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REX (1) ML,
ROCMR“UEOMTMBERGEL. B&. Cie KEE. C,.

RRE. AZ. —HZ(C.s KEIRE, RIFRRY. £, =
RENIEMR R

Ri#ERX (jj)BMERA,
RCHCEDBRTMBAMREE . BE. C s 55, HIFRS
MR4CRARN;

il (kk) BERA,

T RER 2, |

RATHIR *SR T MR 5

2ER (1) MEHE,

RERMESRTE, RIFMAS

2R (om) #E B,

RE“}T‘ER51iﬁ%ﬁﬂ%’é‘1{—fﬁﬁfﬁﬂ—*’l‘w$iﬁﬁ (CHz Yas @3=
fit & ;

RE'ERMRE:

10



BiEzx (nn) 9EHH,

RSERMAS. MRSUERNELEE, A

EERTEEE.

— AL EYRER (1 MR-k al. EdRT
Rz . R® faR* WMAMER (1 D ZFMEX, HEHR® fIR® &
FREFRO, HLPEEL (a7 M (ad) FLE 2 QRER (aa) -
(bbY+« Cce)s (dd) (HbgRE1H2 ). (ee) (HPRE
S). (ff). (gg)~ (hh). Ciid. (ji). (kk). (3
QEIH2). (1) MERH.

@SRk REER (1) MR- ikay, EhR
Rz . R2 Eila (1 ) ZTFMEY. R BE. 5%. Cie &
%; R® JiR® [LERSFRe, RCPEEMROEEEC .o .
BEC, s X, Cire KEFEC,_c HE. SHEAE. FER OB .
(b2)+ (b3). (bd). (b5). (bBY. (BT). (b8). (b9).
(b16) . (bl1). (bI2)MZEM: QRMER (aa). (bb). (cc).
(dd). (HEbqBi1H2). (ee) (XHFRSSEH) . (ff).
(gg). Chh). Ciid. (jj). (kk) (EsqgR1®R2)%HUD
2 H - |

THB—ABHLARER (1 D MXE-LLay. Kb
R', Rz, R? i (1 )2ZTFWEX, R %, HR® M
Re {{ExRPMReC, MQABENX (gg) . (hh) . Ciid. (jj)s
(kk) (EergR1s2). (11D MER, @z (bb) WER, X
FR2B—AMPEETFHRET LOEE: AERL (dd) BEH,
HFR®RE, ARTHRMEENEZHENBRREFSCE—LEER
ClO)MiqRR1®2.
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ENEALAYRER (1) mEl—Bikaly, HHR? 25.
BBE N EALARER (1) M- tkaty, R
R2 R &,
HEMLAWRER (1) MEE—BLaY. KHR® RS
R&ER®MR®, HQAFER (bb) WEMR, K R2°WR°2 5,
HQRER (dd) MEH. HbqR 182, BRVHMRHLE.
BB EELaYRES (1) MRS —Bikal, XPRo
RIR® RERSHMRS, R™L5H. AREC, o BRAEHEC.-
SE. SEFE. Cis HEEPEC, o KE-S-. C.s HiE
—S-.FE-S-, FE-S0) -HR®EHER (bl) (K
R® £5) . (b2) (HHR® 2C, o HEERE) . (b3) (X
HRCFIRUEMEE) . (b4) (HHREMRSHER) . (b5)
(HHR™“HMR=HMEH) . (b6) (HHR  RERAHTR 72
FOW(bI3) (HHBR2"RE)MER: QEE (bb) WEH,
K R=HMRIORE, HQRER (dd) MEH, HbqL 152,
BRMFIR2HEH,
THREHEMLAYRER (1) MR- Bikay, KPR
RS, R® MRS RERSAMR, R*EH, ARCRN. HE.
Cio HEHC 1o HAE: QRER (2a) WEM, XPRZEY.
RERTEHRE, R7EFEC, o GEARZEARC, o HE,
HRTHRPAENS 2 HENARFaE—EBR— %N LF
Cro SERRMIRET ; st (bb) YR E, X R 208 — | B4
AREFHRET LOBE . B (dd) WEH, XPRS Ly, GRS
MIRE B 5 ZHENBETF &~ £FMC (0)  BR (o) B
£, XPR©CRELARCZFEC, o KE: AR (ge) HEM,
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Hh RIHMROZEMTMES. Cro HERSERE: Bt (hh)
MER., RPROMR©ZEEBTHES. §%. BE. C.o KE
REERE. B (1) MEH, LPR“EE, MRSPEH. C. o
BEE. Cio HRE. BE. —M= (C o HE)BE. WKE;
EE (J5) MER. RPRSMRHESR; BR (kk) WER, X
th RTRIRASHE S : B (11) WER, P RRE; #ExX (m)
MER, HERSORE, ROEEHE, HRCMRT AE—EEHIL
2 (CHz ) WMZHER, BRZRSE: EA (nn) MER, R
@ RSSEE, AR™ERE.

