAKPAR.

RL R R AR RAABBEARAR CootdBr 2R EE. Efhikk,
FrEafy R Ed Bk, FA ORRE. RA. RRA. FFRRA. K
ARA. FRE. LA, 2L IREAFRBRRYTARL. &
R, FrERPEARFTAIRTE-FRATALEL.

Hik i, FRELEN GHLETRT, KEGEH QI B, 40 C-Cs
WA, B, ER. ABE. TEFRE; C-Cn kR, mAFiR.
R, —FRATBUE; F412, FERFEK, TH;, #%, WEkH;
S AEE, o FRAM. 2-TRACEAMA_PLAM, —FEHR; W
SR 1L,1- =84, LBMARATEFTRERAKIARTR; KR -SAE, do
BB —FES AR BR — LB, SUKAER, deK, BFRIK, RRALEAN, ko
ZRFR. LT AERER GEA, EREM, FFRENA2-FRATE
BER T,

ETROFTEAGBEMR LAY 10CELY 160C. £k, BEH
#30CEH120C; Rk, BEAHLHI0CEL 120C.

ik, A9x T S-BAREI-5-(R)-3F R T E-(1H)-"Ek-2- B 1% A B
RULF AL 2-RI-(5,6-= TR)-F B RBATTR(®. Hiksk, 425 T 8-

25
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BAREK-5-(R)-FATHA-(IH)-"EH-2-F7, 128 1.05 BERLFE 3 AR
LB 2-BA-5,6-=—THh)-H . Rk, AT S-BRAAL-5-(R)-3F
S LR A-(IH)-"Sk-2-F, %A 11 BERLEFE 1.5 BR L6 2-8K-(5,6-
Z TR,

8- AR AK-5-(R)-FRATHA-(JH)-"Sk-2-FAkit h S- KA FEAAL
-5-(R)-F AT K-(1H)-"E9K-2-F7. 5-[(R)-2-(5,6-= L 2- i%h-2- A A& )-1-
#ZR-TR]-8-BAREAK-(IH)-"EH-2-FAKE S 5-[(R)-2-(5,6-= T £ - i#%-2-
ARE)-1-2R-TE]-8- XA F &K-(1H)-"59k-2-5.

AETR(@F, EENALETRABREESTRE TSGR RSHAL
ARARBL &4 3L

AT R(PEANKLEFN O B, v C-Coi B, WwFE., T
B2, ABE. TERXBE,; C ChlEk1R, oFFix. B, —FiFEik,
FHkIE, wFEFE, TH; 23, wickwd; —HAR, -FAL
B, 2-FEACAMA D AR, —FIEMA; WEEYD 1,1-—HLW,
LB ANE FERRIA TR, KB I EBE, BB FEEAER T
B, SKERN, K, BFRIAK, FefALEH, R TR, LTUMEA
BN 6GLA. EMRGN, PTRIER H LB,

ETR@FRAGBRERLESL-10CEL 160C, Fihikik, BEH
#OCELH120C; FZhiksh, BERLH0CEL 75C.,

Eb"%ﬁ(h)*%%ﬁﬂgmﬁﬁ\% Foth b,

HN ! /
R/O V)
+ - A

¥ NH,
OH

¥ RARVER; A ARETF. HERBETFHETIR@TEAH
B, TR@TRANRKLLER, wRXFTR. LkR. FHR. §IHK,
RNBELE, RANE, wd B, KAk, FTRE@QPRAGEIXTE,
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BA R(V)# S ALk BA XXM R T RS

o)
HN | ‘
o o coo
(XX)
NH,"
OH

A+ RARFER.
FARgH, AAXXX)ORTEREN LA AXXDYRTFERA

0
752
SO oI O
(xx)
OH -

ETRGOT, BEMNGAETREX(V)E LGRS XA LA RX (V)

H NHz‘ C A
om °
E¥ A AHEEF,

EA X (VD ¥ kit 4 B A X(XXIN# R T Bg &

0
IHNSZ
HO l cooO’
) (XXH)
S E
OH

iR AR B 87 ik RRARBEARAR A doty, HARRTFRP LR
AR, ERPRAAFEG-AEZAFTXTF, REEX(VELGFRY
—MEg T EREBUAALETRARRRLEZZE, RAGELT e,

