(194N ELHERX AR NE

[51]Int.CE
Q07D307/91

1% B F AR H A

[21] ZL €% 90103815.6

[45]@iR2&R 19994 2H 10H

[1]@Ea&s CN 1042030C

[22]5ilfA 90.5.22 [24]fiER 98.11.28
[21]siW8 90103815.6
[30]4i%#H
[32189.9.19 [33]US [31]409,630
[1B1RMA BRFRETREEGHAHA
bk SRERBE®
[72]%8AA T EI&%- W0
&S -M-FER KI-C-ER
FH-S-FH
WER 43 05

[741EHREBAK ETREEFFH
A 2kH

BAERS 4 T S04 41 W METH 0T

[s41%&E% BRELHBEFE
[571#%

FEPRA T HBAOBRAEG L EYH B &L L
BRUADEAHN B =% B(LTBMERAMRHHREE.
ZRPDBATEEFALSYNANEASY REH

BRRAEEPRNASYHBTTE,



llllll

"""""""""

M K B

L —fL &R ETE ZUEWRE TRAEH:

OH OH 5
RN S (cH2)i
NS 0 -

Hepan £ 1 ~ 5 g8%0
bR e st ¥

¢) R"RH. COH. COH. CO,Na. C(O)N(CH;),. C(O)NO

C(O)N___O % OH;

T A AERE T YR R TR AL AR T4

BAENI
o _
Br
N \o e e S
@i 2
@ﬁ- ‘55" 0,\0“ or ol
Br - Rl
s * O
~0 .

@»ﬂ " oot



OLIE 977134 1 125 C/DMF

OT 2)fi1k 0 P oT CH o ‘
Rl/KQ—\;;@/u\/kou NaBH, rt O O r2
0~100 C g
< > B R2 =o0H - :
9 = QOCH,
10 = N(CH3),

12 = N(CH3),

HERNAT

oT 0 .
rl /J\ a- 1 1 B i B
~o 0~200 C O CO,H

)\Q\GW R T %5 nl "

lda R2 = CO,CHj = OCH3
15 = C(O)H(CH3), 19 = N(CH3),
16 = cton ) 20 =)
17 = CN
OH -0
1
= \0 2 PIeK i il
[21a = OCH;3] 24

(b = 0C3Hg)

o
22 = N{CHj), e o H
2 RY CH
23 =) .
26 = ONa N

25 (A, n = 3)



FERMF T

oT ] oT o)
ﬂ/kE:ITH'\ N AR REE Rl & R2
= X
0 ' 0~200 C
5 ,g@ 27 R? = OCH3 31 R2 = ONa
& 28 = N(CH3), 32 = ¢l
S 5 -
,‘\x 29 = Nij- =
on o R 30 = OH
e wd U -
/
v \/CZ .
) OH H
34 Re = 0CH3
) 2
35 = ONa Rl)\‘@" R
36 = OH ‘
37 = N{CHj) ‘
2 40 R2 = Opa
28 - (] 41 = N(cH),
39 - O 42 . = 1(]
43 = NCP
NaBH, 7Kg ifi
’ 0 MR B
OH 0 OH OH

Rl rl N CO2H
—_— |
¢

4



......

IIIIIII

HERMAN

t @ i usmafmu AI I “(cuz;4éa

t :. (CHZ] é :j NaBH‘ )\“)\(CHZMCO

0-lSO T

ME 7= Si(cH),c (CHi)s

2AREAVHIESR | Frde s, HAFMEETH$n B - 4,

3. BEAFAER 1 ke s EFEAET RS =3 R E
C(O)N

4. B|AAIER 1 FrRB T HFEETHS n=3,
R>=C(O)N O,
S REAAIER D NRMTE. EREETHF 03,
R>=OH . ‘

6. REAUHIER | FrRpI L HAHMEETHA n=4
R>=C(O)N



...............

O
BRACES I &Ik

AR R 28-_BAEG RERE L. SHEZLEYY
HEYURZAEYXTEZHB SERNERTE. _

BH=&B (LTBO)RIEA M HRGE A8 BT E & B 12 4 5Tk
=Y. ERBYTEREDRBFIEPHECSAR. SR,
FLREMA LA EM. LT B (MW T:

OR

OR
.
R =
x CHy

FEAMIKTF L. L T B o BSIE T A4 M4 50 B 41 i
RENBD ((LEHERABMALE. LTB JSTERNEERNE
CEYERAERHEER. REARmCh R REMEMEA
RICGMPKF, BINARMERRT LT B  \JRLRA &S
RS E)I B AR S, X RN TE S L T S 3RFSSEIL T B
«TRNFESH T HEARNERMS. XM AREEN T HE
ST 2 P, B RS B TN T R A P B X R R
IRIFARIIESE.

BEELTB « 7 FEXRREOME LIS ZEEEERR
BB L T B +HI1EA.

%%HE%Q¢TB4FET$ﬁEﬂWW¢%¢%.E%
MKFEMLTB o REHETLRER PHEEARBEE®L T

1 1



......

lllllll

B4 HERATMANER TEHUEIPHEOAMEEFRRNEEE
&, | |
BT L TB « X THMMEHEKRERENE LA
LT B «SFMRIEFRWOESFZ# XTR AR BTN,
RAERIE B A e LR S I K R R A R, SKFF L. ] AR
TE LA MR MR A FHE RV MTREEF L T B « BR—FERAIE
B

L T B + SHZAMEMERETZ ] FREI T IEMRR
RAERBRRG KA.

KELH 3,867,409 FHR T — R EH K WA BB
F L AT R BN ALEL:

1
R*

0
! -2 I
R-,/N-A'Y- /“\// ™~

X RACE YR R B I SR R e E R, TR R H AT E
AU B9 40 M

ARAFECRAFH 2.8 _HAAHLSWT LR RER
Y B 2 BN - SRR R LB B L T B o SR ERAH
HAEAMmAZZR.

A RBE—1 B 8RR AU AR 2.8-BURE L B0l & 77 k.
A& B 6B TR B —RFEE 2.8-RAEH -
B EYREETE ZLEYRE TS
O

oH H ,
il/l\/ X MeHDN T
\ | 5 L

]2



- T sWge

> o0

- -
o e ~nre se0

Heram g | - 5 %%
b)R' ik 8, FH;
¢) R*ZH. COH. COH. CO,Na. C(O)N(CHs),. C(O)Nij .

C(O)N, /O B OH;

SRR TR MR TR ATTSIE T

l]



1§ %&Mﬁi}; 125 CIDMF

oT 2)@ 0
E-Naaex o
0-100 ’C

ﬁﬁb 9 = ocu3
OH OH O
N 10 = N(CH3),
gl "~ g2
11 R2 = 04
12 = N(CH3),

HERNR T

oT @] . oT o
Rl J\@_ﬁK o UK | 2
~ 0~200 T O O .COzH
5 / 13
OT

Rl/k\@x?@*/\ ;ﬁuém i% Rl

14a R2 = CO,CH3

OCH3

b = CO,CoHs b = OC3Hs
15 = C(O)NI(CH3l, 19 = N(CH3);
16 = co ] 20 - )
17 = CN
OH OH
1 R
RN O ¥ NaBH,
o
x 0 Z'ﬁﬁgﬂdhﬂi
[2la = S
(b =
= 22 QH . H
RL GH
2 = :
26 =

25 (A, n=3)

]d



N .
~nre see

RERMAN

oT Ao — oT o g
| iglecw el
46 P.2= OCH 3

w0 -0

49 = 0OH
OH
OH 0 e OH Q
Rl @ O (CH2)4<'!O Rl(CHZ)“CO
0 NaBll, C
0~150 C
50 51

’;ﬁ"% . T=or (eH), ¢ C%3)3

TR BT A R AR ARENEY, ERRNX



%%@%T,Ki%&(cugﬁg;iﬂnﬁfﬁiﬁm%%%ﬁm_

WA IHT, FRBSREAXT ~ NP E8 55 %5805
| 21 H4HWAKE (R-CHCOH)

n - i RZ

' . VoY
H cozu Cozua C(O)N(Ci13;_2 C(pm:] O C({O)N 0

1 6 11 | 12

2+ 26 22 23 -
3 45 40 41 42 25 43

4

BLPRROHARBAELAKT ~ NP R 0o 24
FAHEGRKE T RAA G E .

