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Er SASERIBUIG. TEIXEAELT, EH SR ERRE AN MRS
R NECEA R AR EY), FE ATl 5 e A FralGRER R TH
AR R BT RS {E A
SEHEtG)

N EEE A ST ST HEEIFRIS ST A R B — S B (B2
AR BAFABR T IX LTt

B SE VB AR BRI & STt
&Lt 1

1€ 17.0g KOHFEEAEY). 8.0g S-FEEFEEMerck & Co., Inc)F1200g =
AT SomL TSR, 7ERHERWKAHETT, FH 30 S4bamfia) iz
N 13.0g AR FRRZEST 15mL WUEPRPEIER, AT RN FFRE
8-15°C, SARFESIR TRk 30 045, BB REINIOKT, OB BEREEL.
BRI RIEE:, NEETRRREETIR, 4. RBYFAERAEE
AR S 2B Ne=3/1), 185 1848 (QR)2-2-F4-57-5-[3-FH-2, 6-
“ERA-(CEFE), 2, 3, 6-PUEMEIE-1-E R A N PR U TR A AR
HHEEH 1).

'H-NMR (CDCl,, 300MHz):& (ppm) 7.31 (1H, d, J=9.0Hz), 6.82
(1/2H, d, J=6.42Hz), 6.81 (1/2H, d, J=6.45Hz), 6.35 (1lH, s),
4.68 (1H, q, J=6.9Hz), 3.74 (3H, s), 3.55 (3H, s, br), 1.66
(3H, d, J=6.9Hz)

[ @), +25.8° (c 1.0, CH,0H)

SER FHIE: S FHR)=973:2.7
(BB EIE T ER BRI SR TIE)
il SC R 2

= 10.0g QR)2-[2-FA4-F-S53-FHE2, 6 —FR4(ZEFEN1, 2, 3, 610
SELE-1- I RE R NERIAT 150mL ZEEF. [N 1.0mL FRER, Hnh
[ 3 /Nif. SREWERER S RAEVR, WR4E, BINKTF, FZBRZBEXEL. Fhl

14
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JEFRFIEACEATRSES:, NEESTUKIERETIR, K48, TRV E
A (BT by ZBRZEE=3/1), 188 7.8g QR)2-2-F4-F-5-[3-FF%E-2, 6-
ZEMRA-EERE)-1, 2, 3, 6-TUEIEE-1-ERE ) N LB UL TR A A KA
FIE) 2).

'H-NMR (CDCl,, 300MHz):$ (ppm) 7.31 (1lH, d, J=9.0Hz),

6.83(1/2H, d, J=6.4Hz), 6.81 (1/2H, d, J=6.4Hz), 6.34 (1/2H,

s), 6.33 (1/2H, s), 4.67 (1H, q, J=7.0Hz), 4.25-4.15(2H,m),

3.54 (3H, q, J=1.3Hz), 1.66 (3H, d, J=7.0Hz), 1.23(1/2X3 H,

t, J=7.2Hz), 1.22(1/2X3 H, t, J=7.1Hz)

R & &: 9% PA_ (BRSO CE A IRETIE)
il L) 3
B 1.51g QR)}2-[2-F4-7-5-3-F#-2, 6-—FEM4-ZHFFEN1, 2, 3, 64
10 SERE-1-ZE AR RNEA T 10mL USRS, HFE R0 1.5ml WEBEE,
FEREUIA 1 /N, SRIELERNGEIRAH, #WdE, %T oml USRS, M
A TmL MERE, SREINA 0.5ml JENEE. 7EEIR THiRE 1 /E, JE0OKEIA
RIS IR Z B A AR TAR B . BN UZRIBATE LA
B, SRERIS TOKIREREE TS, YR, FREBYIFREAF i Ak (elisT 2
15 BYZERZEE=3/1), 5% 1.02g QR)}2-[2-F4-F-S5-[3-F2, 6-—F4(=FH
B, 2, 3, 6-DUEMENE-1- SR NERIG RN L IR EY) 3).

