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AR TREENAES, LWERH, EREBAMFELE
HRABFREERAK O, 1—2, 0FER,

RV, W, I’ fV'/ emsir Bt A 5—4 0 0 &%
B, TR IR R EREo—2 5 0 BEER,

BB SR ET. WH TR, MRAENf - FRauTy
2 5°C—10 0°Chndh 54— 3 ARES, W T cRANK
REANA, RERRESANRRAA, BRAME, FrEAT
RETF 5 A4, MRe (L), Re (N), Re (V)% (W)
HATH AR e AWM THERNER, R, EANERHY
Ry B (A: ) pEETHA LRE SN DE SR MRMR o LAY

—_1 7 —



BLRT c—9 9 mEAMN B R FITARAWMX (Y ), HR
VI, M, W RV AT A, KB TEAA R RAAT
BLREEMY, T25—100Cck#s, PESsHiTHs5)HESN
W, . |
BIRR A EHGRERe (V), Re (V), Re (V)
b, KB A4 bR Y ST, TAHH TR ITIRH,
WAL E4GE R, FI T4 (R BHRARTE) TN,
TRERRER A1 0 BEERE 1 5 0 IR,

HaBAW, TRAEHRAH (ERURLRELEAN),
HEALR Bty —#4, BRI F Y R oy, ST BT,
BNR-FZEZM—HLH (DT PA), FLEF—= ( B—
FHECKR )—N, N/ —W7ZE(EGCT A ) KM ZE(EDTA)
Ak, BB iR,

BB B AA  TTARE (BH ) J0 T 2= 0 A
e SERE (BY BT RS TU SR b AL T AN ) o ST eY Rk K
Ro— £ BB, A%, B8, HoE. |

BLé—9 9 Bidk, BHETALRWR AWMLY, YL



R N// f—4
\ \

#gipu="° T cRe,

T AR W7 ( R ) Tl A RV R AR R, &
ARG R TE A R VIR ABG, WRTAEET, HEE
&% 1 4RE-FRANNTR &N, XHNEEE—HABTE,
—FRV, WL W . W/ AT gt TR, —A R T8
IR T $h PR RSN, 5T B AR b AR,

& R MR AT A RFRY, KAUTH10o0Ch
#10—3 0 kA, HENEEAAREIIEER TS e Kt
R Rk, B p TN 45 L TSR (i



 BREARS) HEL 2. 0—5. SHENKAN P RIEKLY

3,00, BRI FETHR, 408157 0 b & — LB A
Wt B g, MBI B T SATL, TR AR B
SAE T, AEFERAY,

KR BRI R, TR 2 A AW T
F, EHFEWSERE, W04 5 5 = 4 AT 3 b
T30 0 B 5 A Y69 2R |

K RYREWEAMRER s Ho AL MR RITYE, ERFL,
RE BRI R, BN R R Ry ¥ 2 —aidk kb sk 3L 47
ey, (4— (02— (1—WHZH)—43 IR, M=
BT, A= (ABFER ) LI 3 — 5,

RRYIWRANE Y (A, ) pfhaird, Rl Bk
IR, MM, FEEA, SRR, AR, B AR (5
A ) Bk, |

(A ) pRABRMZN TR -

—(OH, )7_,, —OH, —CH=CH—O0H,—

"
—(CH, );_, —C—NH—(CH, )'{_3,_@_

(CH, )1—'__2, —(CH, ), 0—-, —CIl,CH(OHN)CH, OCH -,

0]

Il
—CH, —C—NH—C H—@,

—(Ay —O0—Ay/ )7 _ g fi—(Ay —NH—A;/ )T_, ;



Ay fo A AAAE SFRE M,

T A2 A LW ey B4k 82 7 5,

Sl 1

(C°°T ¢ () (ZHHEZZN)s E4-—E2—-E(1—$£
G ) BEIFEEIFEL I ) P F,

%0, 20429e(1, 76mmol ) —HI7 ~ffu
0, 13508e(0, 6mmol) (d—(2—( (1—HEZ
FE)FEEIFX AL INRET 2 o m L ZWifu s mL ke, Ju N
WMTFeml 3MHCLILHgo, 09035¢eg(0, smmoil')
BAEdE, MR, 5 AMb i, BRARMET s m1 o4
HC1Who, 214 92e (1, 1mmold )4 Ip4h, ey
Bt ARG, W2 0 m1 K, SE43% R RRAh 18 Wi 2
NEE, I Z AR R B A, T ANARBEER 4 TR A9kt
CH, C1, M4, JEMWIHAERKYS, WPEI4 M HC LM
NH4PP5%W%mﬂ%ﬁC“zCla&mwwowypfﬁ%‘
PR, MARYOR, MitatyBk EARBITIE, FAVEMKIEIT
ST#|, FE:0, 1226(31%),

TcC1lC,,HygoqN,0,BPF;, 4CH, C1, F¥4H
A VS

C, 34, 43; H, 4, 68; N, 11, 48,
ey e C,34.25; H, 4, 45, N, 11, 66,
Ml 2

*P Tr oo (M) (ZWELZPF)s (4—(2—( (1=

WA ZE ) #46 J P Rt ) A




F5 mlgk A, REMAL. 70 e—WELIF,
7. 0mg(4—(2—( (1—FHZHE)EEIFE)FEL I
B, 20megiri, 2meg DTPA, 100mg NaClfus50
be SnCl, (F4MHECIH) (Blo, 5m2 BEBMMWAK
BHER), Ao, sm1 °° BT coOp REZBERF, £100
ChiZEAM 1 5404, BAEPL CHE, FIEEURFERR
7 6%, FIIERETM, BEEEN9 1 %HFES,

ZiEh 3

Je—BR A, "° T o (f4b) (ZWHZLZfF)B—
R(EPRERSAR ) W& GER .

W T RE MR AT 4 AR T O R MR B By, BT
B B AR —£7] (BAT O) RAM, AFELHA
2 WET R M A4 7 BUI AR, R SRR A YRR st
B 2 WHT IR By A by, TERRIAMIM AL G s F 6 04
Shut ey AR IR, TR 1 51 T AN B A4 s IR,




H=2Fh= =ona,

“IL °I LE ¢ AUFZ (FLFE—TI —FHE——§ ‘N ) —q (DM Q|
9% *0 86 *0 ﬁ%%%%&%wlmlﬂhﬁmlﬂ.lz ‘N| oma

— 6% °I U EFEFE—a —F M —n DR

20 °p 6S ‘01 B FE N E—a — 20— —Fh—n (DR a
ZS *0 S0 °I BUFEZAFE—a—FhT—n ‘x DT
61 *°C ST e | QEFE(FHORZ(E2FEH—1T) )—z)—> (O Na
1880 9 S| 484 5 B IR - By & =

% SRkl T

% FWeH TR T AL 0 9 akis & s B R

—23—

F R A ¥ %
| + =




H=HE=%fAk—z ‘I =0 qo,

68 °¢ 6S °S A FEF AP —a—FUE— N —F2—q 20 TO
8S °I ZI ¢ AUTFE (FLFE— I —FHE——y ‘y)—a 20 T O
0S ¢ 68 °g ABFXFLATFE—a—FLE———n ‘x| ,oaqo
LE I LO *¢ ARFEFEFE—a—FH#E—n | ,0q0
LL °T 9, % %%ﬂ%%%mwlml%Mﬁlzl%&lz 20 T 0
£9 *0 SI °I ,m%,..ﬂﬂwm&@wlml.ﬂm “—N ‘N | 0aq0
Y0 9 HE | i s R | 5 W o=

