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3. 1-(w3o-6- 2 -D-F A H A B A )-4-(1-9F ke -4-H)vkk D-ig 5
B 1 4 PR X, 3 X-SHE A AT £°20=115, 159, 174, 181, 18.5
Fu 21.9 A ptigi,
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1-(o7| -6~ 2D A H EBER)4-(1-F ook 4% )vkok D3 7 Wik

AEPPRLRBEOBE—B-F Xa gy Fuirf Aot s, L5
B A B L6 5 ARSI MR A IR,

# AR EOBRE LT RLBE, LR AEIHIE A 3T £ 2
MRALTHFFHREENR., 22REOBYEFOIERTOE. XAREE
B, R EGE. BB EGOM. R0k, FAM. oEAFE L. 4Mk Cl,
MIRE G 8, KA EGE. B, 2 MEak. 4l A, 4% B,
u G BHE L RERFHEG%. cg#. B-F Vi, BF kafRB-F Xa,
st R EGBYME AT EILHHFEZ 2T 0EN, LABREHBITH
ﬂém WA HAAZ, Bk, i, B-F Xa pH 5 BA 44 st A
K6 R R E, B4 Tie 7 b e RAK. B TEF Xa ¢4
m%i W, LRAEREANTEA, FS2ERERNRERN G T L
B dn SR BAAE R G A AR MR B R AR A alAE A .

WO 00/76971 A7 7 4ebdp 1-(73)74-6-3 A -D-F A w A @ )-4-(1- 7
Bk -4 R )kE 2 —F BT Xa gy aaFureln, EAFETEANE
My . BB F TS &R TR TR R8T AT
s, LPA SRR, AR, SHhaeH K. SILEHEM, S
PR ST Fof e T A, QAT S EH EMTHRRLME. CEMNETEH
BT HEREH AL ENFENHPARBRE, e & RERLE K
K KRB BRI B BRBARARSE , AR AEEA & A KA E R I g 18 3
Tk F .

AR igARik A St — T R A M, AL LG IR AR
AU EARE L ELEETRLFRG RNHESZHR., BHAMT, Z
A BT BALF . Rk bR X BIR, A5 T A fefitsl,

€42 E I B X T ARAL T . duiRTl e 1-(o3) 7 -6-3 2 -D- 3R A
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BER)-4-(1-F Hoogoz-4- 2 k4,

T x4k ok B4k o 1-(o3] 4 -6- 3 2 -D- 3 3 R B 20)-4-(1- 7 Foogonz -4-
F kw42 WO 01/96323 ¢4 5256.45) 48a (3h B4 3 )4 48b (F LR S5 8:) F
Ao, WO 02/100847 25k WO 01/96323 g4k sein, 35 k8% 3k o4 R A)
WR, HFAFTELRALETAS T—HERHXEGE, EFHXIFEF
R ERERY . ELHREAEQPRGEFHTHRBRE DK, b, LFH7H
it— T REAAETEHRAH— Tk EnE., B, WO 02/100847 /5
e 1 hmibR, R R SR LHA LeghE, BAEHRERT
HEREEK, soh, TELARKE | ARG eomxtBE F@0% L)
HRR (B ZIREY, FAEKEEF R LR WO 02/100847 o\ 5F ¢4
sp A 2, WO 02/100847 s Freh dh B 2 A ok &, Hldoii2 R0, $FHM
T ik, |

B, F2H RS ERE 1-08-6-2 5 -D-F L H Rt )-4-(1- 9
Az 4-H)RBH B X, ZERAEEARS, ERXKGETRAERS
Aaxti E & TO0% L B)FERE, B 5T RIS E.

N EEIR—Fr# 4 7 Xeg 1-(3)-6- 5 2 -D- K H R st )-4-(1-
AR T 5 T H & AIE &R X,

Bk, A—F @A, RAEARME 1-(75)78-6-3 2 -D-F A H A BLEL)-
4-(1-9 ooz -4- 1 )okok DB BB sh, XARA 1-(319k-6-% A -D- X A H &
5 5 )-4-(1-F ghokoz-4- 2 )ik D-i 5 s 2 (101),

VA SR R IZ AR AL A 7T A S E e B X (DL X F W H X4 £, B
ity D-FMkTEBA S L-AMaashilianeptiesh. D AR2
388 Bin A dp bh RAH b D- A R B AR,

WBRLAWH —F @, ALARME 1-(3)2k-6-2 3 -D- 3R K H & Bt
F)-4-(1-9 ook -4- 2 )vkk D-im s sk e 45 % X,

EINELH XYL AEKFRE., BRESHFHTFRESRMIL,

REEI 1-(3]5-6-2 2 -D-F - A B 20)-4-(1-F Fookez -4- 2 )%k %
D-i8 7 8 3 T M EF K- AVEF R R F &8, b e/ mEafK/ (1-4C)
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B R 4ok TBE . R RE AR/ R REE. AR/ RERTAFE4S &40
R, KRR ARG A 2 15/85 Wy mER, a3 1-(31%-6-% % -D-
FAHEBA)-4(1-F fogoz-4- L)k d— % o) D-BLBETK, R
BRNAAER . Ny ET RSO RTTHY TI L4 H.