15
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'H-NMR (CDCl,, 300MHz):&§ (ppm) 7.31 (1H, d, J=8.9Hz), 6.84
(1/2H, d, J=6.50Hz), 6.82 (1/2H, d, J=6.41Hz), 6.34 (1H, s),
5.91-5.80(1H, m), 5.29 (lH, ddd, J=1.1Hz, 1.1Hz, 17.1Hz),
5.22 (1H, dd, J=1.1Hz, 10.7Hz), 4.71 (1H, q, J=7.1Hz), 4.64
(2H, dd, J=1.1Hz, 5.6Hz), 3.55 (3H, t, J=1.45Hz), 1.68 (3H,

d, J=7.1Hz)

[a),*® +24.7° (c 1.0, CH,0H)

il L 4

£ 30.0g RIFFREIEDET 360g N, N-_FEFEEHEH, A 36.7g Bk
FREF, TEZIR FHEE 100 £8P, A 100 S8Rl alizi@ &40 18.96g (S)-2-
SRET TERE, REEER THRRSIREY 875 /MY, 2, IERMESY)
BINVKKT, FAZBRZEEREE. BHERMEMEILENERBEERIR, REETT
TKEREREET 1, W45, FREBYFREBRAE IS Oy R ZEE), 188]
25.28g QR)2-2-FA-F-5-[3-FF2, 6-“FMA(CHEFRY, 2, 3, 6-IUEEE
- HEREE) AR R T ERE UL P RAARRBERGEY) 4).

'H-NMR (CDC1,, 300MHz):J (ppm) 7.31 (1H, d, J=8.7Hz), 6.81

(1/24, d, J=6.4Hz), 6.80 (1/2H, d, J=6.3Hz), 4.70 (1lH, q,
J=6.6Hz), 3.97-3.86 (2H, m), 3.54 (3H, q, J=1.3Hz), 1.97-
1.82 (1H, m), 1.70 (3H, d, J=6.6Hz), 0.861 (3H, d, J=6.5Hz),
0.858 (3H, d, J=6.5Hz)

[a],?’ +24.5° (¢ 1.0, CH,OH)

& SCEf 5
1B 41.5g NOFFEELED. 13.5g S-ABRFEEMerck & Co.,, Inc&7=, it
B 42111033)F1 35 4g =FEBHAT 350mL USRI, FEVKAETT, FH 15 504

16
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AN RSN 67.8g &8 13.0g BE R _RINERER 40% FREE.
SRIGTEER T HERE 2,75 /it IERMNEREINKS, HZBRIEER. BYUEA
PG ACEARYER, RWEBEETUKIRERETE, RYE. BVl
e Oy ZBRZEE=3/1), 15%40.8g QR)2-[2-F4-F-5-3-FE2, 6--%
RAZHEFE)-1, 2, 3, 6-IUEMENE-1-25) 7R B B L PR AR BRI
B 5).
R & & 9% F(EEAHEIE T iEA BRI GE AT RE)
&Kt 6

& 5.0g AKPFICEY) 5 W TIUEREF, HiIEL 100ml BT RR v
A). FINE 5.0g WEWY X, BLEI THEHSHHIGLRG] 5 £ 1IQ2S)-2-[2-5F4-
FS-B3-FH2, 6-“FRA(SHFE)N1, 2, 3, 6-UIEEE-1-K) R E & NEE
By TIUERmE R, iRk 100ml (LA FFR 9 B).

E 9.0mL ¥ A 1 1.0mL ¥ B iRA, NEH4E, 15EIHF R 28R 90%
) 2-2-FA-RS3-FH-2, 6-"FMA-(SHRAEN1, 2, 3, 6-PTUEMENE- -5
FHE)NER P LA TR AR AL ED) 6).

5 8.0mL ¥V A FN2.0mL ¥ B 1RA, SREWRYE, 1REIHF R &8N0 80%
) 2-2-54-F-5-3-F32, 6 "FM4-CHFE)N1, 2, 3, 6-IIEEE-1-HH
FH)RER P LA TRAARKBAPALED 7).