FasEAEX L ~ NAFah ki~ ads,

%ﬁﬁ%&ﬁ%ﬁﬁﬁmﬁﬁ(BM-HM,NLPMﬁme,
R. Ree.lrav chim 1948,67,175+ &4 LMayer. F#Kricper,
W. Ber.1922,55,1659 &G ilman,H . Brown. G. T .s Bywaler,
W. G.oMAKirkpatrick, W. H. J. An.Chen. Soc.1934,56,
2473), KEEXCHBAHT Friedel- Cralts 8ALA L (Buu-
Hoi,loc. Cit JWF2-RK-3- RZBMER (I, RAXI) . &
0 ~100 CTA-ARLALY, RERREEREDARETA
Wk, CEALEREEREIRE Y4 B T4k M b A m
ﬁmﬁ(NaB&)ﬁ«#ﬁﬁ%ﬁﬁﬁﬁmmﬁﬁﬁﬁznﬁ@4
~10% K#2-AEDR] PHALRERRALNTAELER. KE
A-ACEMBREPLAR, FAMNOTA=FPETALE (TBD
MS) #8ekEAFA. 7HELE ~100 CF, RELAAERT
AN, N- ZFEVSE (DMF) RikdN, N- =)L Lat5,

-3 -



TEER. @ F RRA AN LA 8 5 40T AP 4k
? 5TBDM S- kXL ETBDM §- N- Rh- S LHRAZR
KW A BT EEREANGEIEHAR) (Corey, L. ] o Venla
teswarlu, A. J . Am.-Chem. Soc.1972,94 6190)it47 R /53 .
FRORPAACHZRATRRA- FABATAEARAAL
%ﬁ%ﬁm%u&W£MW%%ﬁ%£ﬁ%ﬁ£ﬁ€%moﬁ3ﬁﬁ
HEMNT (REREDAGwERH (THF) +) 5Mg #7584
ﬂﬁ3ﬁﬁﬁﬁ&ﬁi%,ﬁiﬁ&ﬁﬂ(anmdmmmﬂﬂi
o MZETME-30 ~100 T (0 ~25CTHAE) SHEHT RS
VB LT . -

A WTHERNEFRESHA, EAFa-l(AEXT)

RS S heiF ok, 4R R0 F PR Ry M X I &
4 HXRPOHMNBATHAELARY XBHM AT L0 H 8 =8¢
An<ls R- CHCH, R H) . E%XMASK, #5LB Mg,
B, MekiRad, HARARMR SemE, HuiiieT
A% (TBAF) RACETAREMH RS AL Lok EE
MBI, 5T 08 B A R G A — RN
BIERENTORY. TRTAOE % (THT) PHRLE
TERR A6 4 5% | o

2MEH, RESHRMAMNTIES BHTESS . L LME
KECEMN P TN LT RAH . &4 b M A4 At M e e R
P AT R o RSO A KPR R 40 ~ 10
0 CRE, £RMEE. MR TR M5 R T i di™ kg
AANLHAE T RASY (Corey, . JH Sugps> ] . W, Tet
rahedron Lett .1975,2647). R s &M ARRBELRIE- & &
H#&M, dCheng, Y.-Ss Liu W.-L. #Chen. S. Synthes

- 4 -



is 1980,223 4, B -
ﬁ5£n5T££&DMF+M?&ﬁ&%(MMC)#%%%”
sﬁwiﬂ—ﬁg-ﬁ7ﬁ%ﬁﬁﬁﬁA%(Mmc M) Sti
les,M. J . Au.Chen. Soc. 1959,81,2598), ik 4k i if & 4t
B ERRRE AR AR | S T A AR T 5] i
REOBELEM. o
HERMBEMAAT B, BBWALD ~ 100 CFRELALR
*%E%Lﬁﬁi%im%»%wNuBm,%ﬁ%ﬁiﬁTﬂﬁﬂ
RER, BRI EAKS . A4 ARG Mrikey, m&
THF#%TBAl%&TBDMS TP EAHFH B850
-1, R- cacuxi‘ COH) .
3mﬁh£¢dﬁtﬁﬁﬁk&8%wmwuﬁﬁﬁm § 54
ME TR &&m%#iﬂ?ﬁw9 R0 ~ 150 CF ) s ey -
T ?&%9&& R EE- B0 (45
BEAMRADM FAEM . mﬂmﬁﬁﬁcﬁﬂmtﬂﬁHSK)
'OHﬁtgmﬁfﬁﬁmﬁymmﬁ MWM&THF?%TBAI
5 8- EU?EIZ [A I, R CHCH R= C (0) N (CH).
I,
mﬁmwiuﬁﬁ%f&ﬁM%m-@m%&swmmc-m%
%%c4ﬁiiﬁ£mﬁm&ﬁﬁMc-L&gmé%5¢Mﬁm%
WAn > 1 |
A1 w- HWRELILEN, X (CH Y

Y

1 Br CO;ECZHS C(0) N{(CH3) , con(j CN
2 Br or I CO;CH:,

2 Cl + Br cwmtcuﬁz
k|

Br COzCH 3

- 5 =



B e FRHUSLEHA, APn-2(REXL)

| oW EWHF, EDMFPABR LB LEBLEMMC- b
5, RERLETGIRBITEERER, FLF IS H3E4E T &
AR BB EACER . RHAIEED ~200 CFAEAE MR
MEEMMC- mAMELE o- GREKEALE. REFGEELL
AADME T, AAiA100 TEMMC- mé#hE TP o- RABA
ﬂMOﬁﬁoﬁﬂﬁ@ﬂ&%%ﬁ#ﬁ%,M%METHF+%TB

, MBS 140 Aldb BRASMAEILREE- BMAS IS FISh . £
%mwﬁwymﬁ R ARL A, Q- AERERTHN
BHAHi&51(8a AI18h )i L/\#;iitmi/iﬂid}’iﬁ M 8524 Fo = 8
25 (A -3, R'-CHCH, R- OH)2: 165044, 244257 it
BEHEENSE. RAELELRLHABLELELABKE, BT
i%ﬁ%%ﬁ&%%ﬁ%%%&&(Wﬁﬁﬁﬁhﬁ%ﬁ-ﬁ%m%
1o = B 2 A ok 2L Rk £ 2 2E . BEATTANZE26 (A 2. R
CHCH. R~ CONa). .

2 AWHEFE, AN, N- —FRER BB N- BK 8
BEALCTEENEN o - QRS #0248 A 60 s 48R MM
C- Mmaihs AR A b MRESE 55 16 7 2 7 13 2) 8 He 22 fo
23. BRAMRETAETRELO0 CZ@mtsr: 22, £90~120 C
MAEMeENER - ARBEIMNEABRKRGRERE (Lo-
2). ¥ @Atde, WisAETHFTTBAFHH MMt s
K- WA BEI9R20. AAEAAILLS SLh R EBKER
*ﬁNanu,ﬁmﬂ AKRTEAGE-2, TO ~150 T(55 ~85

-6 -



%ﬁﬁﬁ)%&m#mﬁmﬁﬁgiﬁ
| 3&mm&%ﬁTm&&aMﬁ%uﬁ&cﬁkﬂmw@m&ﬁ“
MMC- m&Hs fFamenk7. |

C MBMERTTRAA[LIIA, Lba-3(REXL) 8- &
TRBEMMC- m&HS S48EH f- HRGEER, #bi-Bx
88T A, &33&%&?&%Rm&aﬁﬂd FHOELERAR
T ~200 CHEBEMEMLEGRBEAM, §ik 20T A5~ 55CF
ADMF.*

| EWESHFEHT, blde, METHEFHTBA FRE2TF T
BDM SHIRPEHAE THEL- SARM. AARTHELLEIEL
SRARAHELCAREERSEOR (RERN RN L)
Wﬂﬁﬁ&%*%ﬁﬂ%,mﬁmﬁﬁﬁﬁﬁT%ﬁEﬁ&i#iﬁ
8836, £D ~100 TF (%RAH60C LI N =AB 4 I
. BwANa BHKE®R, RALISER, KEMALEI] A8
R g k- B4SHRAY. ﬂﬁ%ﬁé&&ﬁm%ﬁﬁiéﬂﬂum
WEFESTERTARRUASHROBRIA M- BEELL
ﬁﬁﬁiﬁ&ﬁ,ﬁﬁﬁimmm(Am3,RﬂC@QWJR C
QNa). - '

mﬁtm&ﬂgﬁ ﬁﬁ%xﬂﬁ”&ﬁ%ﬂ%%%#%mmi
- 830,

L&ﬁgﬁﬂsﬁéﬁ;Tgﬁﬂﬁﬁﬁﬁm*%;?E@ﬁu
~200 TF, SHEHZAASH - TRRES~ ST FHARLS
ARAES RS MERMBIS. THRRZ, EMMC- miHs5 5N
-#WEB-EKﬁ&H(ﬂ& X. 2. ﬁ)ﬁi*ﬁﬁ&ﬂ*
A0 ~200 CTF., RHAEI0S CFFDMF ¥#AALSHFH28. 1
ﬁm&ﬁ*ﬁi%%ﬁ%%N+TBDMSﬁ#£E»M%,MTB

- 7 -



'AF#THF %&&& mk &Mﬂ@&0~m0Cm&TmA

E o= AR LA . ﬁ*ﬁﬂ?ﬁNaBH&ﬁ)TMTﬁ%
EREZLAY. ﬁimi%mTTﬁ&%ﬁmC%ﬁwﬁﬁimw
- BtEk4l (A 073, R- CH,C H R- C (0) N (CH)J.