% skl B

% BT R T 0 9 npis & § B R
F ¥ S ¥
(g)r ¥




SHpl 4

P T e () (ZFHTZZN)s (IFZREAM)

o0, 02796e(0, 058 mr;él)‘”"'l-‘-c(%{wt)
(ZWEZZN)s BT 10 m2 25, S, WA Bk
0, 02449g(0, 072mmol \I—FHE, (17a
(E)—3, 17—=§—1, 3, 5(10)—Ip=H—17—3)
CHEMER, o2z ml 1M HCIL, Jp{Epsgm iR B
WAMIE 2K, MIM HCL (3FH5mY )Xy
LH/1 M BOLEHEGEFN, R0, 0228(48%),

T cC1Cy, H, 5H, 04ByH, OJLFEIMHIA

C, 48, 27; U, 5, 78; N, 10, 56;
Sy C, 48, 26; U, 5, 70; N, 10, 50,
Sl 5

"’ T e (fb) (ZWHEZZHE)s (IE=REA)

5 mLEE @AM, fdidN 2. 0m=WIEZ )5, 2.2
mef ZBAER, 2 0 medPikER, 10 0meg Naclfuff ik
A0, 6mL 33%LM k1000 e SnCL, (fda
MECLIH), dwao, sm2 *° o cor REWEH, %
100°ChnfkiRAdh1 5404k, MakH P L CRSE, Praidpuyrx
%70 %, ’

LHP 6
AT TR 4 2Ltk LR ey °° ™0 ¢
(RN —WEZ 7). (=B ) .
ﬁT&%ME%#%%(Ci/mmol),MﬁTm@ﬁ_




PT e, X&A T T oML, MHTRYEHAEL 2 mg
BN, 0., 2mI_WPRZ-J5(10mg /Mm17F),
O 2mLFHBE(100mg, /m1zk), 0, 2ml{ffuNacl
(?Hz0¢),0.1oom1NH4”Tco4(ﬁ%¢3m6
X107* M)fuo, 1m2 Fo, smilpgy °° ™ co (M
Mo 99 /T c99mPBERHRRN), ATHIFEHERENY, -
EEMNEHFES mLEEEHE, EEMT 1 m13RA C 1 3k{igE 3
4ml (FKR)H10pLl 85nC1, (0, 100¢e), WMAF
BB, 100 chiiif 1 544, éﬂSQﬂﬁm&ﬁ%
C(PRP—RE), #EIED> 9 5 %R,
LM 7

CRPETE /T e (446) (ZWEZZR)s (MR
) BRI AR R Rtk A |

E, M, Jagoga et at ,,d , Nucl ,6 Meq , 198 4,
25 472—7 BAELMNRTUFRLRESEM BT« *°]1) .
— 1 7—BRTHHE— 1 1 —F SR 7 AR R AR A
LWk AR OME T, B 2 0—2 5 RAM LB 4h-F % o A Ji0d .
BK, B HARITHNE R A R AR E AR T Rtk £ 4,
A B FEIAE L 0 05200001 /mmo L ELE
RRECHERANGAEMY 1 0—3 0%,

¥ B0 Pk YR 445 Ay B g e midcpy °° ™0
TcCl (ZWHRZ-NF)s ( QNB—F)) ‘
HTHAIBIMEAF A (C 4 /mmo 1 ) g4 T4A 200 c




f1 00 Broopyits, FTFRETENAHE 2 me 3 —Fppk
—( d—— PPk ¥T R ) (G, W, kabalka et al
" Nucl , Meda , Biol 1989, 16(4), 359—360
IR FER & QNB—IER ), 0, 2 m2ZHAZZf (10
mg,/m178), 0. 2mLliffffR(100meg, /m1K),
0, 2ml4gfaNacl (%), 0, 1m2 DTPA(20
mg,/mlo, 5M Naom), o, 2m1 y—HitF ( 25%
w/vK), 0., 100m1l NH, °P 1 co, (AW
3. 66x10~* uymo. 180, sm1 " Trco, T ("
Mo 99 /T c 99 mBAFIUM), HTHEFHERPTY, i
{18t s m1aEERY, 1002 SnCl, (0, 100¢€
%%EI?1WH01¢Oﬂmmﬁ%ﬁ4mJ)@ﬁﬁ&%%#t
10 0 G ARE A 1 5 24, XD 5 AP 1AL (
(PRP—1HAG), FEILEI 0—9 5 %5,
S 9

B OO0 /90T o (44L) (ZWAZZH)s (QNBA)

B ke ¥ 3 Rk 5 A

R, E, Gibson

, W, J, Rzeszotarski , W, C,
Eckelman, E, M, Jagoda , D, J, Weckstein , R,-
c,
32(12), 1851—1856, DANAIFTIE kAR
SR W, FNRIEAE BRI, *HEHRitey Q N B b g
SRy A AT, WA R A, LA B Wy 57 AR

600—1000Ci/mmolXil, HEFLELZELEAEMY

Reba , Biochemical pharmacology , 19383,

—_—2 7 —



5—2 0%,
BHfl 10
11— ( 2—#ik vkl ) — X EAMBAH &

A, a—WEKEM RSB A&
ME200m) RRERSY, A3 0 mL ZE I
(2, 58, 0, 105mo1 e )iEAl, HWARFI50mn1.
CEAPHAt BT X (17, 18, 0, 1mole) FEZET,
PR LEA YRR, BERANES, it i an L e 4d,
38 2w MR W, '
ERELNT, £—78°C, 1. 5/ABauE, EEA4AR
RARMEAE2 00 m1 ZB P ZFRMRIE (10, 4 g, 0.1
mo 1) WA, EIEEETHESRE, FANKEERRE
A, H 2 00mYXAM, A3 5 m1 3 NEEERL, K
(4X80mnl)RfEKE, WHEAFSLHANENRAMERN TR, B
FHEFGE G EEL, AKESEZERK, 856, 12(45%)
WIF= 41 o '
m, P, 251—256°C(X#z259Cc) 'ENMR(DMSO)

52, 25(8, 38, —CH,; ); 7, 12f17, 64 (a,
4H, ArH), 7, 86 (S, 2HE, —BOH), '
B, A—@ W AXMER

TE20 ml WRAB P S RLEER (2. 4 &,
1, 5X1072 mole), jun%lfd 0 mL pg44ust ity xf—
WHEMER (2,08, 1, 47X10 2 moloe )pwt,
150 RKEANHEY, BIHRE, 54048, wild, F15484%.