HX, REHBIEIRIHE SEHEIE S H& KR, FkSAR AR
EDHHATIEL
SEH|E ST 1

& 8.5¢ NADHFEIILAY). 3.12¢ R-FLEEFEE(Tokyo Chemical Industry Co.,
Ltd 291 7.9g =2REEBEAT 25mL IUSPARH. TEVKAEIFIEEET, B 15 2%t
AR RN 5. 2¢ 1B = FEE = ZBS%T SmL DUSMRGRERIR. T,
RIVIRFEREFE 8-20°C . SRETEZIR TR 30 4, ERMAFREINKS, RZ
B2 BEXEEY . BB IR T 1R, kY5, FR BV ARGttt 2
bR EE=3/1), 155 991g (2S)2-2-FA4-F-5-3-FHE2, 6 —AR4-(=FHF
)1, 2, 3, 6-TUEMENE-1-EREE N F IR LT HLEBLLEY) 1),

17
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15

20

'H-NMR (CDC1,, 300MHz):&S (ppm) 7.31 (1H, d, J=9.0Hz), 6.82

(1/28, d, J=6.42Hz), 6.81 (1/2H, d, J=6.45Hz), 6.35 (1H, s),
4.68 (1H, q, J=6.9Hz), 3.74 (3H, s), 3.55 (34, s, br), 1.66
(34, d, J=6.9Hz)

[a),® -23.5° (¢ 1.0, CH,OH)

S8 R FMUE S BH18)=2.997.1 (BEHARGIRE AR AT IOGEEFFETI
7E)
S & SEi] 2

8 20g RADFIEZRELL BT 200g N, N-ZHEFEHET, R TRI%E
TN 10.0g BRERHAN 12, ImL (RS)2-VEKTIEEZ NS, FEEBHEE 40 S0, R
JEIERMAREIEINKT, FHZERZ B . BYUZRMMEaRtesE R
SR TOKERER T4, W48, TREBYARRAEEIEA T Oy BB B
=3/1), 15%123.46g QRS)2-[2-54-F-5-3-FH2, 6-—F 4 CEHEFE)1, 2, 3,
6- DU e 1 -2 R R 2B LA TR A ELEBAL B4 2).
SR LG 3

T 1.32g (2RS)2-[2-F4-F-5-[3-FF -2, 6-—F4-EHFE)-1, 2, 3, 64
SEnE-1-EIREE N T 15mL [UERRRE R, AR 1.0ml TERB,
FIHAERAR 70 4754, AEIERMVERAREEE!] 15mL FIAFR, MO 1lmL f&AEEAD
ImL RHRE, 7EZIR Tk 4 /N, ARRIERMEREIAK, FAZBRIBER. &
NUZFIEFISEI SR, ANEBTTUKRBREE TR, Y. TR
BB Dby ZBRZEE=5/1), 158 1.02g 2RS)-2-[2-F4-5-5-3-FF%-2,
6-—FRA(SHEPE)-1, 2, 3, 6-TUEENE-1-E REHE ARG RS LU IR
LA 3)o
S % Kl 4

B 5.0mL A A F1 50mL IR B 1RE, REREE, BRHAF R SEN
50%H) 2-[2-FA4-FS53-FH2, 6-—FMA(ZHFFE), 2, 3, 6-JIEHIE-1-
E RS E)NER B UL TR LR E 9).

18
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15

20

25

30

S| LR 5

1 1.13g KOAFREAEY). 0.4mL R-FLELFBE(Tokyo Chemical Industry Co.
Ltd A7) 1.0g =FEBRET 7.5mL VUSRS 7E0KAETT, B 15 orhtia)m
AR 1.9 SHBE _FR_RNELEN 0% FRER. REEZET
e 1.5 /Dt TERVFBEINKSY, BAIBRIEEARER. BYUEEEMEREETAR,
WRYE. TR YRR s ai L (BER . e/ ZBR ZBE=3/1), 153 0.91g (2S)-2-[2-
FA-FS53-F52, 6“8 4-CHRFE)-1, 2, 3, 6-TUEMEnE- - HEER A
FRRRRE(LATARAA X).
S & & 99%EkL_F(EI ARG A G FEE R AEFIE)