%8Ik 4 R -

N-[ (23,4789~ RS%EH [2.1-b:3,4~b" ] ZH %~
2-EOYRE] N —2-2HEE-1,3-HIK;

N— [ (2,3,4,7,8,9- XEFRTHEH (b1 — | — K0 m—
2-EOYHE]-N ~2-ErE-1,J-WkK:

(£)=N-=[ (23,480,100~ AEEH [(2,1-b:3,4-b" ]
W W- 2 - EDRE]-N -2 -MRE-1,3-WIH,

N - [ (3,4,7,8,0,10- A%~ 2 H—%3% [1,2-b ] uewi— 2
—EYRE]I-N —2-mRE-1,3-HZK:

N—(45-Z8H- 1 H-s®@-2-%)-N" - [(2,3,4,
7.8,0- AEIESHE(h) — | —H¥WH— 2 —X)FE] —1,3
- H

N-1[(2,3,4,7,80-XS%H¥[2,1-b:3.4-b" ] "W~
2 -EVEEI-N - (1,4,5,6-WE -2 -BHRE) —1,3-7
= ;
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N- [ (2,3,4,7,8,9- NEFEMH [hl— 1 —EHFWm—
2—HIBRE]-N - (1,4,5,6-Ug~2-BERE) -1,3-F
;-3

N-[¢23,7.8—-ME—-9H-mm3i [2,3—-T1-1,4—-F+
SEE-9-E)EE] N — (1,4,5,6-ME— 2 - BRE) -
1,3-FH kK

N-[(3,478,9,10-R"&g—-2H-Z3#[1,2-bIMm- 2
—E)BRE]-N - (1,4,5,6-UHE -2 -®EE)-1,3-F=
% |

3-[6-®-34-"H—-2-[[[3-(2-BRERE ]
MEIEZEIPE ] -2H- | —%HWM—8 %1 - 2 - HHMEK
EHEY |

N-[[6-%R~-8— (2-BkME)-3,4-=H-2H- 1
~HHMH -2 -BIFEE]-N’ - -HRE-1LEFH K.

N-[[6-B-3,4-=8H—-8— (2 —EWHE) - 2H~1
—ERMW- 2 -EIREI N’ — (1,4,56-NH- 2 -BE
£) - 1,3-FM

N-[(3,4-=H-2H- | -%#MM-2-BO)FE] -
N’ — (3,4,5,6- WS- 2 -HRE) —1,3-F =k

N4 ~[3-[[(3,4-ZH-2H- 1 —%#Mm—2 %)
REIREIFE)-N2 -BPE-24-BR I, RBY LT
ZHBMMRLERET AL ERHEER.

HR (1) @iy —BTELLER (1) B BSE
(I MRARREX# &, LeW B—4AREMEEER, b,
HEMK. 8 BEXWFRE. 2855 BREUEHES, &
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RENPRE. ZRES: TREWVERES.

EEA (L) . (M) RMDTHRAEEAF, TER' . RZ .,
R3 . R4, R® ., R® . Alk* . Alk? RIQBRESFRBFEY, &
MR (1) PayE R .

R¢ R3
o)
L R2 R]
= am

R! an

FRRMEMUE—HEREN, S, BUZRE, gRENS
MEES, SEUNSHKE. 1,4- —EES, TRNEES, BH
Rapd, @EL (N HRSER (I BRA—REERBT.
Em TR — K. . M2 BERERNRENT. KeR
BRIALNBHRAMNDT, —HEHOEUBUN, \-ZZEZ K.
0B, DAVRWCR BRI N W A . REBRETUMKRER
MEE. REHE. REEERNBCYOEREEEFTH.