—2 88—




Wb Bl A N TS W, A Nt wt, Y0 Bk A, 3bagiZ
LR ELS, 1. 5¢(49%), m, P, 154—
156'Cc, 'HNMR (DMSO)b&4, 18 (S, 21,
—CH,Br),; 7, 37fu7, 74 (a, 4B, —ATH)
Co 1— (2—aifkvkeddt ) HFIEMEL W44

2—wifkkel (100me, 8, 85x107" mole, ¥
S T AR ) Tt — R WA FMR (190 me, 8, 85X107°
mole ), ERAEMMAFEEMS 0 ml BFE FEMP, &
30 m1-TRWHWE 20 m e BRWRA, ERALUT, it .
Ik B R BLIR A4 1 6 hnt, THIEREEHAEN, EHESLYT,
EIEAEL ETE, FRRAaEk, AAELEEd, #5150
mg(69%), ™. P, 212—214°C, 'HNMR (DMSO)
65, 6 (8,20, CH, Ar), 7, 1f7, 75 (a, 48,

ATH), 7, 2'5;‘]?117,.75(8, 2H, CH=CH )

LMW1 1

4 — ( 2—wideukedt 3L 7,98 ) 2KALHN R Bl &
Ay 2— (4—WHKKE ) —1—4p—f—TAXWRFRLE L

4—WAXTHBF (4, 08, 20mmo )fuskey (3, 4
g, 50mmol )FEFTRE_QWH (100 m1 ), fis—
TEZWEFRERAMS (3, 18, 20mmo 1 )40,
ZRA KL TR 6 Mo, FIARBFGZ4, T8, £HET
IR, PR 6, 08(95%), P, P, 115—117°C
/0, 7mm, M, 8, 314fu316(m/e) 'H NMR‘

(¢dbClg ), o0, 05 (s, 6H), 0, 9(5, 911),

—2 90—



2, 8(%t, 20), 3, 85(t, 2B )fu7, 5 (AB q
4H), .
B, 4— (2—ETH) FEMMB S % |
ERAEHT, HETHWE kG (10m2 )it (0, 2642
11mmol ) s, F 4/t B\ ds—T 3k = WL @by ot
MMy 4 —WEKZ IR (2, 3. 458, 10, 9mmo1 )y
ﬁ%ﬁ%ﬁ(IOml)oﬁEMA:&L%(o.IE)Eﬂﬁo
m8¢wwwﬁﬁﬁﬁﬁﬁﬂkﬁﬁ,%ﬁ%ﬂ%ﬁﬂ%ﬂﬂ—7&
C R AWM RNERL (1, 15 €, 1 1mmol )4
W, T RS, 8RB AR E RIS, BB
2N B ERY, WAELABWAREE, AER LB LE
(5X50m1)W%%K,%#ﬁﬂﬁ,m#%ﬂﬁﬁmﬁﬁﬂﬂ
POEHRANE . RETRANA, WL4EIER %3 (IR TR A
RTBRTE/ BBIS:S)  YEBL 4B 200 210 /B
o PR 0. 692(38%), m, P, 218—2207,
M, S, 184 (M4+NH, ), 156, 140, '"H NMR
(DMSO—aq )12, 7(t, 28), 4, 6(t, 20),
7.1%7.7(2a,4H)%7.9(s,2Hh
Co 4— (273 ) FXMB 4 4 :
Ma4—(2—5THk)FXMEL (1, 668, 10mmo1 )
WTRM AR (25 m2 )38, MATZIE=F (0. 62
& 10mmol), ERAMEET, WHRAW1 6/ 0t A
EA Tk FAFR:, PAFEIfR A, FEEE T2 6 4
§¢N,ﬁwﬁ%ﬁ&%Mﬂ%m:W%WMM¢(1oml)rm

—3 00—



Kk, FM=Z#kEM (5, 258, 20mmo 1 ) fuN—3yksh
BEERE(D.S65, 20 mmo 1 ) ANTY, FESUAMRIA TR
6N, EREABTREEMN, REUURTE (100 m1 ) Ry,
TR RS TR, 450800 €10 F, FEHLEH
Theg R (M BEM, | | LR LW /B8 ) . oIR8/
CeELR, 5 :1, 48, m, P, 146—1487,
D, 4— (2— I skek A 20 ) — 2 RANEL By &
ERAEGT, B, 14— (2—02%) F¥E20R
(0, 5258, 2, 72mmol )fu2—gikekel (0, 3 g,
2, 72mmol ), AFWM_WAWENM (1501 ), £k
WERF (1, 388, 10mmol YFHAT, £60—7 0°Cindk
1 8N, BRI Wk WA TR, B AT OHAREE DAL A, I 2
N $hEpE b ST BIAE, AU AL, AIF HK BT K
CRGH(5X50mL ) 110, THbRGANE, 450 BkY
PLRT WG I BUK A8, SRJEI 6304087 (REIRIRLEAR)e I 2B T
B/ TR SRR, R SRR BRIt (0. 1 &), MR
2+ 1ZRRTHE /O M, 15 5157 Goty ook 3 25 B IR B AR,
WAk /O ES S, FR: 0.25 g (36%), m.p.

229-231°C, M.S. (M+H)' 262.
IH NMR (DMSO-dg): 3.1 (t, 2H), 4.65 (t, 2H),
(d, 2H), 7.14 (s, 1H), 7.5 (s, 1H), 7.69 (d, 2H)

fa 7.94 (s, 2H).

7.11
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S 12

P Tr oo (4) (1. 2—HEZEWJF)s 1— (2—E
vkedeak ) 2K H A0 . .

A1omgiriFRR, 100megly@éh, 2mer, 2—¥HKg
ZWZfE, 2me_RLEZR—H—TH, 50 me v HHH,
500 eRAL4, M3 mer—( 2—wdhoweddt ) KFLAMERAY
A, WA mLgERe (P BT 00T ) MkRIk, £
10 0Cim#t R BLRAH 1 544k, Inkfeaththi=£, MA@ L
B (HEPLC ), H91. 4%, BAWHELH Nuclcosil -
HPLcﬁﬁm,ﬁwwmvwxﬁ%w°°wcwgﬁﬁwm;"

LHpl13

_“”Tc(ﬁm)(r.z~%a_m Fi)s 1—( 2—wifksk
vt ) 2 W IEAN M 4

AEMAE 10 mL BP9 0, 3me (0, 11mmol)
Toe(1, 2—HEZMZRF)s (U—O0H)ENCI1, , A
1—( 2—#iEokudt ) XFLMBR (3 I me, 0, 125 mmo1)
M1, 5m1 3N E, MBI, SEMRER. 3 00,
N1 0m1 1 MIES FEEFANEZE, FENBEITKR
(61me, 78%FR)MRTH/1 MERKTL R,

A1 C,3 Ha g Ng BC1 Oy T capdrifify -

C, 43, 59, H, 4, 43; N, 16, 20,

W4 : C, 43, 68; H, 4, 45, N, 16, 37,

En/z=77 0 MAT ERFATHAIFHEF(M+0 )"
B A AF B Nuecosi | HPLC AEDRGE, RE(REITN 2, 3 4 404

—3 2 —



(80,20 ACN /0, 1MIFIRER, 1. 5mL /94),

onm;L. C(
%) EFEM 4

A2 mEZWELZE, 18meiHEy, 100 m i,
I1mg_FZAZK—H -8, 50meg v M, 500 efd
T4, F13 me1— ( 2—aAokulk ) FF LMYk FHRAL,
MANTm1IEHER (T TT col ) MmAEmIAER, £100
B A 1504, FRAMMER, AEEREEE
(HPLC )%, $73, 4%, RRAWHIEDFNc cosil IPLC
U, REMESmTH4l T o THdRAMER,
BHpl 15 | ~
Tr oo ($\H) (SFRETIR)a— 1— ( 2—agkut )
A |
Assmg T o (ZHEZLZRG)s (u— OH) SnC1,
(0. 074mmol ) MARFI10mIZI 2 sme
(0. 10mmol) 1 —( 2—gkokndst ) KFHMA, WA
1m1 3 N3hEs, SRMEER3 04, WA 0 m1 1 MR,
EEFANEZR, REAWBELER (320, 62, 3%BFER)
FRTHE /1 MBBBEHEL S, BEMh A4, Mo, 5
H, O XA4MAH, |
20,3 Hyg Ng BOL 0y 5 TeiMf:
-H-ﬁl{ﬁ: 0, 37, 6 2 H, 4, 33, N,