T A TR T h%%m?ﬁﬂ1%$%ﬁﬁﬁﬁwﬂ*%%
BRAR, RHRTATEASHUARAAS £ 8K R, 7
WEFH, HwMETHF®PH TBAF#29FPEL LGRS LA
FRARA- ML- B8 A oAREA LY, BIFRIMNES
REEMNTHNa BHAL ~100 TRETFTREANSWER, RE
BHAMHRELSTASTER SHAE S HE, A - sk
42 [A 073, R- CH,CH. R- C (0) N (CH), ]

4 420 ~200 CTFAMREENMEELEAEDHHKERA KA
ﬁﬁ*ﬂ%ﬂﬁﬂﬁ&ﬁn%ﬁ%%ﬁiﬁﬁﬁm%%ﬁ?%ﬁﬁ*
AR RRNE. ERERATRAERY GRS Aok fo
KRR WA Lk Ak A A32 (Wilds, A. L. # Shunk. C .
H. J. An.Chem. Soc.1948,70,2427), ARG 5id¥ey-Gukh R &
MBI, RAMBELE AT S EO205 5% B AL A,
bR TR, LT WK QI EAMA. Ao (
AREMNS BHARERY) T—AMRBREALLETRRE (
W4, 2L Buehler, C. AfePearson, D. B . “HMARER"
Vol .l ,pp.859-861). m#f A, #lmMETHIFTHTBAFRE
BPHTBDM SEABLEEL- M- BIEIY. A0 ~150 CRAL
BAR_ AR LAY, RERAAEKRKSKBEMNTFHNG B
#EE LA MER A= BME (A 073, R -N (CILCH), 0) .
ﬁ&é#ﬁﬁ%thm%#Lﬁzﬁ

D ﬁSﬁMMcmAMM4&KT$?&&M£ﬁ4@ﬁT&

-8 -



B A A Bl 8546, ) K wh BB b A Bp Ak 2 4B ML AR B IE4S. ik
oA SR LA L6R29 8 AL, TR Heay A, A AF 82T
LRSI AR $ BT ok TS BTG RE LA B IE (R i) .
WA AR, HllAETHIFPATBAFRE4THOHMFEPLA
250, A_AREAEAH . KEGF4ELE0 ~150 CTTAL
SREEMNFHNa BH, SHEN60TT, MASKCEEMNFH
Na BHESOP#&MERNERE B 8- BESI.

shif S LR AHH RGO R BT LT BB
BRI AR LT BRA R 6490554

AL R OIEEA B DS WP ERRBOAEMNE, B, &7
WABHMAr — AR FAEIERL T HEAESORRELT A K
T KEMNBOIE, ERBHIRT, dsEM. AN, Hi(caplets)
CEEML RAM AN RS RF oA, e TR A B
ERERRGEBTEMY, AAGEM, EH. K. HESLE
MFLUAGLGMNAY (LEENH AL CTHIER) . PALL
ﬂﬂT@ﬁﬂfE%%ﬁﬂﬁ%%ﬁ% LB, AN, RIA.
FaM B M. £ Remington’s Pharmaceutical Sciences 5
HMU%ﬂ$ﬁmTﬁ§A R kR SRR |

ARRBRIEQIESHARGWHEA Tk, CHELRBRALTD
PERERN —EZuAHCRARG DAL DEARRAKREARGLT
BMA. #FARDHELEIHREFLLNEL W%, LthhidH
AW, LRA%EA. WRAEMSKL. BHEF. TRBMIMAHTRLT
ﬁLTBﬂﬂ%ﬁﬁ FEeHAHBRELIEF KA. TR AR,
tﬂ%m KR 0 s R Bl O A A
'TmxﬁMﬁ@mﬂﬁfxﬁwﬁkwﬁkﬁmwM@mﬂﬂﬁ
HLSh Lo, 21, LB FEMNEETFTOGARREATEL

-a -



%mﬂﬁmﬂﬁkﬁﬁiﬁﬁﬂﬁﬁﬁmﬁ#T$£%%Tﬂmﬁi
. KN ARFTEATREE.

K&

1-[2- (8- KA K)2-K8(2)

FL16,14 . 44 2EHRK) #2-Pr OH (65 £4F) Ho %
A4STTFHEHSE ANa BH0.65 %. 1T258K) AKX (6 5E4)
PHERLE, REDRL DR, FEHQ SEI) A ald s
WP, HEENa BHA#. W45, 8888 EE, A2-P: O
HOx4 ) RETE. ¥0F62-Pr OHBREEBFALLEE
ARG AECEEN (BK40% 70 ~230 B, [t O) &
ERERRIIR . Tty B AERR EFELTFN. KW H AL (50
) KB, BARMFREEE. B, AEKEQ0 £IH) %A
BIEOCTTFAETFRS DHAHAS 201584 97%) 8594~ 95
C. BPAEEBRKLETRT, CTARKANBRENCH. AR P
SRSEE I HERERGH R, BEI~3T, XH NMR,
(CDCQ%%iJ%ﬂH»TLC(&ﬁ,MHMRmJ_CNQt
Br O, (MW 367 241843 JLi: C ,65.41: H 4.12:Br.21.76 .

WAL C L6547 11,4050 Br,21.82 .

%3642 . |

-2~ BN E)I-1- RTR-_VEVAREAL-2- £253)

2010 8%, 29 4LBE) . k(504,73 £ER) faRkTL
SR=—TFREFTHE(G32 £353 TER) EDMF (35 £4, AC
a HY#HAERBRENSEL AP TREATHERPEILEEH
Ak/ K25 L) . MLBEL 0 QX60EH) KREAH. A
KUXS0ES) RikERY . FH Mg SO) #R%ES FhRM

- 10 -



DB RRMAT 2 ET AR S £ A JH' &%k
RARY(IS £9) BRd) WACRERGTE —RS %, EEEM,
AN ERGER) FBAARHFAFE B H (2 89 &) 7
EARF 468 .5~71C. | |
TR PHRTAEREZENCTS L St/ KGOS,
RE20% phH/ EXI 2 8. &?%%ﬁ%ifkﬁ;ﬁmﬂﬁﬁﬁ_
HAHEWI(EI S0 99.6%) . 15.568~69.5C ., &/ HaA Lis,
TLC (B, 20%ph H/ &K ) Re0.750 AMEFE (CP Sily-
CB ,10um,5psi He,230 CT)e R 16.07 44F
Cop Hyy B 0,81 [ MW 481 .5018# JF: C 64 .86,
H,607: Br, 16_5_,9‘,"' ;
ME: C,64.74:)H ,6.095 Br, 6.5 .
% 36 413 -
1-(2-[8-(1- RTA=FEFARAL)-2-KCA] 091) 08
4) X
ARAKEEL BrONPHARLEHEL Mg Br)RAZAL,
KERKAK. No,COkEkbkiik. T# (Mg S0), &Q
0*%%%%#&4A S
E—ATROARMEL A EEAERE T FRE A RS
R EAMg(0.290, RERER) H@TRN, HMmAI EHEL B
r(l.14%, L0SETARR) ARKTHYF (10.0 £4) Pehizmksr, 0
AAEBEKBREE. EISHAHAABLALRREAnEEa8EE0
RoeWMABMEAHEL Br »:& mmm;t RAS MRS RS,
MEMATHF (10 £4F) ﬁiﬁEtMgBr&&ﬁﬁﬁFF
hﬁﬁmﬁﬁﬁﬂ,?&;/~¢£ﬂﬂﬁ#ﬁ&ﬂiﬂ&ﬁn
ATAR4 MLALL Mg Br BRG.0EH) &EMg(0.354,

- 11 -



MEEK. 17T 53) REM@.0 L. 8.3 SBE, ARTPTH)
CETTIME Q0 E9) b N TFRBH A 6 R A R A 2 S
b BEHE) T, LK SHAARAEREF LHCHCHO
(143 EBK, 1.7 5%) ETHF F&Ek6.5EI, 2.25M)
mRE. EELZTERSHEHLRL, REMBANHCL Kikik (10
) LE. 0.5 PREME THFE, FTENKRSHANBAME
Q0$$o%%%ﬁTHF#E50ﬁﬁﬁﬁfﬁ(M{SQL&E
ﬁ%ﬁﬂ%ﬁﬁﬁﬂ%ﬁmﬁ@ﬁﬁﬁ(&K,BUEMEQO/M
H) 8ft. REHBHBLHUT 5 WERHBHHEELKNA4I( 63
A)IEEH NMRABEAHA] HFphH. B4 HKEE 34
84% . TLC (B/ phH):RI0.3. ATHATAEN> M, L4765
CTFFRASE. Cyll, O, SiLMW 446671893 4 C ,75.29,
H,7.67 ME4C 75.42: H,7.76 .

WAABr CHCHBr RilAMeg 53 69R& KA # Rk
B AR E 2 R

T AT :

-(2-08-(1- B )-2-XT A1 BV A& L8 (6)

E4(0.254, 0.56ERR) . THF (6.5EH) MBu, NF (0.7
3L IMATH P P) Gk Ldd, KEATHF Q0 £4)
ZUHKGESL) Bk REENFHARDE. BOEEN (B
17, CHCL) %24 & BRINBOLHTRYN, EOuEHL
th 6 9 KR L646 (490 194, 100%) K ZA40CAZ T T K201,
TLC (K, CHCL)® RI0.1, AEt, O TAstseikes o4 R
R ah R,

Cz Hy, O, IMW332.401 #54 JE45: C,79.495 H ,6.06.

MAEM: C,79.23s H ,6.16 -

- 12 -



FES L _ _
1-(2-08-(1- RTRE=PATPRRAL)-2-XL41 15 K1 2
A (5) )

HRAB(0 L) PpREHABKLG 4L, 658K, 2 55)
®A4(3.79¢ #7 3uol, 4#0.3 phH) #CHCL(S0l) HFik .
RRERTROZSHBRF L. LE £ B®RIIACHCL FphH
k. SRRk, BEXRE. RYBEFohHGOES>ApiH 2 AL
B(60 £) Bl REBMBALEERIE, $TEARE S (4
3 EZI) AN, RERZAHNBAH503.0 L. 93%), KA
~945C, TLC (#%&/ phH) RT 0.7 .-

Cyp Hy, O, SiIMWd4d 651 #h3tJdh. C .75 64,

H,7.25 . MEM: C, 5.73 H,7.31 .