B (1) Mk e —Bb ARG AR (V) 8 — ROE R
EHER (V) BREMEDRETEAN - EELKHE, APl
B EERHC ., HEZE,

3
RS R? 0 R6\ R 3 o
AN RO § - J—— AR Ai—C—H
S_L_:_ P L -
P2 R
R* vy )
H—N—Al?-N=Q 26 R
2 L : 0
R R o oS % AN Alk’—rlq- Alkz—rls}—Q
bz R? R!
(VI) R*

0y




FRENREE—HERNEN, B, —HBUZEE, — 8BNS
WS, —HEEENNPES, ALY AR YRR GH.
e, TOUEH— kS MERER RSBk, RS,
BREWMERTURE—HEREN, i, —BEVEE. 285, —
HRUNERNS, -HARBUZHZE. ZBRTES. R—8%
MOUZEE. PRSP, PG5 R 1k 4 00 0 A0 4 4L 90 7 P R AL
MBRE. RNE. RAESLBLNEEZTE. £, X415
B ERBEN S B E TG .

B (V) e AR LR R (V) MR TR
R &, RPAK® WEXAL. ABETET NS — R
EREAN TR SHRLRH. SHEH. ARKSERXNE.
B R W D23 09 0 L o B O 2 ) 0 AR =
B, SETGS. SRUFES, REMNERM. 1,4— S8k
%, ABRERFHEBENUN, N- FEFHBK. N N-=FxZ
BRSO HT. BANEBEETREATRE SR, |

B (V) BB B FT A B AT B, B, 05 24 38 A0 B 0 A 2
MUKW E D, REESERERFHEEBENNN, N- —FE B
B N N-—HEZBBRSMEaYT, H—0RhNnREE. &
ORGSR BT LIS AT E N, W DL 0 — P 8 Ak
Y. Bu, BR. EHRS.

MER (V) By FRMEIERS (1) BILaVBERE
FIRT LAy ~Fh B8 2 2 ¥ (one— pot procedure ) k34, HR>
R® RERSHISWER (V) iz CHBER (V- a ) bk,
KR® fIRS RERSTOPHERA (V) b T X HER (V= b )
HE . W (V- a ) F (V- b reE A R
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A (L) mhkaPbablEdERX (K MKSER (X )8
BAEFLREAN -EELRGE, APk BCo- -8, K
BAESRUTEER (V) MESER (V) FE i a R BT ®
MEH.

R6 o R3

RS r.\ ~ Alk!-NHR, O=CH—AI*=N=-Q _— o
5// . Rr!

Rd

(IX) )

KR fIR® RERSHMROWMER (X) PEBEENTRR
HER (K- a)hfk: KR MRS RERMROMER (X |
HRBENFRFRAER (K- b ) dEfk. Bt (X—a ) f (K
—b )RR EEEANEERY . |

B (1) AP BToEREERS (V) HBRSER (V)
B AEREN - EELKHE, RPW? B- 1 ERBEEH, 6
M. EEUE. REAM, BREEUTHBELE. PERBELT.
RETEESENAUMEN L -THS, REANNEHWS, 5L
MEPEE, BRERTFEEBNUN, N- "FEBRBRK. N, - —
EZBB. —FEERS TR,

RS R?

Rs_(>j/\oj—m‘-w2 +  H-N-aki-N—Q¢ — = (@
¢ ©ow

R vID (VD) .
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BN VR B AL . (R, T LAY I — RS B LR
R ARG LR, B, TUEMBEERMEUREN®
B, REBRBRALNBRBREYRS, SELEFHNRUN, N-=Z2E2
. ME %

HR® MIR® RERSWROWER (VM) AAEUTHHE
K (M—a)PEE: XR® MR {KERCHROHER (M)
MEELATHERIERX (M-b)dEk. X (M-a )M (M-1b )
B R BOA N RE .

HR2 REMERA (L) Lay, FdkaypBEs (1’ H R
F, THEGER (M) FASEHBHEEEERNE.

Alk' —N— Al - N—Q — |
RSP:I;T
R3

RS N B TSR S O
(VHI) ‘ rx’ 0 All’ —NH«— Ak I;ul Q
' R

RS———Q/

| R4
FEMEEERTUEEERA LEANERHEGT, Fi, EENERN
BImBELWMPER. 28, 2-HH%, BEU, I -E5-26. I
AW, 2,2 -SECHKESD, BEMEAMREE. HE
FRLME. ERMTUTHEEKE.