17, 63,

%ﬁwjﬁ‘o, 370 71; H’ 4. 17; N’ 17‘ 990'

—33—



A B RS N e L coni | HPLC AE0b0, W R 3, 4 540
(60/40 ACN /0, 1 MIFRER, 1. 5 m1 /441),
SEHPI1 6 .
U oo (§Ub) (ZFETTH ) — 4— (2 —fikek
HTE) XEMWHE
718 metriEl, 100 mefiftdh, 2 m e WETJ,
1mg_PZEZ—HA—78, 50meyHYHH, 50 neff
T3 med—( 2—RERAR T ) FRAMBHNRAY, WA
20mci CT o0, wi1miAmk, %100 CHAKE
Vil 1 544, FEPL OIS, HHFE9 3 BHEHRA
#, |

My
A AR R I H A, JEL:ZJ'—"*QLEEH W By B 3P 4k I ST

PRE A R, wm,mx—¢%ﬁmmﬁmﬂr@u7mﬁﬂ
- St PIOR W RS AL U R T AN R,
FiAR ey 3 —H AR ( Hedinze , T, Ang , Chem,
ey Eda, Eng, 23, 831, 1984 )fEDMFy
e FREHATHG, HPAR 1 7 4 APHESTP AR 303
F TR WAL AT K, B RMIEKEPAR RE007 4
X—Ygk Lk, ZUBAETHFFNA & /4 eV 05 ; J i
7K,

BEEHX—MK/O, 3—1, 20M , &40, 1 M T4
AN B 2h Sk WAT B, FESURRTH B M fe N, HER K

Int
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==

x 2

DMFﬁ@r(EP)m—(am+=zoomv/sec)w

wAEER
#ZE

t 4 W FA 472 &y FE 4% Y

245 o w vk '
1— ( 2—wpghokeddt ) W AETNER —1. 54| —1, 43
2—Wik—5 —FH—1—0R—TH| —1., 63| —1, 55
2— WA 2 —gikvke— 1 —7 8| —1. 51| —1. 43|

BaigyB AT Of ‘
TcCl(DMG);BMe® —_ —

B AT O byl
Sietl 1 5 kAt —1. 58 —1. 51
Pl 1 3 WEH —1, 56| —1, 50

'B AT ORMERNTH PR E 43R Z AT EE A4

2 () (ZWHTZ
seiEpl 18

—h5)s (W)

B EAiEtk, oAk skek iy A B BT SE, RS T A0 ARy

e Ry
A R B,

Gouldging , Biochem |,

Pharmacol

(19

BTR AU, AT R 25 B BT B —
($lfw, Clarke , Wargman , fu

80)29,

2684—2687), e AqEEE, MERRHA P

Aok AlER, VT EAAH T KD s
b/ QLS i1ml 0,01M

—3 5—
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#HER AR, o0, S5HEfL500p1 DPH7, 4B
BEMN ST, 1. 0m1l, 0, 1M, PH7, 4, 10
mg /L Na, EDTA
A 0. 25uMole 20pl-WIHEK
RS A AT, s 3 R A RA M, I \EE
CBERBRE, FARKRERSZHAERBAILRT 2 0 HUBK,
FUV/TRAKEERES 2 6 nm, 45040, WEASHRE

(ZRREWARE ), *BTABF At R x# (RE)
mmol /ml ztutlElERE A D2 A qb A B, SRT TR
2, FHWMCA Yk EE welfu B wiek vl B BT 4 40 45 4E 0 2t ik, |

4 d d g <

F 2
EFEH

A (il ) FEpc(DMF)" Epc(k)’
ekl | >24 hr —1,62 V  —0.46 V
(OH)2BB4NO2 95 min  —1,80 V —0,50
Bt BE Hnd 45 min —1,49 V  —0,33
(OH)2BPhEtNO2 42,5min —1,53 V —0.,30
(OH)2BPropeneNO2 24 min —1.56 V —0.,30
(OH ) 2BBNO2 11 min —1,52 V —0.32

Sl 9
2 —Rigbokeh—N, — ( 2—FkidE )—3 —AllEk
(Bprope,aN o, )ﬁ'gﬁ}l}%’r
FXABHEA (6., 98, 50mmol )AMAFH-—EIH
Bt (15 m1 ) Pz —apkekek (1, 0 g, 8, 84 mmol ),

—3 66—



&imﬁﬁﬁ%ﬁTﬁﬂo.5¢woﬁﬁﬁwﬂﬂou,#ﬁﬁﬁ
:<1om1)mwz—ﬁag—

s &, £ 0°C, AAETRIART
-Z—Lﬁﬁfl,B,2—%%:%%%@@%(4.23g,
7mm°1)%ﬂ*¢wwoﬁﬁﬁﬁﬁﬁ%T,Eéo—
ﬁoﬁE%ﬁT%%:$£Wﬁﬁ,ﬁ
)oﬁﬂmwwtsoxsw%(ﬂ+)

17..
7 0 Cimi R BRAY 4 8D

G REY (1002

&ﬁ%ﬁ%om?ﬁ%%ﬂ%,%ﬁﬁﬁ,%%,W%,ﬁ%ﬁ%ﬁ'
7. Fath 2 R BEER )

LB (R, 23 0—400 B, 70
H:ﬁ@ﬁﬁﬁﬁ,ﬁ*@ﬁ%ﬁﬁﬁ%ﬁ%ﬁ%@%*?ﬁr

0. 3 & m. P, 138—140%C,
2H), 6.6 (m, 1H), 7.15

1R (DMSO-dg): & 52 (d, ’
7AWS,M)$17J(&ZM ]

(s, 1H),
COWEAME CeHgBN30, € 36.59, H 4.09, N

21.34, ',j;yml] c 36.79, H 3.66, N 21.41.

Bifl 2 0
Z—WE%@£~NV—W£—G—%@(BPNPN% ) # -

Hile

Rt (0. 417 &
(0, 4928, 62201 )s 77 H (0. 1768

zmmol)ﬂﬁaﬁ(25m1)*wBMﬂNmN% ( 5t
L mmo 1) HinAd, HHYH, EESTER
o, M A e E PR AR,
— kAT E R E R

6mm°1),2@m

19, 0. 28,
3 0 it, R,
A, AT, BED



i, FEr0, 02% 0, 025€8(20—25%) ™. P,
122—124°C,

g NvR (DMSO-dg): 6 0.8 (t, 2H, B-CHp), 1.9 (m,
2H), 4.4 (t, 2H, N-CH,), 7.2 (s, 1Hl, 7.8 (s, 2H,
B-OH) #fu 7.85 (s, 1H) M.S. (M + H) = 200, 172,
154 #u 109. 4T HHH CgHy gN3BO,:
C 36.22, H 5.02, N 21.11 5z : C 36.87, H 4.84, N
21.56.