&
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f8qbde. FHgESe. fiadie. gnaie. 44, EHERES
4hF= Raney " 4%, LT BRI BALH 09204, Rk, HIALH| AHERE
F2H 4o,

ARPAAARTEFEATAREAG—AFTHRFTXT, BEAEX (V)
B EARTEA-TRATREAG—MELF ERARTE R4S ks
Rz,

ETRGOTRAGEF Kkt § TERAR, LB C-Co i AB,
LR TE. LERAAEBERCERTE, KERARERE, 4 C-C ik,
Bf, 39 C-Co 3 3hBE, o TBE. B, RB. TEMAKEE, C-CplEiks,
e R, BRI, —FATBUE, F4hE2, wTEPK;, TH; &K, &
WEKH; SHAR, o FRAR. 2-FELACARM D AR B,
LB, ZRATKRFREK, SKREMN, ok, BFRIK, RRLERN, o
SR T, T MERER 69484, R, PTRIEN A TN 2-R 5,

ETRGOFREAGBERLEAL 0CEL 70C. ik, BEHY
10CE£450C; Zhik, BEAL10CEL 30T,

EA X (VDR EREA 5-[(R)-2-(5,6-= T A - #-2- A EH)-1-84-2
A ]-8- B K -(1H)-"Ek-2-BFA X F L 3,

ETRGT, EEMNGHELETRABRLEX(VDE AL KX (VIDE

o]

HN |
HO (Vi)
- ¢ x.

NH,
OH
EFXARETF., FARBTFHAETHIRGFRAGK. ARG FER
HBREAHRER, KT, HREK, KR, TLRAELHR. RLd
W, EFRG)FIEAGBEA DR,
X (VID 4Rk A LA X (XX 5-[(R)-2-(5,6-= T & -2 i#-2- X &
H)-1-2K-THK)-8- K -(IH)-"SH-2-F 5 kB 3 .
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o)

HN l
HO
coo
, . (' (XXl

NH, .
coo

Ol

H

E*%@*&m%@ﬂﬁﬂiéL&P%&yﬂﬁaﬁcux % A B,
LB TE., LRAABRFLRTE, 8, & C-CoRAR, w8, T
Bf. REE. FAB. THFRE, —TATBRE;, THAE, FXAEX;
IR, AT ARTAR, TH; &3, uickd; ZRAK,
W FAAR., 2-FTEACABP-_DLAR, B, WwLHMARE, 4K
B, deK; BFRAK; FRRAER, R TFR. LTAERERNGA
A, BRI, PTRER A TEE,

ETRG)PEAHBERLEAG 0CEL T70C, Fhiki, BEHY
10CE460C; Rk, BEHL20CE4 50C.

WL T LA HE KL,

5% 364
A 1
5-ZBAR-8-F2 K -(LH)-"S o0k -2-BR &) 4] &

# £AL42(93.3 g, 700 mmol, 3.5 HEF)EFE 1,2-—H K320 mL)F.
1A TR B BARIFAE 20-25C T, ¥ 8- A -(IH)-"S9R-2-BA(32.24 g, 200
mmol, 1.0 HF)5 A 5 B AN (40 54F, IT max.25C). EBMWAL
ERET(21.4 g, 210 mmol, 1.05 %¥)(30 44, IT max.20C), AV ¥ 1,2-
ZRAEF AR, W EFRE 20-25°C T HH 30 247, HPLC #4412
T XA 8-TBLRA-(1H)-"29-2-F. Mm#AZREAMHEIT=80C, F
iR AL TR T, HiA%) IT=40CHMEKE HCl &k, £ IT=
80°C FHER L RAH 1 i, HPLC ¥4 B F/ULF T o31LR 5- 284
-8-# K -(1H)-"2%-2-FA( 3.1%0-TBA T H4K, 10.8%A4ARLfHMK), B
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RAAEH (80T ) B EK (800mL) L. /K100 mL)mARE S
FHRALABDGRBE, ERDREBET 15946, $EESFRRIMESL
ARG ESRY., FIERAWAEIT =80C FH&RHEF 15 547, RE#HTIE,
ik % & 2 4 A K F 262 200 mL, 507C), A &EE LGS0 mL), RELE
TOCTFAZFRIA. FF: 33.325(82.0%). LE: 95-97%,