HXR® fIR® RERHROHERL (1 D haPHNER (1
—b A, WA - b)) aPTLGELER (X ) B,
REREMRS EEF UMW LT ERRRAE. FE SRR/
WL, G, EEBBENPHESLNELAANN (SER) BNE

ETHER (X)) aih#Es.

T

18




(Ci-s ¥H)z SnR®

Alk‘—NH—AlL -—h-——Q (I-b)
Uj

(XD

B (1) ShePOTUELSHEERBTIEEL. B,
HQRZEREBUGEMHER (1D LEYTURBREALS M
BAMSSBELRUAEUY. o, BH—1Cae BRESR
Caee BEMEMIBR (1 ) L& bl REA b E 6 0S5 A S
KRHHC o KEMHRLAY. FEREHER (1) kayT
DERHEA L AN AR LR R EFERR BT e
o WA AT NI B 4 A 4 O DU o R — i 24 Mt R )
SHRUSRKASHAMILERRAE LAY, BZRERTEE
Ml ey SHEERRESLEGTUEREA LS DN N - B
BN - ELEEHGN -BABEN —EE L. D ERIGEEE
HEm, METUEBREULRES FRUGORA L COSBHE.

AR UL & B B L R R T LUE B Rk LB R
BT o JEXE B T DU Y A B G R A R 5
HAR MW S A B . X B DUE T B R E A AR R
MBEHGREESEETENS B, AR LY RRREA LY
BUAE S BHEHON AR L RuERNE, REhisa
MR % —HRRE, REHR. WERDEIH —H&
SRk, W%ﬁ%é%ﬁ%ﬁﬁ% BEFEER. XEHER
BF 3% FI T B 4 o A A2 0 BROR)
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BRI )t RGP LIRS HRMBS AL T kR
MERAEECABMENBEEMR: CHRERERY 5T, BER
Bt ARV EAERENRERREN. COTHRAB RG>
SHEFHRTLOFE. B, SNTETRTOLMAERSSTR
SHEXERE, HUBRABOS DT LRT LN, SRR
S o XA P T BT T B B AL BE R & AU Y 505 R 2 8
R .

B 1) RAYMERGEE TN TR ENE: Mg
BB KEERHS RN - WL BERTERAARTR" — X
(American Journal of Physiology 234 (4), H330-H337,
1978) H MBS, REEE AP HAGRD. R dBEER
BB T A R UL & Y A0 2 W B KL .

ETRERGHEUR, FRWLEUTUREAS B0 i
EHBURR. W EERENBYAAY, HEREMN. £YEn
G5 ERABMMBBBRN BB ELEYS - HEY L TS0
BAaRYIRAY. RRETURGEFEDOHNEAT R0
MERMER. KEBPLCYBEMEETHERS, BHERT
£0. ZEE. SHRESHERLS. o, EHEEO0NERA
ME SN, TURBET-—RERGY AR, 60, 520 RES
FMBREA . MREN. BANBEENOSE T TU@AA. B,
WL BEB, KR, AN, BERRLNMERT TR
BRE, WEHK. B, BN, EEAL. BAFE. BENE.
MTFRETHL. FHARBAERARBHNEONEETRR, &
EHERTRARHEASDRE. YTHEREAY, REEEa
BREK, ELABSERGL. RETNOEENADTRRESY
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CAS. B, TURNSTEHBRAN, EPREQES KRR, B
BEARBLE A S HHERAER. BT ETEHBEEN. &
BHERTTURHEERE&E. BENS. EATERLSY
dayd, RETHEAETEMERNN. BOEHEER, F5lH
R L BB — RSB B IR, R MOA AR MRS A
TR FRFWMT RS R T I AIEM . S0 65T &5
FUEMEEY. XA YT LES RN EH (transdermal
patch) . S (spot—on) . HESHFALH. HWI B Lt
YA chENRETABAANENSONERTEL. FiHEBH
BAERBTEHGNERATRAREDE LS. AT EHE
ENEGET, S AR HERS LMW RN BT St
G, ReFRENGYRE. SENERTRANEHREL N (0
BrRETARNAN) . BREMN. AN, Bar. EXEEN. T
HARMEEERN. FLA. SRS, BRAIROHSNIHN.