Spafl 2 1
1—( 4—mghukul ) —XFHME (BB 4 N0, ) HHlE
AW B 1 0 Rk gy, P4 —midkvkek (1,13
g, 10mmol ) fd—BELEFEME (3, 258, 15
mmol ) REgEbEL, FE1, 78, ™, P, 163—165°C,

14 NMR [DMSO-d.]: 6 5.4 (s, 2H), 7.4 (d, 2H), 7.9

(d, 2H), 8.2 (bs, 2H) afl 8.6 (s, 1H). 17C NMR
(DMSO-d ]: 6 50.76, 121.59, 126.86, 134.54,
134.66, 137.45, 137.89 and 147.18. e

Y)Y AL N

WX CyH B3O, C 48.62, H 4.08 N

17.01. £Zy c 49.39, H 4.21, N 16.83. M.S.
[M+Gly-2 H,O + H)" 304.

] 2 2

%9 2 cc1 (DMG); BPhELNO, thils

—3 8 —



;\‘rj'Tc(IDM(})3 (p-—OHSnC.'l, « 3H, O )
(77, 1mg, 0, 104mmol)fys ml 75N, i
A(CE), BPhEtNO, (5¥fil11, 28, 8meg,0. 11
mmol )MWAZRKE CL, EEAMEIEI 044, L]
EREEERY (68 me, FR93%), WIEAFIE, AT
fEFe vk, FEZTTE, ZEMEET 1 n1 ZWR PR,
2miZfEfr md 1 MINERYh, (S NEINBEA 3 0 o04h, FEAuHY
BEAE (31 mE, AUFEE40 %) MHHYELRK, MWL
TcCl(DMG)yBPhEtNO, « 0, 5DMPF,

034 o5 Hag Ng ,5 BC1 O4 o5 I Co
sLW@E0c, 39, 80; H, 4, 60; N, 17, 55,
0, 39, 64; H, 4, 81; N, 17, 92,
il 2 3 l

P o () (SWHELIRG)s— 1— ( n—F—2—
Ak vk AL ) AP 4 :

BT 1— (2 —#aoknddt ) —KF LMY 4 n g
BpropN O, (523t 2 0 ) KAk sbmszlifl 1 4 prak, #1445k
o4, FBE R 680 Ar s AR, K5 2%, wall
AR MNuclcosi |l HPLC BRI R 052 %o 2b I 45 A 40 4% & MiNucl cosi |
HPL CApfRWuEl, Shsih 2 4ikyktise T ¥
HATHEA

S| 2 4

Sokok 3t ) 4 41



MT ¢c(DMG); (p—OH)BENC1y3—3H, 0 {10
ml ZfEEH, MmN (OH ), BrropN O, (53ifl20, 41.8
mg, 00. 21mmol )FuA3m1l2NHC, fj{ﬁﬁu{h}i[ﬁ
Bem3 osl, A5 0ml 1 NIR, $ERAESE, @it
HELE A EREE B, A1 MERME, o PhikEtkEY, 5F
RETH, BE97me (78 %)M, EMFWHEMEELImL
CHC1s W, 31X 10 c mefR&WHLT, AT
CHC1, , JFICHC 1, P, %i%%ﬁﬁ#&i,*f?f
FAEMAE3I L CH, C1, H, F30ml han, ﬁﬁﬁ%ﬂ
WA ER, AR5 7 %, IMTHHE N C1sH, ¢NgBCLOgTC ~

SWfEs ¢, 33, 66; H, 4, 20; N, 19, 28,

_ ﬁ;ﬁﬁw, 33, 58; H, 4,38, N, 19, 58,
SMp 2 5
Tc(ﬂ)(ﬂﬁ%a M)r—1~(Fﬂ~z—m
ek ) (KT T 498—178 )idl#

BTH3me BpropenN O, (Shifl19)Ktk1— (2
—aHA ke Ak ) — KW ACAN R, AT SIMEt) 1 4 BraR e B 447 B4k
A, AEERAREY% (EPLC ) JRITEELAWMESR, ¥
58 %,

B 2 6
T Rr e () (ZWETZ Mi)a— 1 4 — A vk )

2K LT By )
BRTH3meg BB, NO, (8:i#l21)MK41—(2—=z
Fhvked Ak ) —KFAMB, A MBI 1 4 Prak iy 40 447 pqb Ay,

— () —



AEE#RMEE (BEPL C) WAk e s, h8 2%, %
AWREF P RE-IRPLCAERER, 17 RIS 5066 2 7 BR ke,
“P oo MR,

; SLHip] 2 7

"PT oo (f) (ZWRLI)e— 1— (4—Fkskeddt)

ZRH A Y ] A

TcClL(DMG); (32, 7mg, 0, 068 mmol)
foBB, NO, (SLMitl21, 17, 7mg, 0, 073 mmol)
W5 ml kv, MKko, sm1 2N HCI gy RAHEEE -
W1 55090, RIEEKBREEHN, FUMER NI, R
wA40,/60 ACNCH, Cl, | ¥EEHEEFERET
B, SFRTCERESE (FR61 %), 4MHHH :

TcC1(DMG ) BB4NG,.0.2
By .

C4Hy o0 (C,, HgNGOBCITC.0.2C H, (0. s c,

38.39; H, 4.21; N, 17.443. —‘”j{ C, 38.75; H,

4.28; N, 17.84. FAB-MS(+): m/z 692, [M+H]; 656,

[(M-Cl; 579, (M-4- gk sk we 1. 1H NMR (270

MHz, CDCly): 6 2.9 (m, 12H, CDO), 3.0 (m, 12 H,

CDO), 5.2 (s, 2H, Bz), 7.2 (d, 2H, Ph), 7.4 (s,

1H, ket ), 7.7 (s, 1H, g ), 7.8 (d,

2H, Ph), 14.8 (s, 2H, —J§ ). IR (KBr) (cm™}):

3505 br, 1634, 1545, 1491, 1399, 1338, 1228, 1206

s, 1089 s, 990 s, 928, 909, 824, 808. UV-VIS

(CH,CN):Amax(Loge) 288(4.08), 382(3.80), 460(3.41).




Sl 2 8

P By oo (&) (1, 2—HBBZfE)s— 1—(4—H
Sokup b ) 3 F M H &

BTR3me BBNOa(?ﬁﬁZI)ﬁ%I—(Z—m%
skeb 3 ) —KFAMESL, B 1 2 BrRe T E S AR A,
AEERA e (EPLC ) JEFREANMFER, H8 6%, %
SYREFPRP—1 HPLCHEM, REMHE TRHSN
°* 1 ¢ AR AR,

Sl 2 9 |

O My o (8) (1, 2—FEZBZf)s— 1—(4—H
Avkod ik ) 2K KAt 4 -

chn.(c:oo)a (25, 7mgo, 046mmol )fn -
BB, NO, (iflz21, 11, 6me, 0, 48 mmol )it
ESmlACN#O.5m13Mﬁ&¢wﬁA%,#hﬁ%ﬁ%
3044, NS B2 1 MERE, RREEGEEIR HEkk
(HEE83%), ﬁﬁﬁﬁ% |

| CpgHygNgOgCIBTC . 0.5 CyH),0: C,
44.65; H, 4.87; N, 15.62. 523l : c, 44.81; H,
4.95; N, 16.05. FAB-MS(+): m/z 769, M; 734,
[M-C1]; 657, (¥ 4- wikukwld ). u NMR (270
MHz, CDCl,): 6 .4 (m, 18H, Me), 5.2 (s, 2H, Bz),
7.2 (d, 2H, Ph), 7.5 (s, 1H, %k®t ), 7.7 (s.
1H, sket - ), 7.8 (d, 2H, Ph), 14.8 (s, 2H,

—J ). IR (KBr) (cm ¥): 3450 br, 1631, 1546,

—d 2 —



1446, 14230, 1380, 1337, 1286, 1229, 1203 s, 1061
s, 960 s, 924, 902, 866, 847. UV-VIS
(CH,CN):Amax(Log €) 290(4.35), 386(4.11),
462(3.76).