%3646 | -

3-{2-[8-(1- MTA=_FEFARAL)-2-KTE] 85 4)-3-
BRAHK(T) .

ATRNTHEHEA50.785, [1SERK) 4DMF (3.0%E
Ty KCa WP RERS, RAE4 ARL) 2 ikdo s 8V B (15ul,

IMEADME Y, 1THFSE) R4, £125 C (SPF) Fhedilc

SRR, A, BINKAKE (B604) IR EEKRE R (45 EH
.4 N) &R pH<C2 . AL, 0(60 £5F) RBEER, §THRELY
HA A4, AmA s (1 5E) 4 pHRH2 ML, 0 5ul)EX
Bk, kKK -KSERSFRA TR Mg SO,) AEELE
M AYH, BETHH NMRAERGHEAT(782)R5(222)-
BWEmETFERGEN) F, FAASGMA, S, AEKGEH) Kk
HERFHATSTO.5 £, 680)EE105 ~106.5 CHE (H%)
v TLC (&K, 20% Me OH/ CHCL): R #0.4 . |

- 13 -



......

CooH3,0581 [ MW 488.66] HyITHAE: C,71.28; H,6.60.
MEM: C,71.20;H,6.66 .
LRt 7
3-2-B-NTHE _PEFHKEE)-2-FLE]) EHE)-3-BR
I ER(8) |

e 7 FrBES ¥ E0.57 7,117 EE/R)EEE 2-Pr
O H(20 ZEF)H 4% NaBH, (0.25 7%.,6.6 ZEER)AI7K 91.0 2
HEREA. BEFETERBEYEBRRF0E L 5—FE
&, B& YB3 ADETREREEME 2-Pr O H(GS ZEF ik
). RiEHAAEG ZHAERS LR NaBH,. 0.5 /) BHE,8
EREZERY. REYAKOKAEBRBKER1.4 N2 5.0 EH)
WHE., FE, OXERUGEKEN pH 872 . SH_BERUE Hrksk
TR, T IR (Mg SO,). B E=ENB IR E M2 IERE BGO 3) L
ZAr . CHCL BR8] 48 5 MBRTER); 5 M 10%
MeOH/ CHCl; M 45 % kB9 8(0.51 7,89%); T L C ( BEfE.20%
MeOH/CHCl;: Rf#403 . £ 40 CHAZ T FEIE =% IRER

C H 3058 i[MW 490.68] A3+ #{H: C,70.99;H.,6.98 .

MiEE: C,70.84;H,7.00 .

SERE 8

3-{2-(8-(1- =F)2-2 FLEYE L X]-3-BERNBKA1).

¥ 8(0.42 7,0.86 EEE/R)FET H F (3 )M BUNF (135 =
Jt.1 M16 SE)VFHBEREBESAHERAETETRER
EAFHES XK. HTHF 236K (7 0)BEEH %S A0.18 7o),
TEHA 118 BuN' HURSRTE _-FEFREREASY (HNM

14



 RA#AH) . A20% Me OH/ CHCL, &MAHEAB (0.5%),
U Bu, NLSd, EELHANB, N %, MK (Sul) Wik
B (0.54EFF, 1 4AN) REBHEKTRC AR, N KER
B R Mo H MR A AR BAT TR, BRI 025 &) &
L#20.5 BREGBy NEHRAWIMHA, CBEH (2K T4,
24 Me OH/ CHCL)%hRR&11(60 £L), ABEACHCI, &
CHL B RREIERTRE REEMESM G B, S BREE N
Et, O%2R, CHAGLAELE. LONETRIFHF—Jsbi ey
L1(55 £4) . |

ALSE Me OH/ CHC L, #— % #MEFAS By, N £KEA
w(0.13 £) . KEKEBBAAN, HTNETMe OH, ALK
KER O IEI,LAN) LEAEL LK (RALH) h2F—1
R, WP RH A& G — MRS WA, KMk, LA B
THphH —#&E#h-FRFERRY, $ERTEL 0P dlpLR
i RS ROR R (=W, 135 £4&) . (BRER
CEL Y LD CEN- PR LRI N AR T
£EL,0, FEAIHALLARBARAIYE] .

MEILABEHC! KBRC (LENFMREEBRRY. do ki
BRI (AR KL, mAphHIFRE, RERAT
L OJFiLRAHER L) BEFZRTH W34 £4: EL£20).
ASTAETFREME G ARBRHBIEESS C. AL HBET
A2 EHENL, BEYAKEGELREBAM49 ~ 159 T B
WHTLCAREAATXEOA®]

SH: C,y Hy, O HO [MW394.431 #3tJ48: C 70 .04

H,562. MZMH C,70.23s H,5.59 .

349

- 15 ~



3-(2-08-(1- RTRZTFETAREA)2-RCAIES B3
AR TEQ) R - |
 EAREATTH SHARRCHNMEER AN- ZAL
FTEAREPHA (Organic Syntheses, Coll.Vol. 1,461 #
166 , 3k 2 Ak3 897 ik ) 1k 20 8 (290 76,50 ,1.55 £ F) £EL,
O (£4) taykadddukd AAREHCHNMEHEREA L.
NaoE, REkTHR (Mg SO) HRARKLET. AGWARLK
(40 &) EH#RMAL. FAACHCL,22Me OH/ CHCI, &M
RE24305 CHCLHXRBAIO9 L), TLC (#K&. CH
Cl): RI0.2. it484A30°C ey A Z ¥ TR

aH#: Cy Hy O SiIMW 504,71 #stJ4i: C 71.39: H,
7.19 . WEAL: C,71.440 H,7.20 -

%3410 |

No N- 2 F4-3-(2-18-(1I-RT A= FATRREEA)-2-%C
A1 K)-3-2 K @8 (10).

FE9(20.6 £,1.19 LK) LAKDMF BL) =TIk
(SES, 24 ASTHLETR) FHBER}ERBHF £65T T ik
5 K. AHHERBAKRAT (GO A) FHALKRETR. AL8sKE
R (29 ES 1 4N) 2RI, RERSAT —HFBRE. &
BHCHCLERGY $#4) F% (Mg S0) EAEELEMN 4
KRBT, MK (SO £) 4%, FLCHCL200 £4) M2UEL,
O/ CHCL(250 £4) #93eMk. FMLL, O/ CHCL(S0LH)
FS%EL, O/ CHCI(100 TA) ®BKI0.19) KEMSAAL0Z
Et,0/ CHCL(384200 £F100 £4) RBH1000.36 %
e ey KEAB6%) TLC (&K ,152Et,0/ CHCI): Rf
0.4. RRWARERAEL OF M. £65C0. Itorr FTHRA

- 16 -



ﬁm24¢ﬁ#ﬂm#ﬂﬁx&%
o A Cy Hyy NOg o Si0.33Et, 0 [MWS39.98] ffmﬁ{ﬁ
C,71.62» H,7.84s N,2.59 .

BEM: C .71 50871 420 H,7.63 £7.65 N.,2.58 .

£HM1] - J

N, N- =FA-3-(2-18-(1-f2 4 )-2-K k1 AL I-3-4
ABIE (3) | -

»&N ATFH100.32 £, 04628FKR) ETHF QL) #Bu,
NF(2€5, LI METHYF ¥, 2.1 4F) FeEaiid .
MA#* TR R, WoEAME, RZETFCHCLO0ES) F.
mﬁmdﬁuxmhﬁ)mémegsorﬁ ﬁﬁ RABIFE KR
W, MEK(3S L) ENSE, ﬁ£MCHC1m0aﬁ)iM L0y
Me OH/ CHCI, (100£4) &%mx%ﬁu $ﬁﬁTﬁfW
E- THELANABER)BKE ﬁ}ﬁ(&ﬁwwlﬁMeOH/
CHCL#Mt &M 1045 Me OH/ CHCL #&M &2, TLC
@B, #3:Me OH/ CHCL) RI0.2. 412HCHC FRES
EHREMN, BYHE0L K mrr)THailﬁ 5'J~HH‘FEI GA4.4nCH
Cl, B 76 KIR 12 (0 .24 }i:927)

M Cop Hye NQMOLLS CHCLIMWA2L 89 #h3H R4 C,
7161 H6.0l: NJ3.32.

MAM: C 706307159 1 6.11 #6.16, N 331

% 34112 -

4-{2-08-(t- ﬁTEx;W’g‘T’&%iE)—Z-KC%] 2757 K 1-4-
ERTHTEBLE, 140 14 . )

ﬁ&A%ﬂOMi,lwiﬁT)wft$DMF L)
ETRNAATAEL TRZEERTHREL (MMC,I5ulTMISF &

- 17 -



”£)*£M&Hﬂ%ﬁﬁi&bﬁﬁ&%mﬁw waiﬁDMr
Uz%)¢ﬁﬁkcﬁcﬁm83isﬁ&ﬁ,3ﬁg)&moCT
M40 4P, WERAWEHS0C, BIASK (4100 £) Bk
%HHCI*ﬁ&@o%ﬁ,Lm)ﬁm,m%ﬁ%kﬁﬁmaﬁﬂ
SEETHERK. AEL,0QXEH) £R, FRERKE M
Sq)%ﬁﬁﬁﬁﬁﬂﬁéi&%,&iﬁéﬁmsi)i@%ﬁﬁo
phH M R TH R A M S RELTRATE, 4o fldh &k
&% 5 . 10825% CHCL/phH (& A200 ) s RBIEER
At (% k664, #80%) TLC (K, mmH&ﬁv&%

RE RKA0 45520 4

?&UM)$&%E@%%%KR%mJ3i%ﬁﬁm&%ﬁﬂ
Wibskdh, FBEHLS 5~87C, HRREFAENIN.