FINREAR LS DI EEM LSRN (V)RR S DRI SEREEIE S
SRS 6.
Sl & SEIE] 6

B 3.01g QR)-2-2-5F4-5-53-FF2, 6 “FA4(SHFE)-1, 2, 3, 60
SUENE-1-BE R E B AR AR LAY DT 30mL —Beh, 7efihE T
[FIZHVR R A0 SmL #EREERD Sl 7KRNEAY), Bk TINERR 2.5 /N, SRS
fH R R ENEIZER, EOKBINGES, B ER B L.
ARG, BHERBMS s, BB TRItRYE. Ry
AT IR R ChyZBRZEE), 1551242 QR)2-[2-F4-M-5-[3-F%-2,
6-“FERAEERE)-1, 2, 3, 6-VUErEE-1-5FE ) AR,

LA, UiBAASR BRI AYIRIHIFISERED
e 1

18 50 AR BRRILEY) 1-7 SFEI—Fh. 3 I RFRIERAES. 2 I+ ek
PN 45 AR E ZEMWERSHERE, BEHEFMLA YN RTE IR,
Gel Al 1)

1€ 10 MARBARHEEY 1-7 FEI—F. 14 BRELFROIEFERL. 6 1
TTREESRRERRES. 35 R 35 M CENRE, BEERMMLA YRR
PIRGERR -
THIFRSEh) 3

1€ 2 MAKBECAEY) 1-7 PEI—Fb. 2 HERRRIKE ZEMEE. 2 HARE
TERRES. 30 EdHN 64 MEELEFROEERE, IMNKHRHESSE, BRIt

19
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15

20

25

T, 1BEEFMEAIRIETRI.
HIFIEE] 4

1525 IAKARLEY) 1-7 SI—Fh. 50 45 10%E958 Z KB KR 25 14
KRS, EEE R ERN Sun UL T, BRERML SRSk
5o

CIF, R0 SEREBIR AR BRI L AT A SO E A R BRI E MRS

05 B2 “0” o “17 . “27 . “3” [ “4” BE “5” BHREM 6 AN
AIFHEECHNEREIETE, “0” ReNHRR AL AR 515 S AR
M EHERF BRI A ERA S LFRE LR, M “5” BisREm=427r
TEGE HOR R AR ST M
TRIGSEREE] 1: = Lk

LETEIRR M(26.5x19)em?s IREEH Tom HIMBRIEASEER H %, Fh 3 EH
B, (EHAEREPAEK 21 K. IGREEHISLIGR] 2 R8RSR IR AT
LHIRGEE, F—EE8HE&H 1%Agi-Dex(Helena Chemical Company =B
HIZKFRRE, SRFE M 2SLAGE /AT 1000L 148 B ety s i B A o Ay
HIMTE b BESEEESE, IBAREYER T PAK 21 K, MRRRREDEN:, 2585
TER1H.

*1
R EY) TR B (g A BREENE
R B
AREAFHE A 1 1 5
LR A4 1 1 0

W ERFHR, ARARCEYI(RES, R/S=9732.7) At s,
R/S=2.9/97. 1Y E%8%.
RO SERER] 2: AT IRR AR

LRTHRUN(26.5x19) e’ IRFEN Tom HIEBRIESSIEE 18, Fh -oysge
(RFER). TZERHIFISCHG) 2 FEEMAI L SRR AT ARG, B—
ERVKR, SREFBERSLIE AL 10001 AR BT s iEs| HiEs
. BitsEEE, IBRSEYEREPAEK 25 K, MHRREEN, %85F%)
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o
*2
R EY) TEHERGT R (Y AT RREVENE
SRR
ARPHCED S 16 4
32 5
63 5
KRIARICEY) 6 16 4
32 5
63 5
RREARIED T 16 4
32 5
63 5
LB a4 16 1
32 2
63 4