Spl 30

PO T o (B) (ZWHLZR)s— 1— (2 @vku)
PP 3L -

WM 1 4 PR w A at * T o (A4L) (=
2= )s — 1— ( 2—BEkek sk ) FFRAM, HEFPRE
— 1 RATRRSRIHRAE, 1 m2 dokfin md 1 0 1 ZFE /Hhokik
¥, BREMO. 4m1 95 BTHBEAY. 14000 L4y
PH 8, 0EMUMR (0. 1) MAFRAE, £3 7 chfk
3 0 4k, 7E3F, QERAANMEEBYIIT PL O WK =5 96%
Yl AWRES "' T o (01 (ZWEZLZI5)s— 1—( 2—F]
evkek k) — 2 WA AR S JEFI VAL, 40 AT R 45 4Ab 40
fabse ' T c—Qm AN 4,

Siifl 3 1

" Troe () (1, 2—HEZMNG)s— 1— ( Fifi—
Aok el 38 ) A Mol & :

EkTH3meg BrpropNO, (5Miflzo )Mf1—(2—
e vkel At ) —3E FILANERAL, S 1 2 BRak oy i AR AL
A, ABEFAAESE(BEPL C ) WEiFMEAMGFERT9 5%,

B3 3 2 |
"roo(f) (1, 2—HEZHIZR ) — 1— (FHi—

09



A vkek I ) AHEY R A
BTH3 meg BpropenNO, (ZiHl19 ) REFT1—(2

| — gkl ) —3 P AR ST, B sz 1 2 iRty AR
o, AEE#RMAEH (BPLC ) WAL IR, A
8 3 %, |

Sl 3 3
(R )—1—REK=AC2, 2, 2 )F—3—%—(R)—a

—(4)—EEMB—o—FETEHCHE (R, R—QN B #iEL ) W9
&

B TR R A& ZE
0°C/Ra1

= N'. - OH ' @ OH
i/ 7§ NaNOﬁ/j_I;Q_l_q

CDI/DMF

—d 4 —



<:l OH " H
@ ) C02 4@ n-BULi,THF—780C
N "
| 1 (C2H50)3B

@\/‘w

(HO)zB

E

A, (R S)—3—CHEEBTH
maﬁ(1ooml)%ﬂ(RS)—3—%%ﬂw(25z,
0.zmmol)%%%(Iooml)%ﬁ,%ﬁﬁsoc4¢w,
%ﬁﬁﬁﬁiﬁ?1s¢woﬁé%#?%%%%ﬁﬁﬁ%&ﬂ,ﬁ
ﬁﬂﬁ%%&ﬁé%%%%%&%?(zsml),mm%m&@&
ﬂi%%ﬁoﬁﬁmﬁﬁ(sxsoml)ﬁM$,ﬁﬂ%mm
K, C O, FATR, HEEKWEN, REHFH20. 68

(62%)°ﬁ%ﬁﬁ&%(RS)—s—aﬁﬁﬁ?ﬁ
lHNMR (CDC13) 6§ 1.31 - 2.01 (m, 6H), 2.11 (s, 3H.
OCOCH3), 2.62 - 2.95 (m, 5H), 3.18 - 3.31 (m, 1H),

4.80 (m, lH, 3H).



CB. (R)—(+)—3—LERAEETH

B(RS)—3—ZH4NEFH( 34g, 0, 2mmol)
WAFL—(+)—BAERKR (30, 13 g, 0, 2mmol )L
AR (80%, 142m1 ), [EHHMAIESRILA, itk
Ry Rk BBtk (40e), HATLEH (80%, 280m1)HE
Rk, BE 25, 58(65%)WFEM(R)—(+)—3"
— AR ET AR i mPp96—98Cc Lit2mp94
—9 5, 5C, WHAHATH (R )—(+)—3—LH§HAE TR
BERE(2S. 0g) A (5 mL ) B, JAMEMK, C Oy HENEF
B, JFRAL (5x25m1 ) {EIGEY, AN 8, 80, F4T
$A3FHCHC 1, 12U, JFabiE, TEERRIEFG, ZAnl
Tl ARt (R )— (+ ) —3 —CEEAUES T, 5

| 10.7 g (8E%) -

(0]P,.+29.96° (c 2.93, TR .). Lit. (Cohen et
al. J. Pharm. Sci., (1989), 78, 833 - 836

(210, +29.8°(c 3.0, ZE ).
lyvuR (CDC1,) 6 1.30 - 2.01 (m, 6H), 2.13 (s, 3H,
OCOCH,), 2.62 - 2.98 (m, 5H), 3.18 - 3.30 (m, 1H),

4.82 (m, 1H, 3-H).

C., (R)—(+)—4—mi¥-¥THE

HESB BRI (250 m1 Y WpEF (39, 62, 90
%, 1, 1mmol )&, MNSHHR (RS)—4—gk
“HTWR(30. 0g, 1, 1mmol), JFHEIEARIET 8/
W, dhiEs B4 R, ORI MWAELRE, RATEMEY



120—122°C, 19, 56(59, 4%)TLC (#f,
WHK—HOACY9 :1)R¢eo, 24,

PRERtE Y6 MARMEET (12, 1, 68mmol)
HRA TR BRI, R XAMe S0, TH, ARELLTER
FHEH, REERGE MM EFER (8 e )4Et, FICH, C1,—
Me OH (95 :5 )Pk, 38HLAMNNL, HERFEHL
EBIRY, BRWEELRERAGEL, P20, 35
(77%)mP104—106CHERM(HK, FE—HOAC)
9:1)RT0, 3; (aljs +50. 11° (C1. 34, B
Eﬁ), Lit , (Rzeszotarski et al, J, Megqg,
Chem, , (1981), 27, 156—160), (a . +
49. 4 (C1, 34, AR,

"~ 'H NMR(CDC21, )84, §0(bs; zH; CooON
faOH, 7, 35(m, 5H, CoHy ), 7, 7 1fu8, 21
(24, 4H, C4H, )

D, (R)—4—FXE_KTLHR

(R)—4—RE-KZHEH (2, 0g, 7, 33 mmol)
WORER (2571 ), ABF(1. 0m2 ) FREH—N 1 (0,8
g)%ﬂ,%&ﬁﬁ%ﬁ?fimﬁ%1smwoﬂ%%%%w—’
NigK, FTBEGN, ECHERE HRN Y, SERANE
(7521 ), AZE (2X50m1 ) FR0KE, ERETFELA
By RERHE (R)—4—HE-XKTBB B, F3s 2%
(1, 468); mP139—140C(sF); TLC (LK.
Wil JRf0, 20, 'H NMR (D, 0) & 6. 751