1-(vg) w-6-3% 2 -D- K & H R B )-4-(1-F fokoe-4- 2 ks D-i5 5 82
HuERERR, EZEREAMUREERZOADIH K.

ARTEG B B W AL R MR AR AR TA RBlay TG/DTA #{54%
BETERIEBTINER., HEAF O44ad ok, #iz25-2 300 °C,
10 °C/min, £ A /kik 150 mL/min, 2 & MR E. € SARER ) AR
FoR AT, A FIEAIE G B 4AIE. A D-IE 6 B ftk ety 5-6%
T n(ZE2RNK), 5o RkeMBR—5K, 5 KoHmE|gy S0 °C,
Kok, 2y 145 °C, Fe&e KB KRG, 3G, BAYALEE
B4R,

D-if 7 B 3 AR KB FBRETAAZHERFHL, FTHKE
#BEr A 40 °C T8, 2R TRYR, R Em Y ETHY,
B BoRHEBR—E, MARTEEARS, HREHNRIOKS, HEE
Bk |4 0% EHARALE R, —EIREHH R, HETRTAE S-5%
ey AR B A T ARFALE,

kA G e AaaiR B T egAR A Mt F kLR My, BA TS
R AR B IRFEARF T L.

W ST X-R R AT, T X HERRITHE T A
MaEi, £°20 =115, 159, 174, 181, 1854219, £°20 = 52 4
12,0 phiddo, 2 35 LA W4 iEE, M B me o LT A 1. X-HEHK

BT L

%1

f & 20) V1, (%)
52 223
115 75.8
12.0 534
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12.5 14.8
13.7 61.1
15.6 38.3
15.9 100.0
16.2 32.8
17.0 37.1
17.4 927
18.1 941
18.5 86.2
18.8 14.8
21.1 35.2
21.4 433
21.7 55.7
21.9 73.7
22.2 422
22.6 182
23.1 452
23.6 66.7
243 45.8
249 26.8
26.4 33.2
26.6 213
27.7 20.7
30.6 11.5
31.1 16.8
31.5 18.9
32.6 18.4
34.6 10.6

X-4F &4 X474 (XRD)E ji) Siemens D5000 Xt 25 40 RATHALRIAF
A B BeA CuKag (A = 1.54056 A)p & Kevex [ £ SiLdal %, #4
FEAd iR 50 KV Fo 40 mA, #f Sdadh A 2054 3°-40°, 2045 45488

$0.02°, gmigdh 9.0 A/, KéAEOKAEA 1mm, ) ks sy 0.1mm,
KFRREAMRE FHLRE, ABIAHAELAE.

X5 B RATH S ATARBIEARAR - H Mg rmey° 20 (RAn ey d-
) 1) 64 sk B 4B AL FI -4 8 BLAKAE o vA BB R 694 38 o BLAR B S AT AR /5
Tk, REMEREFET01°20,
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D-Eamk&mAESs 13C k(MR kigsmz, B4 13C
fFALAS BRL sh Ak - F 2 MAa TR FIRE, Z it aizthdy
A& FTABLMREMETHSME S, HeFmssh: 253, 262, 426,
45.8, 46.2, 47.1, 483, 50.3, 52.1, 54.0, 555, 57.1, 61.8, 73.4, 742,
76.4, 101.5, 102.2, 112.9, 1149, 117.3, 1182, 119.6, 121.1, 125.6, 126.2,
127.4, 128.5, 129.5, 130.6, 1322, 136.7, 139.5, 167.6, 169.0, 170.4,
174.9, 175.8, 178.6 F= 179.2 ppm,

13¢ X XA A/ 7 A K & (Cross polarization / magic angle
spinning)(CP/MAS) NMR (g A& NMR & SSNMR) j £ & Varian Unity Inova
400 MHz NMR st3840004F, #AErra30% %4 100.573 MHz, 0 S fA %
A BV AR B4 A B AL 32 #(Chemagnetics)4.0 mm T3 44+, 4# 5 /£ 62 kHz ¢4
Ramped-3f +8 X XARM(RAMP-CP)fa 2 70 kHz ¢y TPPM 248, KAFH54
4o F: 90O F rf piok e A 4.0 us, Bmkatia 3.0ms, porEE et 10s,
MAS 7% 10.0 kHz, kg5 & 50 kHz, et S0 ms, qud4s i@l
MLERAZFSFTARXHTHR (6=173ppm),

D-5 & 8 3 Sk K P A B 001 MHCL & g4 -1 B F 25 °C ap
M, ZILHF) A2 126 mg/mL Fo> 125 mg/mL (i & #it).