W, AR YA YR I F T S WA AT % R,
EAKME, THTHIELE. SRAER:. KUEETFHLE
Bk OUYE R . AR L& IR A 5 i AT A 3% 69 % 5 A
mE. BENERS. AEETFRARMHLMREBOELYEES
HEEER (1) LeY REDLAEFORMALRE TR R
KRBT HiE. RBRTHRGARMUT A BHRBERTUES
WHREE T ERE. BB, FEEHEN | ue ke~ | ng ke
i, AR, B2ug- kg~200ug ke BE. € FKEYHE
AR 2T, 34, 4 TREMINEFABHFBHETHERY
. PR NBETURYRATHERS, i, SEEFNERRS
F0.005~ 20mg- KO Img~10ngB B4 % -
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NTRAEERERARN AR EEAN— W E LS E.

T 5 4

A.HR® MIR® RERSHMRMER (1) LaWREHE

e ) 25

L1 — a

8 )2,3-H-IH—-%H—4 -8 (0.37m0l ) MZ ME (0.37m0])
R (300m]) PHRADEEEER | . EENEATEA
AL ~SECZHEOBAS . ANESB. FH (MeS0a )
T, BREEN, #F%: (>100%EREY ) 282, 3-8 - 1H
—E— 4 BB (AL —a ),

b ) # i (1 —a) (0.37 ol ) MBI 100C. i MILs
(200g) » BERAWAEINCHESE | 8. REESYRE. Wk,
BEEMARKSRARSY. READELL - HE-ZEER.
HHESE. HEEELE, TR (S0, ). i, BRES. B
MG (IR, 110C) . BR20g 1 - (2, 3-—H-4 -
BE- IH-H-5-Z)ZB(FRE2—2a).

¢ ) EEH (2g) TEEE (300n] ) B WIMER=Z
(0.16mol ) By fE i ( 2 - a) (0.106mol ) EH X (10ml ) KR
a¥. BRAYKE. DR 200, BAHREDEL. TR, BE
WEEEh R (10n]) FZ B (500m1) MBAMHHEE. FERA DR
H.ERDE . FEBEAUBAKT . BRONRDEL. T8
(KZE), 882lg 4,7,8,9-ME— 4 -SRFTR_HH[ h ] —
I - MM — 2 - S (B3 —a ),

d)dFEE (3 ~a) (0.0%mol ) EZ & (200m] ) F IR &Y
ISR (L) fERBENME. EREE (358 25,
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BRANEE. BREN. BEPESTH, 802 (+)-2,3,
4,7,8,9-XEFRRZHBHE [ h 1 -1 —FHEMW— 2 — %8 (B
H4-a).

e )H@EE (4—-a ) (0.1lmol ) TEDY ZHEHE ( 250m] ) H Ay
RAWERSHFHE. B ~BEZ~ 1H- %K% (0.11mol ) ,
RMBAYESEBEE 216, RE, HHBHH -80C. HWik
“RTERMTEER (20%) (0.33m01) . KEBAWE—80C
B2 AH. RAVEERAR. BEFA LS. BBk, %5
AL -EE-ZHEER. SEMENETHE (MeS0. O . 8., &
REM, BH1% (+)-2,3,4,7,8,9- XEFR_-MH [ h ] -
1 —EHWEW -2 -BB (PREES -3 ).

FEMYELHET

(£)-2,3,7,8-MW&E - 9H-0m3H [2,3-F] —1,4— %3
SHE-9-FR (FEES-a ),

(+)~2,3,4,8,9,10- XEEH [1,2-b:3,4—b' 1 =1k
—2-HE(FEET—a);

(+)-2,3,4,7,8,9- XE¥* [2,1-b:3,4-b' ] =W
—-HBE (&S -a).