4H: Cy Hy O SiIMWS516.72] #it J4a: C 72.06

H,7.02 . #Z4 C,72.10; H,7.03 . '

%13

4-{2-18-(1- BRE)-2-RCA] AT E)4-BRTHTERTE,
18a #=18b . |

miﬁw4wﬁ%&%mMa®MMmmi)%wTBDMS%
PLA, BHSEAK QL) L5, phH R & AL RALS 4 A
485182 F218b(#910%),10 #20% Et, O/ phH &M # R 18 o
18b(£470%) . & X EMWA T HPMED (E1,0) AL THIS
B, HE103 ~105 C |

¥ Cye Hy, O, IMW402.451 #3tJJ4i: C 74,61,

CH,5.50 . BEML: C 74,655 M ,5.58)

%4 14 |

4-{2-18-(1- £ %)-2- iZ.u%-] TR -1 4-— B ATHRQS) W

- 18 -



QESU-ﬁ£)2$C£]ﬂ%£ 4%%TW%QM

RS2 IS HRAH0.24 L) AAB2GEN) FHESK

B3 T MNdB%*w&QZhLalﬁTéivEW%ﬁﬁq
S BHISTH. MAFRO SEI), SEHFI00H. HE L
EERBUTRIEOTE, REMAHOLBFMEL, OXR, &
2-Pr OH#LL, O%#k, TH (Mg S0, FlEEM. Ky
LAM(8L) M2Me 01/ CICI B, SE N EMUIII0E £
5%, TLC (&4, ﬁWMLOH/CHCH RIO.5T REF= 52
K Bi2la A2(L (TLC: me)vMeOH/CHcQ%mﬁg
B25(50 £4), ER®K, (X AT 265 T TFFRK . THEARE
HEKBRBE G T EA, 19%) TLC (B, 102 Me O H/
CHCL): RI0.25 | s l
A Cy Hy Qr0.41 HO (MW383 841 #h3t 4!
C,75.105 H6,52. &4k C.75.08s 11,6.60 -
KM 15 - ;
4-{2-18-(1- B£)-2-K T 4] "THJ,%.}-&-&)E\] B 4 (26)
EHTASTRAAARU00TE, HO2TTER) HTHRE
®(Q2ES) ANa OHKE®R( 3EH, 0.58M, #2.8 5F) #im
AE. 0545, RERBEARFAMRYFEANLRS. ADIA
ION HP-2 W4 % (ZhFHhKXL4#, 30E4 D%, AMe
OHZAREMHO RE) . ﬁ%HHOGO@ﬁ)~m®ﬁ/Me
OH/ HO (% 830&4F) #ME ,50%Me O H/ 1O (#1120 %
) wME26(90 T4 ﬁnm_ﬁﬁﬁﬁﬁ&kw%mwamm%
ARG ERLIR. HAYRRBAMe O LN . 5 &k TRE
AR LB L, REEMN, AGWAECST, 0.1 T FHUNH,
aH#: C, H, ONa+t 2HO0+2.5% HH#HR (MW460.151 #

- 19 -



HHAR: C 62,640 H.5.48 . WA C .62 63462 57
 H,5.42 #e5.47. T o

& 16 |

NG N- 2V A4 2-(8-(1-RTA-TFTEAVPRERLEI2-£2
E1-B7 k) -4-BAR TN (15)

WRAEME TR, RS TEETSEE) HAERY
(0,784, [ISEBK) #HEMMC mEWEOERAN . N- =
BB THM(0.95 L,S.TEHER, I3EF) RAKDMFER©G 924F)

I, SRGARI20 CF i e IS A REIRRE AN 110

(75 £) F. A 4AM) BAE pH~3 . WLl & a4
&&kmui)imCMCImﬁﬁ%-ﬁuﬁﬂ%wﬁérﬂﬁﬁ
5(490.058) AREGEHTHRRBE, T REMEL b 5L
m», JESEGSC T TR NREAIS0 .68 A 781, 77 E K
S AABERTLC (8K CHCI): Rf #0.4 .-

S Oy Hy NO,  SICMWS29.761 93 B8 ¢ .72 550

[17.42; N2.64 . MAEME: C 7251 H,7.48 N .2.55.

Fbt 17 |

No N- =P h-4-(2-(8-(1-R2)-2-F LT RHE-4-8K

TR (19) :

S FAEB LA ENL S(H0.638, 1.2 £BR) THR-ETBDM
SEH. FHhildEal (50) AL EENMLL, MCHCL,
(175 H) HLkM: 5ZMe OH/ CHCIL M9, Tisdim

ELOWARLAFALEEHS, '"H6~B7C=TLC&ﬁ,
“S5iMe 011/ CHCL): RED 3. AE6STO ltore FT87 MHE,
B4R, SSOTBERA—EEL O (IINMRABSHK)
AR Cre LN Q0,05 Gl O [MW419. 21693 K-k

- 20 -



C,75.07+ H,6.13: N ,3.34 . MAM: C,75.06r H,6.07:
N ,3.36 - | | o o
%364 18 - |

N N- =FE-4-(2-18-(1-2 4 )-2-F LR £ -2- K)-4-
A1 &KQ2) .

m@THomzi%)$ﬁNaBHusoxk 0.T4EHE R,
1.5 BARSE) 4£219(0.20 £,0.48 £AKF) HRASERGEH)
FESTFRENNH. RRLYAT, MABRQ SEH) Fok
BRENHH. AERBERFHAGY, Ak K30 2) HTLE,
BfLE pHI SFACHCH (4X20E4) FR. FRATR
(Mg SO,) f12torr FAMA, KEAE0. Itorr 0T TFR2 RFF
HKRAGEMCHCL, #2200.19 £,96x) TLC (8K, 4
154 Me OH/ CHCL): RI0.5.

aH#: Cy Hy, NQrOTHO [MW430.12] #y3 Jidh:

C,72.60: H,6.66N,3.26 . BEMM: C,72.5672.51

H ,6.55 #6.58: N ,3.15(C1,0) .

%3019

N-{4-12-(8-(1- RT A= W%W&ﬁﬂ£)2£6k B4R
-4- AR THEA) Bk (16) |

N- BRCHEARBENNELT: $ERIHREOSTH, 40
LER) HCHCLOOEA, ARABEALEAREEL OH) &
CRBHRAZ)C, ARETRARTRY, £0SHA, Hd
B(6.054, NEAR,135E) HCHCLQIEH) - AEINAH
5,&ﬁﬁm%$mxm%ﬁ)#NachﬁﬁﬁuoéﬂnOﬁz
M) ik, T8 (Mg SO, FMEERREM, F2 RN ERRAMK
HE&(5.58 £, 80%), €£-17 CHEAL.

. 21 -



EARAKS AT EARBLG SEH IMEDMF P, 105F) .
fLadhs HREEMEM0.78 £, 1 ISERER) HRkH6 E4HE
FN- RRIHMEARSR(I 0L 5.2 ££%,3 5F) MADMF
(1£5) +, REEBANMEHT, mEE100 CTHREAL Dt
EXRRACO Rt Hhakp Ak, AHCE K&k Q)
TH,LAM) ¥R E pHY . HTFRAMACHC), $RE pHAEL
o EHRARARERERCRERRKRER Y Fm3l ke, 5
ARCHCLREEERAHC] # pHA4 . AMEAKKE, T
% (Mg SO) FMERERELDFELRMRY, TAENE (K,
%i)%%,MHﬁﬁﬁﬁiﬁ@?%,m%EHO/MH%Mﬁﬁ
RA#5,50% EL, O/ phHAEL, O sBMAFS LMK A SIS,
BT RGP ETBREATRECER0.75 £, 761), 591 ~
101 T+ TLC (#&. Ct,0):R[0.4, £65CATTFFRFH®
BARY , o KA B &

A Cy Hy NO/SITMWSSS. 81#93t 41 C 73 .48,

H,7.445 N,2.52 . ®EM: C,73.52) H,745 N.2.52.