5

10

wn ERFFUR, ARBINCEYI(FEE R RIS 2R 80%ENLL D)ELELEE
LBVl SNETERERGSE. BiRi, 28 4 MIB16y ABIARLE
YT S5 (63g/ AT)RILLEA SV R R ARG ECR
IR SCHER] 3. e H R TS S E

LEARN 10om. AR 10cm MENTEERIEFSER B LR, BUERRE
Som WREALRI LR, SIBERK(EAIUR 606L AR/ RRHEIRITISEIED] 2
TR IR ST AT AL IR S B R RR & AVRTEAEET
MR, R ERPTE 1. 5em FIRE. ihRAIEERETAK 19
Ko MARREIEN, SRFITR3 F.

21



99127774. 0

w8 B 19/210

%3

R EY)

TEVER IR B (g A

PRETENE

LR

FRPEHEEY) 5

20
40
80

4

FRAFHEED 6

20
40
80

Wn W W

AR ED 7

20
40
80

LA S 4

20
40
80

RS S R e B KV T S NG T NN

W LR, ARPFHCEII(TFEE, R FEATE 8D 0% )Lt
WEYI(FEE, NI ERITZ .

s BSKHER] 4: R HER)IRREALE
LATHAR(26.5x19)em’ REEA Tom RIEBRIERSES A%, T EXRREH
HHD. BNRERFER). EREHFSE] 2 SRR S WCHIR
AIFHIAGER, I ERIKRE, INERmIEEs LI AL 10001 ARRRIHE
Ee SR e P o DR, Bitxes, IBARAEYERE ALK 2S

10 K, WRERENE SRITER4F.
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x4
WA TETERS R B A FREDENE
KiRBHE | # | s

AR EY) 2 16 2 5 3
32 5 5 5
63 5 5 5
thba4 2 16 0 0 0
32 2 3 2
63 3 3 3
125 4 5 4

W ERPFUR, ARAFHCEYIZEE R RAEERTEED 99%aLL D)EEHA
WEYNZEE INHIRDEREZ. B, 4 NFECyAENAKYILE
s YLTFSHIEG3g AR SV RIFFEEE A R E IR
RISERES] 5: X mE T TS EAE
YEARA 10em. IRER 10om MIERTEERTERIRRmE TR, BUERRZ
3om FEANHI LR, SETRKE A 606L AR KRR ZREHISERES] 2
FITARECHIR R AR SRR TS 2 OB IR & . SRR
10 HHREIREET, BLRMIEMIE 1. Som FIRE. BRAREYERE 4K 19
K, TARREIENE, SRITRS T+

xS

R ED EPHER IR E(g At RRELVETE
YR EL

ARBAEREY) 2 20 4

40 5

80 5

A& 2 20 1

40 2

80 4

23



99127774.0 oM P oFE2/21m

N PRV, ARBRMCEYNCEE, R BRI EER 99%ELL B
WEYNZEE SNHIEDERAEL . B, 5 4 MBIy AKIARBMLE
YT EFEE0y A ORILLEN &Y R = HIZEE IR
RISt 6 =M HiRRmAE

5 LRTERN(26.5¢19)em’s YREEA Tem HIEBREIER SRR 138, 7 bAyapiaE
(). FEIRHIFISERED] 2 FTEFFRIG N S BCHIRT AR IRYER, H—E
BRVKFRE, SREFE S LIEA 10001 AFRKF Bl eyttt a+
MR, Wit ITRREYITERETAK 25 K, IARREENE, 4

RIITFER6 F,
10 x6

RIEY TEMER ST HIF B (g/ A BREVETE
_ YRR

ARBAPHEED 3 16 3

32 5

63 5

A 3 16 0

32 1

63 2

W ERFETR, ARSI B S RdS 2 . Bibth, 2384 5
E(FIE 16g ATRFREIEN “3” SRIAK LS S PIFIE 63g/A 1
IIFREIENE “27 ) FRIEZ.
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