%0 2 - 2 o

a ) 4 -—ER-4H-FEHF[1,2-bIMm— 2 KB (1 2g)
M2 -PEEZE (1000]) MBAMERIRLNMGES RSN
(10%) (2g) IHET, E%E. TETME. EBRRHEER
MEZE, HRLMEE, BRRER, B T¢(61.4%)3, 4-=
S-2H-ZH[1,2-bIMM—-2 - BB (PEEI-a ),
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bywEE (9 -a) (7g). 8 (160nl) IREHNREAD
B, BRI AR RERADEER. BARKHREREY. 2R
SLLPLEE, "OBE-EEREER. ERPDFE. 8. BR, B
B 5g(63.5% )3, d-—H - 2H-FHF [1.2-bIMm— 2 - %
BB (PEEIO—a ).

c )M (10— a ) (0.03mol ) EEBMOEE (200m] )
MEAYEEEREIER. Mk, PRERE. "aXfmit—
AW ER, 80665 (97%) (£)-3, 4-Z&H-2H-%
F#L1,2-bImtw— 2 —FHEK (PREIL-a ).

d ) dE# (11— a ) (0.0291mo] ) FIERE L (0.1455m0l )
E1L4-THE (50n]l) PHRADEAKSTHRHEIC. MWL
B (0.1455mol ) #91, 4- 984 (2 Oml) BW, BRepRHE. &
BohM3048. RAVKRET. AagEYImME. BAaPHK
HC1 Bidb, W3 04, BAEPWHAS 0 %NaOHEB#wiL, HZHH
RER, ENETER. T¥. ZR2ET. BEYRLBEEYE, BB
Hil. BREY (2.9¢) HEEEAENE (HwEH: Ciz Cl= ~CHs OH
9.75.°0.25) @il WU ELUE. BX, £F2.48 (39K ) ()
—3, 4——FH-2H-FH[1,2-bI1wm— 2 - (FEaElI2-
a e |

AEMTERRNET

(+)-3,4,7,8,9,10-~xE-2H-F#[1,2-b1mtm— 2
-Bk (PEEI3-a)d,

L3 a

i (5 —a) (0.03m0l) FMEE K (0.073m0] ) 72,2 ~
EHECHEE (250m) ) FIN, N-—HEZBK (10nl) PHREEDE
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RGBT (10% ) ( 1g) fENBILFEAINE. ERRE (1N
BO)ZR, HELNES., ¢RRR. BEYEANLU -EE-2
KHRAYTRE. SENESE. TH (MS0. ). B, BEE
., BP6.5g () —-2,3,4,7,8,9—-RE-N—-(FEHE IR
BHLh]—1 —%3Fmm— 2 —HE (hRAEd—a ).

SH 4 - a

pEk (14— a ) (0.02mol )M 2 —FHHM (0.2mol ) LB
(100m]) RSB APRE. BRIE. BREN. REVETIR
B, EMERRBIE (10%) (2¢), BADRSME. TR
F(ILE)ZR, HRANEE, BREHE., AH5.26 () ~-N
— [ (2,3,4,7,8,9- XEFRK-HH [ h1— 1 —KHMw— 2 -
EVPE] -1,3-FM (h@Es—a ).

LHi5—a I

6—E—2.3-—HE—6H-%®MH [3,2-h] (1] %50
M-8 —REZE (0.lmol ) ZEHE (25001 ) FHIBE, 4 %E
WEW (1 Onl) MHEET, PHESES WHERREIE (2g) f
REAR, FI1T0C (WE ) B 0AHmE. ERKRE (3LE)
ZE, ERELMEE. BRER. BEYBNARKEEEE (KB
M:CHz Cla ) Gith. WEFBEMNSRS, REEN., BH 2 0¢
(72.9% ) (£ -7,8— -85 -2,3——HE -5 H-mskW}Hf 3,2
~h] L1 TEHMB— 8 —BRBZE (PREEIG—a ).

LH6—a |

R (8 —a ) (6.0gREAEM ) MN- 2 —rgl—1,2-
P B (0.02m0l ) TEF B (200m) ) FRSIR &Y. 75 4 9 W %Ik
CInl) BITFET, M1 0%ERFRIE ( 2g) FERBLNBTD
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o BREE (14RO ZE. SRLAEH. BREK. REHH
BERHEGHEE (BBM: CH2 Cl= .~ (CHs OH/NH: )95~ 5 ) ik o
BELRS, BREN. REVBERE?2 - AHS. FELBRZ 8K
B C1 0 2). EEEEEd., TH (EZE: 60C), B57.8g
(73.0% ) (£)—-N-[(2,3,4,7.8,0-XEEH[2,1-b: 3,4
“b I - 2 -EDRE] N -2 -BRE-1,3-F M -
SR (O D 2):mp. 190.4C (ke 1 —a ).