3% 364120 |
N-{4-12-08-(1- £5)-2-X25] BV A1-4-ERTHE] &
% 5% (20). |
CRENT, HAH160.70 £,106 TEK) WTHF Q34
) #Bu, NTQIEH IMETHE +) BEREZTRE] S M
REE£4 CTHELE. mAkABHBRRS, ACHCL, G0 L%
) HAFR. FREAKKQX20EHS) &%, T8 Mg SO)
RERRENFHXMRBRA, ARKUS £4) L2FHBK(0SS

- 22 -



£, %ﬂm5M4~mst,TLC(&K,meeOHWcH;
ClL):RI 0.5 . | |
S Cog Hy; NO, IMW441 541 643t 45 C 7617,
H,6.166 N,J3.17 . BEHE: C,76.07 H 6.18: N, 3 16.
LhH2
{4ucs1—&&)2%5&1&&&14%&7&&
%5 (23)
#2000.50 £) RETHH2-Pr OHGEH) &, =25F2-pr
0H6%%)CHCH9J%)ﬁ&A i %% i®RMNa BH,
(44L7H,1.05 BREE) KRER(0.25 £4) £4, BAB A,
%E##U%ﬁﬁziﬁm&oﬁﬁ&¢#5,mkﬁﬁljzﬁ%
RIRRHNN, RERAHO (10 £4) #CHCI (S &) #
HAHENE. *éﬁﬂcac110§ﬁ)$k,%%CHcgﬁ
RIFEMK Q0 E5F) ik, F# Mg SO, BUERRENGHR
PR, REME (B8, 354) %4, A2-Pr O HA5IMe O
H/ CHCL #&M. £0.] TRRETTREK,. S9N AL 6.8
@Mm49i9W)m5ﬁh MCImﬁEﬁ£MK%ﬁ;TLC
(&M,myMeOH/CH01)er3
AM: Cp Hyy NOYO19 CHCILy TMW443.551 ¢t JL4A -
C.72.62s H,6.3, N,3.000 Cld.34 . ®MEA: C 72 655872
60: H,6.38 #6.38: N ,2.98 #2.97, CI.4.33.
52 3 4] 22 | |
4-{2-18-(1- RTA=FRAFHERE)-2-KCA] E7 £)-4-&
RTH(17) |
o R I6HRMS(0.784,1.75 EBEK) PHAMMC o
HEERRTHK©.37T 4 53E8K I5F) £0C TR b
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HELATETHILR. BFmABKER, ACHCI, 2X2s5E
gt,15 £9h) FR, FRAMKKQS £9) k&, TR Mg SO)
BEKEER, FH %K (L) RZETEL O @0 £9) +.
CRAF KK (40 PSEH) ik, TH (Mg SO,), A%EHEH
KR, HK(60 L) Lo &. phHAMEA T Y, REZS
0.154) Fe17, mﬁtoiﬁﬁﬁﬁi%@¢037ijm,mﬁf
ARJLES M) BEI9 ~140 T, BAHPEH TLC (s,
phH):R{ %0 4 .
A Cy Hyy NO, SITMW483 691 3t J14i: C,74.500 H
6.88: N,2.90 . MEAM: C,74.41» H,6.92)N,2.86 .

3 564123

5-{2-08-(1- RTAZFATFTHRAK)-2-KTKE] BAK)-5-
AL T B (27)

FHA L BB IOAA, HAMSG L A TEER) SIEE
BREWMMC- fddh. WAI-EREETEG2EH 15 THER,
&2£i)ﬁﬁﬁﬁm~ﬁt?mmu M, REE£100 CF ik
N AE A G R B A RK (1504) T, B4l ANHCL,#50
EH)Y E pH4, MEL O (125EH) £, EREAKKGO £4)
ik, THR (Mg SO) HFRARREMAGHATHEN (BK
250 L) &4 & phHEM Gy FASHRERES(1.STL ,51%)s 5% Et,
- O/ phH &M A MK927(1 .87 A, 41 BREEphH, Br1.63
AR TRIERRAS RATEHS9%), MERLEAMA LM, ©
BHTABR, BE6S~T2Cs TLC (K. phH):RI 0.35.

FH: Cy Hyy O, SiTMWS30.74] #4934 C ,72.42,

CH L7022, ®ELE: CL,72.550 HL,T.28 .
ZEB . BTS HRTHENL 644, H#A3-AK BB TETKS

b4



 ORREES, ARETEARTHE. | o
C ETRT, #Na 1584, BITER) REHEHI-ERA
MTE (3 3EH 302 THEFR) AMERQ ) BITRE, B
R BB TE. 2 DEE, HRAMAEST FAMASH4, A
ik, MERMIRE, MEL, 030 £4) M, MkQx20EH)
FR, TR (Mg SO, BEALEMN G HRES (95%) AR AESY
kA ik ('H- NM RSN, ETRE S —F it .
CHRAATR2T(1.97 &) HARGEN) BRIERESSST TR
Bk (MHREAGHCH CHCOCH) - MEARGEH) &
$2027(0.98 £) %.569~72C. HRTOMRAL(TSK) BiE
Mph H At — 35 81/ % Rk AR 695 (2926%) ' JASLEL, O/ phH 2
BORE 5 (0.47 ) AR GEH) T4 RHAH%Z27(0.28)4; 48
*FARAS HHE, £A78%) TLC (8. phH) R 0.35.
% 364124 | S
5-(2-08-(1- XA )»-2-FT K1 EHRI-5-RAKK T 8 (34)
BN, 4527041 4. 0.77EBK) HAK TH F ks By
NF(.5EH IMETMF 1 95F) B#H2.5 hot, RAL RN,
RUEH (TLCHHM)ARERACHCL, 25 L) M8, AKQ
XL sk, TH Mg SQ),HBEARENFH kT
REEN 7 & (BIK,50 L), ERACHCI, (15 £4) %M SuE,
O/ CHCI, MAEM. ZEALENFHLACHCL, LR
34(0.39 A 0.30-100%), TLC (&K, #10% Et,0/ phH)
R{OG.7. AEL,O0/ RIEAEL, ORARMEZES. £65T, 0.1 €
RRETTHR, AN ALAEL O XRY, |
A4 Cpy Hy, 0402 (CH), 0 [MWA417.281 i+ J4i:

5 22
C, 74.26:H,5.28 . MEA: 74.29 F74 25, H,5.89 fo
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- 592,
 EAH2S
5-{2-08-(1- BE)-2-FRZAI-AH K)-5-ER K& (36)
AERT, #34029 4, H#0.EER), Me OH(GSEH)
FaNa OHKER(EHA,IM) S#2 bot . HERAY, BREL b
Bo BENAAT, REXRBPENFHULFLEABMA (LA H35),
FRESAR0 QL) 42, AHCI( .4 M) Bk, ACHC
(BX1.5 &) FR. FERERTR Mg SO, AEREENE
BIRKE36(20 TH) HZ/65C 0 I ERKETTRUD BT R
pE, B
@M Cy Hy, O 0.08CHCIIMW412.017 #3FJH4d:
C,73.11+ H,5.40 - @EAM: C ,73.06873 01 H ,5.64 %
5.66.
5= #4026
5-{2-08-(1- BE)-2-EKCT A1 BHA)-5-BL XM USALRA
Bdd. -
FAGILSTHMASHA0.6TER RMAIS, WmHO SEH),R
MRk B, REEBHT . ANa BH(25.4 $4) #kidik
LR 155%E, BAMRGABBEHBYRT —MRER. £60°T
Th&&T1004E . BB %k, A6 0.5E4) L4z
B, mAKAHCI(1.4 N1 3EI) BLE pH~2, RAHA
CHCL(HX40EH) FR, FREMkAKE, TH Mg SO,
BEEBREM A —BKD (.25 £, 93%), EREAEL, 0%,
AAAR4445 911 He "CNMRAESH):TLC (BE,
#15% Me OH/ CHCL )R #RAR0.9 0.4 .
336427

3
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5-{2-08-(1- ZXE)-2-K K] AHA}-5-2 K RBHA @0)
i E44A45(0 25 &) BMe OH (TS4F) Bk, BEKE SN
OHKRE®R(A4EH 0.7 M, #l.6 3F) BRERLEL bH, K
RERBERFEA] £, AH0 QEA) Hf, HEIIHBELR.
HEREEANDIAION HP-20 #E (435E4sk) Bk, A
KAS . 10&25% Me OH/ HO ($A430£L4) #As 504 Me O
H/ HO (&4100 £7F) kA H4000%H 1 (0.12 L) Me O
H (40 &£9F) splFd0e484r 0 (0.10 L) - MEEAXZENE ., B4
[R—AAREREGRRY, ABHELEXFERTHALERY. @O
I#&I#HHNMR (D0) X#ATLCHHP LCRYMHEAME.
HPLC: Rt-10.98 44, Spherisord C-18 (10 pum)4.6 X300
mm,80:20 0.0lM Fish @ﬁﬁﬁii‘ﬁ?ﬁ&(pH_é.Sé)lCHJCN, 3
) LA e E 254mm) - )
WM ETRPALATRANXETALELEK. CNE
Wl e 2B LA, L EST 0. I ERRET TR,
AH:40- 1 Cy Hy ONatl 05H,0 [MW445.37] #itJf
{£: C ,67.42y H,5.68 - WMAEAL: C ,67.42M67 34y H,S.69 fo
5.75. - A |
40- 1: Cy Hy, QNar1.3 HO [MW449.87] 853 JL4i:
C,66.75: H,5.74 . ®EM: C,66.89 H,5.99 .
5564128
N, N- ZFR-5-{2-[8-(I-RTA-_FAFHELEAL-2- XL
A1 BhA)-5-BAR LB (28) |
CE-20 TTFL BHI-RARAMEIS 22 £, Aldrich, TaH)
¥CHCI#®&QL L) FAEHS HHAMAMe, NH (234 £,
SRERKR, #1.7 4%) HCHCL ABR1S £, ALTANES
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BHFE4 ADTHLETR) . BRERE TR (45 44 A MK
_ 7K(4X25—f=,‘ﬂ') iﬂi MALENs OHER( Za'ﬁ‘ 2.5M) ’ffﬂ(
ERA, BRKKQXISES) FR, TH (Mg SO, FAERE
ARl (55 ~57C 015 £HET) RBETHFIEALERIKGCH

A)MEGC/ M S, HNMRABPAESNTEEAN, N
- ZFE-RAF-ERARE (H13)82404.