64 2
5- Tt 8- K (1 H)-"ok-2-BR 44 4| &A= 640

¥ 8- X -(1H)-"59-2-8(32.24 g, 200 mmol, 1.0 T &)&%F 1,2-=
FA(300 mL) ¥ . #EFAREKFE 20-25CTF, sl ARLEE933g, 700
mmol, 3.5 #¥) (30 54, IT max. 25C). LR WA TEEF(21.4 g, 210
mmol, 1.05 %) (30 54, IT max. 20C), AV & 1,2-— &K+ ettt
Bt APTIE B RAE 20-25°C T HH 30 547, HPLC 4| BT T REHEA
A 8- LBLEA-(1H)-"£9k-2-B, m#ARAMHEIT=80C, FA RS
TR EE, HiAF IT=40CHAKRE HCIRE. £ IT=80CTHER
FLgAH 1 B, HPLC 34| 27 /LF TR 5- LB A-8-2 4 -(1H)-
HopR-2-B7(1.8%0- LBLIE P 4K, 7.2%ARLF M), Ao BB RAH E IT
=90C, ¥HE4# (90C) #ife]£K (645 mL) L. K100 mL)Im AR
EEBYFeLEARORRE. ERRRET 150406, ¥ &R H
MmELWAEARGEFRT. FFERSYE IT=80CTHRHEF 15 54F, RE
#atiR, iR & & =R KFERR *x200 mL, 50°C). 4 =4(70.1 g) &iF
FEEEBR(495 mL) ¥, ¥ B R An ik 2@ RBE RS 30 24, AHEER
ZIT=20C, REE., AT ZHA THB/K 1/1 (60 mL)ZEH A Kk
(5%x100 mL), Z&F 70CFAETFRUIFE FEH 715%(31.48 gt
99.9% ¢ A7 ABALEH .

L5 3
5- LBEA-8-2 I -(LH)-"S9k-2-FA & 4] &
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ARIE T B) | PR F k& 5- LBt A 8- B X -(IH)-"EH-2-8A, KF
BRIER 3 SSHRMERE 35 B EFNRALE. ALY TESHY
84%.

) 4
W 8- LBt EIR-(1H)-"£9k-2-FA 4] & 5- TLBLA 8- K (1 H)-"29%k-2-FF

¥ 8- LBLEA-(IH)-"59R-2-8(6.1 g, 30 mmol, 1.0 HF)EF £ 1,2
ZRAGBOmL)F. ¥R FRMME SC, HoMmARMLEB12.0g,
90 mmol, 3.0 % &). ¥R EMHAEIT=80C FH#H 1 6F. HPLC £4| 2
TILF AR 5- TBLA-8- 2K -(1H)-"SK-2-8, B RA WA (80
C)WfE £7K(100 mL)E. /K30 mL)AmA B A 2B+ 18 1A 2| w iR
B, BEERBET 15454F/6E, ¥ARAEFRIMELMERGEFRY.
Frid A IT =80C FHRH 15 4%, RE#LE, FIREEZYAK
QR *x50mL, 50C), KB 80CTFTAZEFTRIKR, FF: 4.32g-(79.0%),
BE: 95%.