—_— T —-



7, 18 (24, 4H, CgHy Yfn7, 31(s, 5H
E, (R)—4—B-FTREK

WK ORI A& A A~ 5°c, 3 04 4Miy R, T
WA (178, 24 -64mmol ) fK(10m1)  VERRME ( R ),._'
4— (BB ZFUHR) (3, 0gy, 12, 35mmod Y10
BB (100 m2 ) pp, fE— 5°C, BRELENuny 3 0 44 -
BEZBRWANBME (4. 098, 24, 64mmo1 gk
(10m1) 55, $IEHE 0 CHIRBRAM 1 MR, I8
BTtk 1AM AZHRZH (3 X 7 5 m1 ) RIRGHE 30 &4,
EH MR AA AR (10%, 2Xx50m1 ), K(2x
50 m1 ) ¥bak, MBEAITR, BEEH, 52465 0R 1,
A (iR, CE /ZRURBEBEM. ) 424k, FEI R GEtheyE
.4&; FR2, 18e(50%); mp80—81c TLCUxE)h,
FE—ZH89 : 1 )JR*0, 40, (aj 25424, 7° (C
0, 132, acetone ); 'n NMR (CDC 21, ) &
5 50(bs, 2H, COOHfmOH ), 7, 21f17, 69
(2(1. 4H, CoH, )fu7, 41 (s, 5H, C, H, )

(R)~3—§T%£—(B)~4~W‘*Lhﬁ

(R )—4q4—ph—% LM&(O.Zég,o.74mm°})
WTHRZFRPRN (201 ) kg, AIEM1, 1 — -
%k (0. 12g, 0, 74mmol YA, ARALHLT, Fu
WY 1 MNE, EEREEERE, WA (R )—3 —F R
(0. 93, 0, 73mmol ), FRETFHERIT ey 1 5.
¢W0Eﬁ§%ﬂFﬁﬁﬁﬁﬁéw,%E%Am(soml)%m

9 Ca HB)



CHE(3X30m1 ) #BE, AR IR0 E S ( 2 X
20m1 ), K(2X20ml)Pkik, fLTAmERMITE, &
it iR, WmANERK (0. 5e), CHEE(5m1 )3T, 4
AW TRAE N , YmEHER(10e) ), B 5BHE
A RH I EH PR AL, A A entiior, M Bide
B KR, BHRKEHEL, FR7 5%,
(0.256 g); mp 124 - 127°C; TLC #%
& . meon-NH OH 98:2) R, 0.65; 'H NMR (CDC1;) ¢
1.15 - 1.89 (m, 4H), 2.01 (s, 1H) 2.42 = 2.81 (m,

SH), 3.21 (m, 1H), 4.52 (bs, 1H, OH), 5.01 (m,
1H), 5.01 (m, 1H) #f 7.15 - 7.82 (m, 9H, Ar-H).

¢ (RR)y—QNBUE

#—78C, HTHH10m1 RBEJLH, (R )—3—
FTHE— (R )—4—B_KTHBEM (0, 60g, 1. 3
mmo 1 )Wy EIILRH (2, 0 m1 ) BiE L, fERhEgHE AR
JAn—BulLi(o0, 28, 2, 5M, 1, 25m1, 3, 13
mmo 1 ), FFRilFTHIE2 044, #AFRN 2 = 2287
B (0. 378¢e, 0. 441m1, 2, 59mmol )u\F
RE R4, £—78°c, FHH 1A, 48 FI 550 1,
BA 1 8 nt, ARG IUIEASL IR R BT B A, A 0 55 50,
R 3 Ek R, RENZMWBUR TR R A BEik, TR RO,
RE X EL, EZBEEBMTEA< 5% TR,
B RAC, 3 HPLCA:}L ( Dynamax C, 4 s 4. 14X



25 cm, §micron )Jﬂ;isocrat’ic XETHAHOO. 1%
ERTB/RE L 2, 5 BLIERM, MMM ERSEMiEPT C
(Dynamax C,4, 0, 46X25cm, gmicron , 18%
CRFEEO0. 1BZRLBPH O, 1 BT, WEAED> 98%
RS, AETRAHN MR AR EEN (RR )
—QNBIERM REEE, FHi0, 0258 (4, 4%); 'H
NMR (€D, 0D )6 1, 68 (m, 2H), 1, 95 ( m,
2B), 2, 35(s, 1H), 2, 81—3, 35(m, 5H),
3, 80(my, 1H), 5, 31(m, 10 )Fa7, 28—7, 71
(my 9B, Ax—H ), MS1C, H,o0,NB dgii i+
438, 2092; Y1438, 2088, '
M 3 4

(8)—1—HKARFKC2, 2, 2)%—3—%— (R)—a
—H—a— (4 )—FHMA— o —FH B (R, S—Qn By
B ) _ -

VAt A AL M) 3 3 By K B 45 1 5 —5 o SR IR R — 3
TINEE
Ao (8)—3—ZW§tEETIH

MEEMif] 3 3 AREIER (45 (R ) — 3 —ZHE b g T
B ), BICEW AR E R B EAME X R Ak, GG (3 X 5 0
nl ) WG, RN TE, ERNERET 7, 5 e,
ERMmE (—)—TFEER 6. 5 8418 0 BLEER M, Tkt A
Y3 3 AR BT R, mP 9 5—9 6°c, Xk ( Conen
et 2l , J. Pharm, Sci ,, (1989), 78, 83.3



836)mP:194—96°C,
B, (8)—3—HFHk—(R)—4—P KRR
H(R)—4—mt K7 HE (0, 2682, 0, 73 mmol)
1, 1’ —g@k-vkek (0, 128, 0, 74mmol Yfu(R)
—3—HFFE (0, 93, 0, 73 mmol )T _HIH
B (2ml ) sk (R)—3—BFHHE—~ (R )—4—B=
HTEERR (SR 3 3 ) w14 BBk IR LA,
&73%(0, 258), ' LC (fkflk, Me OH—NIH, OH
98 :2)JR 0, 69; '"H NMR(CDC1ly )&1, 15 
—1.89(m, 41U), 2, 01(s, 18), 2, 42—
2, 81 (my 58H), 3, 21(m 1H), 4, 52 (Dbs,’
1H, OH), 5, D1 (m 1H), 5,01 (m 1)
7., 15—7, 82 (n, 9H, Ar—H) - |
C, (8)—1—§LeWH(2, 2, 2)¥—3—}—(R)—a
— 5 H—a— (4 ) —FIAMRL— a —ZH LR TR *
HA(S)—3—%FTFHE—(R)—4—ZFKLHRE
(o, 68 1, 3mmol), n—BuLi(o0, 28, 2, 5.
M, 1, 25m1, 3, 13mmol )fu=7ZHEH (0,378
g, 0, 441m1, 2, 59mmol ) FETHRUERMW, 1£
—78°'C, AR (RR ) — QN BAHIE (5206 3 3 ) frakeyy
B AREERK (TP AR ) B kA, FE11%
(58mg), 'H NMR(CDy;OD)& 1, 68 (m 2H)
1, 95(m, 2H), 2, 35(s, 1H), 2, 8 1—3,35
(my, 5H), 3, 80 (my, 1H), 5, 31 (m, 1H))fu