B it £ D-if s B 2400 AR, B ARAE 6 TR
H KM

Twmwr\ﬁﬂf] D-if 5 B 3 ST AR A ¥y do — KA B X408,
A EEEF B OEERLAT. TAASIEERFTHLER AR
TR T AR 8 &, HlmadiyRY,

A% ] D-iF 5 8R 8h +Til AT F AR ALY, e ANFHEGEM
X)), B . LR RAAEIME RAARERLT. D-BaBRETUSH
XL, whH . A . REA . BRA. 2#8A . R RN
%%w‘ﬁm‘ﬁmm‘%w\ﬁl% i%éA%ﬁéﬁ%%ﬁm¢
AR, WHER . B4k, PH BT A #AR . BIRAFLEERA,
ik b S REE A AR E NS ENERIARERB N, ZRELSY
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MRALAH—FF &,

REBAZRGS—7 8, RET ALY D-BaRRE B AEs
Y, AREYV—RAHEZTEZRAIBEN . ZHALGNTELOLE
Y —FF B M BT R A RIEA B Y. TA W TR BT 5 REER AL
KA B F| R G 5 BT mILAIE I 89— 4.

WIEALAN S —F &, BETAKY Dot a4 &6 @4
57 RFARF)A R AEA B AR (] do BB A FF 6 4o ) 4 4R ) 049 A48 5L T P L 47 %)
) 84 vk g% (e L P g ¢ fuAe T R % D Y 1

WEALA S —F &, RAETAKR D-iEHa sy (Bris 57 XM
B)A K AEA S R () o LB AT 6 e g MR e 48 5 F B -F Xa dp4) A
4 7 (do L BT iR 6 e TS IR R B F ik, PTRF ik LIEL T HLAKE W
ALy D-Boi k.

AE RS AT EHIAE THERNERBAOER T ERE. 45
R EEOFE, AR —KRE, ©2E 4 0.01-100 pmolkg 4k &,

B AL AZ BB LI &6 E R TP,

i AT A A T AR PR %) e 3T AR PR — K,

1-(v3] o -6- 2 2 -D-F A - R BE A )-4-(1- F A okoz -4 L)% T AR 4% 4o
WO 01/96323 prrig 7 56435,

Fp 1

1-(vg] e -6-3% X -D-X X W A B2 )-4-(1-F Lokez-4-L )k D-B o i
o KEHEH S

1-(v3) o -6-3 2 -D-F £ W R B A )-4-(1-F fokmz -4- 1 )9k% (50 mg)

Fo D- 28 (05 BRYE, ¢ 83me)iafimih, LR TAKTE
(ImL), A2, KRB wm)BKRER, HiJUHK, TRBEFHZEFE
., 4 RE, ARIMESBEH RN ITEIFRAEFHGEA Y, 30mg) g
EB K.

A, 1-(73-6-% £ -D- F A H R B A )-4-(1-F ko -4 L)k %
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(200 mg)fe D-i5 5 B (—B R % F, 6Sme)E g FACmL), FHLER
AR Y —E ik, @EERRT AR REFE ML) 2 F RS AE,
15-20 45, WEZ|AEER, MEH KRG EXRY. KR }:ﬁﬁ)é‘
FmfmE Qml), FEBEFRRAIR, EZWESTEHRZ B IR
m%%%%%,%éﬁﬁ%%ﬁﬁ#ch%ﬁlhﬁﬂﬁﬁf%@ﬁ%
%, 190mg),

% b 2

1-(v2] s -6-3 2 -D-% & B £ B A)-4-(1-F ok -4-K)kk D-BER
doAka e EE

) 1-(o3] -6 3D A AL E)-4-(1- F ko4 Rk (400
g, 0.1 mol)f= D-B.& #(15.0 g, 0.1 mol, Aldrich 99%smgedkit &) F A
K230 mL)f=®am (300 mL), R&-4EREH 15 54, N % RAHERF
BB RERR, QIRERT — RN 1-(v3) -6~ 3 2 -D- K A A BB )-
4-(1- % ooz -4- 1 )vkok D-iE % s ik = A4 A (100 mg), &L KRM
e ARk fZ (60-100 mL/h)ja A B =R o it A (800 mL), An A5 A%
B, iziR &R EESE A, WG ok 42 S5 °C BARAF 2h,

Je 2 B4k 3 4 7 BA(100 mL) g4, 40°C Az Fg(sy 1Smm, 2kPa)
Ak 24 W34 (05.7 &, 86.8%), A, TA R AKRT Z SR A B
Sk M F g KE K.
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