E#b] 5
5- LB -8-F A -(IH)-"Sk-2-FAH 41 &

¥4 5-ZBLA -8-2 A (1 H)-"Eo%k-2-F7(8.13-g, 40 mmol, 1.0 L F)hm A
2| NNN-—F AKX THEAB6.46 g, 50 mmol, 1.25 % F)F=FAF(64 mL)F. Ao
HATIREF R EARE, MAKGS.2mL)., #HFEiE(7.52g, 4 mmol,
1.10 38), ARARE TRERE 6-7 I ALE AR ECRA. £IT
=58 C FAmAIK(20 mL), A3R44 £ 20-25°C. L8 =4, A REA/K1/1,
2x8.5 mL)A &G A K4 x8 mL)kA&k. Frd =4k 60C T AT TR
B, FE: 1077 g (91.7%). HEWEE: 99.5%. T AMRE/KF 14
BEHELER.
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%4 6
5-(a -RAR T BLAR)-8-(RA T SIK)-(1H)-"Ek-2- B0 ) ] &
EEAVMBHE . BA. AR E R4 REE 3 LW IRIK
¥, ERAAE T AN 40 g 8- (KA F RK)-5- LA -(1H)-2ok-2-F F= 800
mL &) L8, Aot R T mA 94.93 g F A -= TR — Riba4252 400 mL
LB, &S RARBETHAEZARBES 65-70C. EHAFEETFTH
HRAONEEAREHETELRMNA 5-FARTBEA-S-KATEL-(IH)-
ok 2-B, REKRAYLIFENKRIEEH 40-45C. /£ 30-60 24FA, An
AJK 600 mL. FTAF & REZIE THIE 30-60 447, RELIE. A 200 mL
KGBREABEIRKGY, REFMELEA 2000L LA THEH 3L Wk
P, ERAEAVREHE. BETFAHALRE, ¥iIRSHMME
Bk, HRFEA 1S 5047, REAHRAOMWEATBES 0-2C, AAR
B T2 et I RAY, A 250 mL RS RRE, /£60C
FTAZEFRIZUFE FTH 39.64 g 947

LB 7
8-(FA F HIH)-5-(R)-2-F-1-F 4 - T A)-(1H)-2ok-2-FA ¢4 4 &
ETBRAFEAVRIEHE. BREHT. mHBIFRALESZG L T
PR, ERAT A 50g 8-(RE F HH)-5-(o -RAR TBLA)-(1H)-"Eo%
-2-BAFe 600 mL -FJ% THF. KB4 15 mL (R)-W&-1-F%-33-—XK
-(1H,3H)-7%-5[1,2-¢]]1,32]- B R B XX AT XY 4 1 BERER, %
HRAHENFBEH 0-2C, HEHRFAIEESN 0-2C, &£ 1-2 P8
AAeA 153 mL BH; £ THF & 1 BRE®R. ERFEBAN 02CTFHHE
FE B 1E, BEAN 65mL FERLAER, JATFEmm#®E 25C,
F R4 EARAR A 250 mL(50°C/ 200 mbar). ¥i% R4 F A 713 mL KF=
37g 37%% HCl #RAY . EMAHE, 8-(REATFEL)-5-(R)-2-R-1-#
E-TE)-(IH)-5wk-2-FAE A ILF R B REWILIE., WITREERE 25
CHHR 3 30 4%, T8, A 220 mL KOk zkdk, ESOCTTFALETFE
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BARTIR 12 DaF, 53] 4741 g RFER R 8-(REAF EHLK)-5-(R)-2-R
-1-#2 - TR)-(IH)-"59-2-FA.

5 8
8-(FAL F £2)-5-(R)-FRE LKA -(TH)-"59-2-F 8 51 &
EREAVRIEHE. BE 7. HR;RERAAREY 3L WO RIHK
B, A 50 g 8-(REA T AL)-5-(R)-2-R-1-£ - TH)-(1H)-"5%k-2-FA.,
52.42 g BXBR4F. 2500 mL & BRA= 25 mL /K. A#HH TR RESHmk EZ9 K.
RIFEIR 5-10 D BF, HIAELIEH I T 8- FKEFRAE-5-(R)-2-R-1-8%-
ZH)-(1H)-"5%-2-FAZ ALY 8- FXATFTEL-5-(R)-FATKLA-(IH)--
wh-2-B1, YREZRE, TRMREBSMWAS-50C)ARERMNE, KE
R RER SRR B, A I b ER R A R R ROR 4R B ARAR Y 450 mL.,
B 25CTEAFEF RN 235 mL &R, F4HEFREARBES 02
C, ESLBETHM 2-3 at. TEARAFIES 8- KA T AA-5-(R)-
A THA-(IH)-E%h-2-F7, FHANFTRFELH. 532 36.7 g EAHLF
R EEARE 8- (RAF A A)-5-(R)-FRE LKA -(1H)-"5%k-2-57.