C AM GHNOC|, Br, 634 C 35,645 H,5.96N 8.3,
0 ,40.57. AAM: C 35.80435.79s H,5.99 #6.01; H
8.28%28 27 H & (74%/ Br,26% C1).40.31.

o FAFL9, KBS FHATMMC A HHER, HERSLE
TAKDMFE (1£4) *eydRABEREH (109 £) BIFLE,
ﬁﬁﬁmﬁm50?m&n T, EABELE, REAR—HER
BEE (L 0%, %48 5&) Ak, £105 CT ikl B A
Ak, AHCI(1.4 M,18 &) SMHBREK, $LidE

ﬁ%% RERZETCHCIL, (40 £4F) . TRER (Mg S

;i&ﬁ‘ci—m-ﬁ ﬁ)r»r%ﬂﬁﬁmmﬂi&h (50 ) L4 &. AphH
2001c,fr - 25 R20% Et,0/ phH (BB H100 £H) 7k
%,ﬁ@%%&ﬂmﬁi%Euo%%ﬁﬁﬁmMﬂSE,#%i&
R IES0%)s TLC (B8, E(,0):Rf #0.4 . HHEEST
TFO.l ERKETTRODMTHHLELE ZRDT.

a#: Cy Hy, NO, SITMWS543 781 #it3L4i: C,72.89 H,
7.60¢ N ,2.58 . MEMA: C,73.03; H,7.68:N,2.49 .

34129

N. N- = FRE-5-{2-18-(1-#£4)-2-K L1 BT 4ls5- &K
B (37)

oG LLATEAE28(0 .29 & 0. SEBK) M. mdlmisd

b
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(65 L1 LoE: CHCI, (20 ZJF) fSuMe OH/ CHCI,(
K&AW#MUaﬁ)%M&&Ké%:Z#MMeOH/CHCU

WKA30F160 £91) EMAHNERMA37(0.19 £. 30%), HER
NMRAFESHH BRK TLC (BK, Et O):RI[ 045 .
65T 0 Lorr FHAMHFR2 £, -

A Cyp Hyy NOf0.29 HO [MW434.74] M

C,74.60s H .,6.40N,3.22 .

WEAL: C 74 75874 71, H .6 .40 ﬁué 43 N ,3.20 .

3 3.4 30

No N- =7 E-5-(2-08-(1-2 K )-2-K LK) B A)-5-2 4
5B (41)

W RAEGISHREIT(0 .18 40 .42 £B &) ) BRI & Raif
il 2EE. 0.1 TRABFRFIAR 017 £, 2100%);
TLC (&M, %152 Me OH/ CHCI,):R[ 0.6 .

%M:CHHWNQHJ@O[Mwummjﬁﬁﬁﬁ:

C.71.56+ H,6.99:N 3.09 . MEM: C,71.62%M71 .56, H
6.79 A6 .82 N 3.0 8% 0.0.

£ 3E1413] -

N%&m{&u-ﬁTg;WgW&%iﬁ%}Xaglﬁ%%}
-5- BRANBLE] ek (29)

HEANHCI ummm(o 29 4,055 LER) sE (3
Ti B4 ARTHEFHR) Bk, ABFENTEATNE. KE
A A K AR KAt i b b REHHCHCL, Bk (30 L)
REHCH(#0.5 T4 ,1.4N) kR (05 £4) Rokkatik, TH#
(Mg SO, AERFEMNFHANLRY , R2ELMH (40 £) E
2 . CHCL #MERERN 12Me OH/ CHC L, M H &
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29, 4%2942742?”& FEAAMRRY (0.32,41002) TLC (&
B, #3%Me O H/ EL,0):R{ 0.3 . £65CTF0 ltorr FFHIT
ok ﬂﬂﬁ%)fﬂaﬁw@m#\&%h feamAedd, FHEEW0~91T.

G Cyr Hyy NOySiIMWS69 821 #93t Fi4h: C ,73.77:

H,7.60:N,2.46 . A C,73.505 -H,7.63:N 2.4l ,

% 364932

N-{5-[2-[8-(I- #&4)-2- LJEJ By K] -5-RRKEL)
%1% (38)

To KA AR BEE2Y (K0 .304 0. SEHER) M, Hp~
st B, HERKMR, BLEAKGO L) BESL, FAACH
Cly #hbts HASzMe OH/ CHCI, MARERMA. ML, 0
L R B, TR AEBARIS0.18 L. H75%), AT ~
[38 C, &65C. 0. ERRET MU, TLC (A, 871
Me OH/ CHCI):R[ 0.5 . '

A Cyy Hyy NGO IMWASS. 561 t93HJE4: C 7646,

H,6.42:N,3.08 . WE4L: C,76.34s M ,6.46 N ,3.04 .

3564133

N-{5-[2-18-(1- #K)-2-FTh] BN LI-S- L AMA)
%5 (42) |

I RAEISHE, ERALHIB (H0.154,033 £EK) . k%
ERMEALREHACHCL (35 £4) Mk (25 £4) £R. AR
BRaA Qs T4) &k, THR (Mg SO, BUERLEMFHAA
HRE420.10 £, 1002 TLC (8K, #4152 Me OH/ CHC
;) RE 0.4 BB, HURATS0 CBHIF 45 5 A 338 87 2 AAA 5K
W AB YL KR . AR — K N AR R

AT Cy Hy NQ0.17 CHCI0.20H0 [MW4SL.47] #
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o CUT27T HL8LN 2,91 C10LT6. MAM: C 7282472
775 H,6.61 %6 63; N.,2.89 #2.89: C1.3.80.

% 3641 34

N-(5-08-(I-RTEAFEAFERERELE)-2-KT 4] &7 L5
AARNBEA) Dok (33)

HE27(0.98 £,1.85 £HR) . Me OHQ0 £4) ANa O
Hﬁﬁﬁﬁ?S%ﬁ033H)EA%ﬁ#%ﬁ@ﬁ%%ﬁ%ﬁET
M2 5 ) T BETRBEZRFER SAKBRELY0EH4H, BR
%%E%ﬁkziﬁ%&u%%%ﬂCHcgﬁﬁeﬁ%ﬂ*iﬂﬂ
RO, EmABNG Cl RERER, SEELN. CHCI,
BT TR (Mg 50,) %ﬁ.ﬁfﬁ-ﬁ-iﬁﬁdﬁ?ﬁ‘]%#i_#kéﬁﬁ*}ix‘ﬂl - e
ETRARAS E4F) 7, BAEFENLE T,

Yo F AR, s R32EI AL A M AE3Y. EEN T, SEAKE
RET . BHESR (025 £ 2 9BER) ) BARKE(S £4) &
&, %kﬁ%k%/LLﬁR%@llS%ﬁT;%£$$l6£ﬂ)
Bk, HI0HHA WAL —F G RLRLIKE S, HE AR
b B N (335 )1 L )T A & BRI SRR o A F & H31,
i%%hk%%(ﬁ%%ﬁmkiﬁﬂmi3gﬁs%msiﬁﬁj
%i%%ﬁﬁ#m%#,%éﬁﬁlAWWWW%A%*%mA%#
(L3ES,15 SAER, Ed ASTFHLETH) . RS hET BT
Tt QBANK G0 B9H) hid% EHRAK, B35 LRR,
REAKK(IXSEH), HHCL Ak (RIEE pHY), THAER
TR Mg SO) MERLEMNFABHRRES, E#F (B, 90
Lo Bt 0) HERELK, KEHENARE, $EE TP,
RERLMFES BERphH 33 'H- NMRAE I, 0 345,
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AT &R AFEI90%) s A265C 0 LERRET FRT D8, HAIOH
k&L TLC (B, E1,0) R £0.2,(3% Me OH/ phH):
RI #40.4 .

A Cye Hyy NOSIIMWSS5.821 #3148 C ,71.76

H,7.40)N,2.39 - REML: C,71.865 . H,7.44:N 2 36 »

A& #1353 S

N-{5-02-08-(1- £E)-2-K2k1 AP EI-S-ARKASL) D
# (39)

P FAEF246 7 ETRACEHII0.75 A, B3 EEF) B3
M. REXAKCHCL FRYFHETKRYM . HWMANEL0H
A0S WEARERAFEHLE SRR, BRALBEL,ORE, &
FAEBAER T FHGRMUAT (290 37433) FR Bk (BR,
§04) #. FECHCI, #B&EGOEI) HKER4IMe OH/ C
HCH; B, R-FBE4RE39(65 50, HAT0) a0 S804 %
439(0.72 £, #8048 EL60.5 ~161.5 CT: TLC (B, 6%Me

OH/ CHCIL,):R[ #0.5 .

H#: Cy Hy NOsO.14 CHCL, [MW488.271 493 J14E -
C,71.68s H,6.02)N,2.87 - #J4i: C,70.734271 .70+ H ,6.15
#6185 N ,2.87 .