7, 28—7, 71 (m, 9H, Ar—H ) M8+ frgHHHF
HEHC,eH, 900, NB s 438, 20092, 5SLilfl, 438, 1190,
LHif 3 5 |
(8)—1—K#XRA(2, 2, 2 )¥—3—%¥—(5)—a
—fE—a— (4) —FLWE— 2a— KL TR TH (5, S—QNB
MEE ) Wil

i 3 IR W KB R A A At Adl

A, (RB)—4—RZKLHE :
MA—WKM (54, 81e, 0, 21 mol )T



@WK (500mL ) Eg, WABUE(O, 58), EEAK
HTF, EEETHIE, KRBT -, A 1/6HEE], BmA
SHARAMY (258, 0, 25mol ), HEZTETHE? 2
Mit, REFWAKBEHM (2 00 m1 ) AR PR A4S 1
it 2BHANE, RARE (2X150m1 ) 34RkE, R4
%ﬁEHaO:H01:AcOH(1:3L3, 500m1).t}1,§#
b8 5—9 0°cluiv4 8/ W, REEXESRBEBEREL 100
ml, FRMEMEKBREM (400 m2 ) 4%, AZE(3X100
m1 )2, RJEH 6 NIBBMAKE, SHAHGERE TR
(300m1), FARKENE, diHFARER BELEH
(BB )—4—MoXTHBRHEREHE, PRI 9% (122)
' mP125—126°C; TLC (#HEK, WX—CLBKIRL0, 32,
" NMR(DMSO—4, )62, 38(Dbs, 2H,CO0H
fuOH Yfu7, 38~—~7, 70 (my 9H, AR—H ) |
B, 3—S—F5Hie — BoKTHRE |
N, N/ —#—ukk (0, 810 &g, 0..005m°1)i§€§’§
EUTHMEANE A — B EH (1, 538, 0, 005
mol )W —HEWRM (521 ) WERE, HE4 0 CHIRE
- BAW1phet, WAS—ETHE(0, 88, 0, 0063 m01)
HFE4 0 CcHHBRAW2 4/ 0, TERREE, 21, 128 3—
S—HFHE 4 —B-KHBE, np, 151—53C,
'"HNMBR (DMSO—a, )61, 3—3, 3 (m, ZTFHER
¥), 4. 9(m 1H, CRO), 7, 3—7, 7(m 9H,:
ATrH), MB:1 (M2+4H) *=416+M418+,

—_5 3 —




C: E-1—fLoHC 2, 2. 2)F—3—K—(8)—a—%
—a— ( 4)—FEME— o—FELEE
ﬁéﬁ(—?SC)%S—S—ﬁ?%ﬁ4’—&:XZE@%
(417mg, 0, 00 1mol ) T RNERH (30m1 )M
AHAEMNEMAR—BuL i (2, 5 MEyTRERK 1. 0m1,
0, 165€&, 0, 0025mo0l), Z—7 8 CHILBAY 1 /D
W, HE—7 8°C MASLEMBRzZn1AE-78 CRHHE Sy 1/
W, HEZETHE 4 N, BEuakd, KEWAARERAT
B7 R, R TR, RN L BRI CR
Eﬁﬂ1oomg%(35),S—QNB—W@OmPZIZ*"
215%C(42), miifl 33 Gk, AHAEPLC, N4
A B A P S, SHESAE, 5, S—XBRRA
fkth' B NMR . (D,0): 6 1.40 -1.7p_"(m, 2H), 1.17
IH),’

-3.03 (m, 2H). 2.32 (s, 1H), 2.65 - 2.85 (m,
3.)) - 3.22 (m, 4H), 3.60 (m, 1H), 5.28 (m, 1H),

7.35 (m, 7H), 7.72 (d, 2H).

LHf 36
(R)—1—fAMF( 2, 2, 2 )F—3—F—(5)—a
— (4 )—XETEH—a—FKTHA (S, R—ANBHE)
FITFT LM 3 5 R R HEA A4,
A, 3—R—EFHHk e/ —RKIRRE
ARETFEN, N/ —HE—vkek (0, 8108, 0. 005
mmo 1) mEHM—R KR (FHHI 5 A, 1. 53 €,

— 5 4 —



0, 00 5mmol )y_FXHEL (5 m1 ) Wikaih, 40
CHIRMRA 1N, £40C, R—ETHEE(0, 8 g,
0. 0063 mol ) YmslmAth, BIMRAMY2 4/ 0, Y&
FHTHEHEFRE, SHERVDE A, dEITR GBS
EERWT], FRi1, 2e(58%),
'H NMR(DMSO—q, )&1, 3—3, 3 (m, HFHFERK
¥), 4. 9(m, 1H, CHO), 7,3-7, 7 (m 9H,
ATH), MS M2—H) *=471¢6 413", '
B, (R)—1—HFERHAC(2, 2, 2)F—3—%F—(8)—a -
—¥E—a— (4 ) —FEWH— o — KL LK '

AW (—78°C)3—FFHk 4’ —R XMW (316
mg, 0, 0007 6¢mol ) yTIRpI&eksi(30m1 ) Hkyy,
RSB D—Bul i (2, 5sMERER 0, 72m1,
0. 12g, 0, 0018mol), f—78 CHIFiRAAy1/nt,
FHEWBETRINZCEMER (1 m2 ), £—7 8 CFHIRA
H11/hed, IEAE B TIAE 4 0w, Brdpudvkad, AR F 4,
IR OB TR, AR T, 28R N4 B b 2 EAOT TR
s, AEIBk, Fisong, 2iifl3 3 CHprEk, a4
BEPLC AR MkRAM Y, 2% NS. R absk ek,

mpz13—215"(3(&1\ﬂ¥)1n NMR (D,0) 6 1.41 - 1.70 (m, 2H),
1.71 - 2.02 (m, 2H), 2.32 (s, 1H), 2.65 - 2.85 (m,

l1H), 3.00 - 3.22 (m, 4H), 3.60 (m, 1H), 5.28 (m,
1H), 7.35 (m, 7H), 7.72 (d, 2H).



SMifl3 7

M cC1 (DMG), ((RRERS)QND 7 )yl
#

5 m1e i AEERMAN2, 0 m e Y ZWXT N,
1, 5mg 3—R—BFHE— ( 4—P—R—_KTHHER)
(RR—QNB—iEf ) k3 —R—FFHHE— (4—H—S—=%
CHEERTE) (R S—QNB—liE), 20 meiffif;, 100me
Nacl, 2, 0mg —PZHKEEZWE—CE, fr1250¢
SnC1l, (f4M BHCI) (£F@MHo, 7m1 28% Z,"'
B/8HA), Ao, sm1 °° P co. LAV, JHER
Am#kEI 7 0°C 1 544k, JAR PLCYEFFRAMEFTRY -
60—7 0%, REWRAYWHP RP—1 4, AT UL >

PWAEAT 9 0 %,

SHfl 38
**Mrcc1(CDO), (QNB—H) Hll4
5 1B kS AER A2, 0mel, 2—HEZBW=f

1, smg 3—FFHE—(4—H—KTHER ) (QNB—
HE ), 20 megdrdfkEs, 100mg NalCl, 2, omg=3
CHE=EMA—7H, M1250e SnCl, (F4M HCLH)
(WP o, 7mL 28 UTBE/$hAK), A0, 5m1
M rcor REWBHM, 7 oo RAMA 1 504,
HPLCYRPFFMAEWHFRAS 3%, PR P—144Jifailbs)
BiRAER BRAY, HEMEMEEE> 9 0 %,
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