LA 9
5-[(R)-2-(5,6-— T A5 -2f % -2- A FE)-1-52 K- T K | -8- KA F A -(1H)-"£5k
2-FR K F B 3 44 4 &
EERAVMBIEE. BET. R A58 E84 1 LW BRI
A AeN 30.89 g 2-BI-5,6-— LA H A —HEF = FAB., GLBER T AN
36.4 g 8-F & -F RS- (R)-FATIKE-1HE%-2-F0, P77 &% dm
EREH110C, EEE THIE 15 D, FAFEERRASHE 0T,
Z70CTF, mA 210 mL ZE, REMA303g RXFERAE 140 mL TE
bR, WA RAINE 45-50CH A RFr, HBIFRAIE 0-5C,
Wit IER S B BAA) 8- KK F RAK-5-[(R)-2-(5,6-= T A i#-2- B RAK)-1-
A-TA-1HSR2-BARX TR, 5+A 150 mL B4 =Rk, BRS
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BITA 1400 mL ZE P EL LMk, 1525008 g A a EL Ry
4% 8- KK T AA-5-[(R)-2-(5,6-=—T K- H-2- 2 2HK)-1-£RX-TR)-1H%4
ww-2-FAR T B

F 4] 10
5-[(R)-2-(5,6-— LA - #H2- K BH)-1- LR - LA |8 LR IH-AR-2-FA D
REEHE N HE

E1L S/AEBPhoN 40 g 8-FKAFAK-5-[(R)-2-(5,6-= LA %
2- R B 1-B - T A 1H-SR-2-FAK T B fe 400 mL TEE., oA EE
MR I EA4E 5%(5.44 g), BAK 4 2-8 B H 2| T AL 5-[(R)-2-(5,6-
ZCAFH2EARL)-1-BA-TH-8- LA 1H-Eok-2-87, Baidid A &
R E RS Y. KRR A 50-60 CFF A% (100 mbar) ¥ K% £ 70-90 mL.
#iZ R G WIERT 400 mL 49 LB, HFe#H £ 50-60C. AeAN 11.6g Lk
B 24 mL ZEEFRER, ERFBEN S0CTA 350 mg AL
5-[(R)-2-(5,6-= T 3-8 % -2- B R ) 1- B K- LA -8- B K- 1H-"E9k-2-FA 49
J£20 mL A B 64 BiF RAEPTAFREF R A AT BT B RAE) 0-5
Ci& =M dh. LIRHFA 50 mL ZEAMEA 25 mL A RE®RE, 53]
65 g H4H| 5-[(R)-2-(5,6-= T K- ith-2- X RE)-1- B 4-TH]-8-F K- 1H-£
wh-2-BR LR ERE, BTN 136 L LB Y ELKH—FLE Y. FEH®
A G Gk AR 24.3 g 45 5-[(R)-2-(5,6-= L & i%-2- 2 8HE)-1- 2 4-T
E)-8-ZE - 1H-Ek-2-FA Lk BR 3,

EE4 11
5-[(R)-2-(5,6-= T & - % i 2- A BA)-1- 2 K - TR )-8 RARAA -(TH)-H ok
2184 TR F) & o4 4% A 2

ERAVMBHE . BET. iR+ @ A58 E8460 1 L @Rk
F AN 30.89 g 2-R -5, 6-—CAHHEA_HEE_FE, FZERT A
36.4 g 8-FE-FHE-5-(R)-FRA TS A -1H-BoRk-2-B, 743 8% Bim ik
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EZREAH 10C, SFAKBETHE 15 Iat. $EBEERAIHE 70
C.

Jo T #ATR L

83 HPLC 4], A RAMEH 68.7% X (I)1eA-4 . 7.8% 44 X (111
et 124% 6 XAVVILEY . KBEEBRAMH)F 5, BORIHAR
BRATE. DRE. M. TLH. BLMMLMMBEITLE, 22
PHER1F, =T HF:

%1
# % [% (B #2)) =& (%)
KFPERH 96 60
LR 98 28
B3hBs 3 97 48
ThEE 98 30
BB B 98 25
HEH 87 25

R F AT, EE%ET 8- RREA-S-(R)-FE T -(1H)-Sok-2-
BR&G &, shEEAT XD EH# & HPLC # X,
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