5k 3.4 36

N-(5-02-18-(1- £E)-2-% 241 &7 AT Dok (43)

AANa BH(S £, 0.9 £EF) £460°CTFT04 81439 (0.40

X085 EBER) ERAAE (REEHIR) . ARAPASMHLITNa
BH, mAERE (£45 £) #2lssh, ACHCI; 40 £)
JFHK (40 £, KE2 X30EH) &AL AMETHR (Mg SQ,),
BEELFEHRRY, $EETCHC GEH) T, BRELEMN. -
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_ﬁﬁgﬁﬁ&mumrT%ﬁn¢wﬁﬂkﬁ%ﬁ&mmnmwoi,
lwwsTLC(&K,m%MeOH/CHCQﬁRf%KSo

A Cy Hy NOF0.03 CHCL+0.45 HO [MW483.87]
%#ﬁﬁiCJL%;Hﬁﬁ&Niﬁ9oMEﬁ=CJLM%HQ&

H,6.70 #6.73: N 2.90 . ’

% 34937 =

6-(2-08-(1- MTAFEATARAL 2241 BT 1) 6-
AKX T B T A (46)

RGN EMS (3.1 A TEER) THBOMM C snd i
ARA-ERTERYEG 445, 0S4 K) LB, ESOCT T Amdki6
W& £S5 ~ %CTWﬁ6JW’%FﬁZ§imTﬁﬁﬁﬁwﬁ
%MM%CO@&,%mﬁMA%+$(%moi)?%ﬂiiﬂa

KR (145 N 92 &9) MM EL, O (12557H) £REH
pHA4 o KERMEL 0 (50 £5) %, A%%EtOﬁ&mw+
HO%% TR (Mg SO,),HEKA RAGEE| AB AR BE & Rk,
ﬂ&fﬁ(&& 275 5, phH) 4 8. #F %ﬁ%%fakmmm&

A09% REXRH)TLC (5, phH):RT 0.75. i
MRS Fod-BRTHRTEGRAY(Q 47 £, #] [5W: WHEG
%ﬁﬁﬁ%%ﬁ&ﬂ%k%%ﬂﬁziAu%TLc(&k,mH%
RE 290.2 . 4744689 % 80°C, 0 ltorr T-FH8. A Ha6hE
RPHERRE AR, BE 69 ~T717T.

AHT (46)Cy; Hy, O SITMWS44.771 #3 Jdi: C 72 76
H,740 « MZMH: C,72.91, H.7.44 . | .

A (4T)Cyy Hy, O, SIEMW45S 681 #9324 C 75,94,

H,7.47 . #l&4: C,75.95: H.,7.52 .

AOFHAERAMe OH (SEF) AphH (k. (059)
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HAFRT M-SR THAG 5L 30 THER) HR-2RTH
TE. REARETRTHEN] op, AphHAR (£50%5F), Ak
PRAXSEH) RALERRE, TH Mg SO, AEREHE
REEM (6 24) MEH NMRAEEERETSHFH1/3 B Fph

% 464138 |

N-{6-02~[8-(1- RTA=FRAFARKAL) -2- $24] &F
E1-6-ARTHBE] st 48)

FEAR RSB LR AT RN (4 A ST LT 8) (3 536C),
H46(0.80 £,1.47 £HEKR0 MRBRG SEI) Bk VINE TG

LAE)SS TTRAUNN, REENAATEGFRLENE,

RLETCHCL (50 &4b) ¥ BRASLEFHCI(HL.2 £ 145
COND ke KGO B RREEE pHAS ~6 . HEEEL
CHHCHCLE, REALUARBACHCL ER. AFHANE
RAEHCL thokr HO KA, KEMkr HOR K (RERALE
TRAACHC, HHER) RENEHALENs OHM#ANL Cl
KR (25 £90) wik, BAEE pHAS . THANGCHC, Kk
(Mg SO MERMMAELGY . RAEEN (30 LAK, 24Me O
H7 CHCLy) 2%, MASMES Sassk Bl X EBK(0.65 £,77%)
» &0 ~103 Ts TLC (#M. Bt,0): Rl %03 .
2#Cy Hy, NO SITMWS83.851 s 48 C ,74 .06
H.,7.77:N,2.40 . &Z4H: C,74.00: H,7.78:N 2.48 .
#—=FMA1%Ac OH/ CHCL, (100E9F) %M ik8K49(0 .06 4
3%), MEL, 0% &, BEA132 ~133.5 C.
AW Cyy Hyy O SITMWS30.741 #H3H4i: C ,72.42) H,7.22
- RAML: C,72.270 H,7.28 .
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3 464139 L
N-(6-012-08-(1- BE)-2-K 28] RF £16- RKOHMA) &
B E(50) | |

Yo KAHI LA A48 (0.60 & ,1.03 EHER) MAHA. doasks
K (A40L) FEGREBACHC (50 I, KB4 XISEH)
R, eAAFRETHR Mg SO,) FRAEEM. %208 KD
AEL, 0 (XS &) SLHE . BM @K, KEL, O LR — s
B, L. REELOAMAD llorr THRIFHE ZHEKS 4.
D7 T AR ERBARD SR HA A4 ST AT, 446 Bkl
WREAM (B, TSL) #e, FRACHCL (15057) . #M,
S*Me OH/ CHCI; (100€4) #MAFR X RS, ®HZEFEL O
(5 ) « AARHE . ZAEHSOEKO .48 L. 4100%) K
g Ak A8 ~129 Ty TLC (&K, 102 Me OH/ CHCI

b RI #0.6 - N

A Cy, Hy, N O, IMW469.597 #3tE41: C ,76.73

H,6.65/N,2.98 . #M&EM: C,76.55: H,6.68:N,3.00 .

%140 - -

N-(6-012-08-(1- BE)-2-RTH] & KI--RATHL)
%5 (51)

T RAHIICATRAES0(0 .41 £.,0.85 TAER) R, 5 IHEA
BEE, HBESL. TROSHEKBRGAERSD 0,40 £, 97%),
(A8, 10% Me OH/ CHCl;):R %0.4 .

4 Cy Hyy NOJL4TL 601893040 C 76,415 H ,7.05

N.2.97 . BEM: C,76.18 H,7.12/N,2.94 . C, H, N
0,0.07 H,0[472.861¢03 J44: C,76.205 H ,7.06)N ,2.96 .

(L TB) 45

5

- 35 -



) &A%A%&LTB—ﬁ%ﬂmﬁﬂ%ﬁﬁﬁﬂﬁi¢ﬁ%ga
mﬂx%rRkQLT@%mm AT A RS, £ RE
I A=, |

MERECIHI)L TB- AEHELSHAT RGBT LE (

%ﬂ%ﬁﬁﬁm%)NLTB-%%ﬁAw#&émwﬁmﬁﬁﬂ%
E. ﬁm%ﬁ%&&ﬂmmumﬂ%ﬂﬁﬁ%umAﬁﬁ% 2 Pk

A B e KR

QLR EL) N E A
WAL ARE AR RS T A G A, SRR

Mragnbamie. AN FREa%Ea (B SA) $40.25% Hanks &
FRTAS ug MARREB/ BB AEITC TG TR
s a4, EHRARRDAETH TG @I (43 10°) o248

(L T B3 H M) EKrebs- Ringer 4%k ¥4k R A HARA
@aﬂ EITCTFMACE S o], ER AL R ARZA LY T F0
00rpm B35 444k b bk & f8 0 AL 2

LR E SR 28 MABECHKE T, FOAE

A TFTHR: 0.6 4> 25% Hanks B SA. 0.5 £4MPO%E
(0. 2MNa P OrpH6.2)A0.2 £9F1:1(v/v)0.05% HO :1.25
T EH_FEAREE (DMB) ATFRMERE. EAELET
BRTHATISHH, MAC 0SEA R RLAUALLER S . A RGM
EEFHXEE T L F460mm REF. BdRTMIEFL TB Mg Aes
BATHMETLH MPO) #4F. ATHAMPOAMBANHLET,
ROOLEAL0% Triton T XAE PG MM EM T —A A3 o MK
T MHEMEREAN AR T EHANEMPONE S, — 2 0HE
HLTBEBREEMPORKE TN TrLELAT. Aﬁ&ﬁﬁ%
FRBEL-LTBHRETL TB- AEMP OB T H £
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RAEF
T )G AR Sk A |
MRIAREFRO 65 107 KEFR, HAHRZR-] ») A
ﬁL5%ﬁmemf%@%*,ﬂﬁ%ﬁﬁﬁﬁ%%,ﬁéiﬁﬁ,
AL S50 9B KSR ARL K. 0.5 SHEKFEK rebs- Rig
ger AR TS EANEAL! EHALFEEGFEY (H SA) Mo
HARGKA. k- OFQRAWATETHEINE, Bl &
Wikthk bk, AAKENOEO L ENRAR R, BRESD
El £ Krebs- Ringer F. |
JA P M & R AL A TR B R AR R G B, 3510
haffts A SAL T BRI AL£D D £ Krebs- Ringe
r P HAEITC TR e, . !
REFIANOOSTI &%k G R AR FL SRR v /v
FIiTtisk 5 e & aa s B 4 10001 - BB K4 ol ok #5355 ik
£37°C. 120 REF/ AHGKRBEFRI0NH. AARRARL SIK
SEHEKERATERR. LARREATRT AT, KE
PR SR B %S K (1000rpm B 55 A40) vl Mok & 5 W 69 A 5Lk 3
2 FEFE S SHEAT. |
WA IR e R B AL TA00 X TABHER. &5 M
EHENFRPELEN, EMMTESAOSTRG L. EiEaT
ERBR G EERA AR ENARBHIA MR BENGEE QR
ﬁﬁﬂ%ﬁﬁmﬁﬁvﬁémmﬁﬁﬁoﬁﬁ%%&ﬁﬁﬂLT%—
FEALMTH T 2R AF.

AL
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