Pl 7T — a

R (13- 2 ) (0.0088m01) M3 - (2 -BRESL)
B (0.0112n01 ) ZEFBE (10001) FHE AW EParr KBS, HE R
M3ate HEMHEEC10%) (lg) FHBEARSME. &
BUE CLME)2E, ERLNES. BRERET. REVER
Bt (HBIN : CHe Cla / (CHs OH/NHs )97 3 ) fidb.
BAPEROESHE. BR. REPERHREEIPLC (BB -
CHz Clz ~ (CHo OH/NHs )95 5 ) fifk. BB W E. BE,
BE0.855 (27%) (£)~N-[ (3,4,7,8,9,10- X%~ 2 H
~HH [1,2-bIWM -2 —HE)FE]-N' ~ 2 —HRE_1,3
~PZK wp. 57.6C (a5 —a).

LH 8- a o

FrEGI6—a (0.072mmol ) FFPE (250m1 ) ~ H ( 100m] )
Fo BEWWHE-T0C. WMISHEL-RTEBSHEER (0. lnol ) ,
REYE-TOCHEH 1 Aot HWEH (1501), UENBCYMH
REEAZEEE. BEAOEAAS, BEBEL, Bo2BER.
FEOAENETE. 8. BREN. REVETHE (1500) &.
BN — 2 —BEREE-1,3-FH 8 (0.06mol ) . BAYE 4 %5ER
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BRI Ol HFET, AR (LB ERRLNSBTME. &
BirH: (1 5B)ZE, EEANEDL. XEER. REYRRE
Haikgk (BF: CH Cl: ~CHz 0H 90.-10) ditb. WE=4H 4
%, BEEN., BIBREY (1) . (2)H(3) (12&) . BEY
(3O)mPm(3.6g)BETFZ-HEP, A28 - = 0(0.020mol)
M2 -HEMERBLRZTEE (12 2) . MEDEE. TE, &
$4.5g (46.1% ) () - N~ [ (7,8-=5-2,3——HHE-p H
— kW [3,2-h] [ 1 J%#MM-8-HH)EE]-N’ -2 -
BhHEE-1, 3-EZK-Z-8% (1 :2):mp. 208.8C (ke
B7-a). BREY (2) AREEEME (KRBT : CHz Cl.
CHs OH 85 15) Baith. WEFSENES, BREN. BEY
(1.8¢) BFZ 84, HFMZ =K (0.010mo] ) BILMZ M ( I
D2). MiRYWH. FH, 881.18(3.3%) (£)-N=-2-
X -N" — [ (3,6,7,8—MWE-2,3——HE-2H-B:WH}
[3,2-h) [ 1| J%HMW-e—F))WE] 1. 3-"H kK- -2
Gtk (1 1 2):mp. 171.2C (k498 -a) .
HETTFALEY:
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®2—a

RS N
RSmCHZ—Nﬂ—(CHJ);—NH—G i/>
N
HbSdn 5| Lol RS. R6 R
l-a 6-a -CH»-CH3-CH»-0- mp. 190.4°C/. 2 (COOH)2
2-a 6-a -CH»-CH»-CHp>- mp. 118.2°C/. 2 HCl . 1/2 H0
3-a 6-a - -0-CH»2-CH»-0- mp. 199.0°C/ .2 (COOH)2
d-a 6-a -0-CH»>-CH»-CH>- mp. 197.6°C/. 2 (COOH); : H20
5-a 7-a -CH3-CH2-CH2-CH>- | mp. 57.6°C ‘
6-a 7-a -CH=CH-CH=CH- mp. 226.3°C/ . (COOH)2
72 | 8a | -C(CH3)=C(CH3)-O- |mp.208.8°C/.(COOH)
B-a 8-a -CH(CH3)-CH(CH3)-0- mp. 171.2°C/ . (COOH)2
16-a 6-2 -0-CH»,-0O- mp. 169.3°C/ .2 (COOH)2 . 112H20
LI — a

miE s (15— a ) (0.02mol ) H11 2 -~ R ENH - —hEgh
(0.02m01 ) ZZ B (100m) ) FEIRGYIE. AR 1 6 M. BR
. BB BE R @M (BB : CHz Cl= /CHs OH (CHs OH
JNHs )00/ 9 /1) Mtk WBESS, RREN. RENET
2 -HBS, ANCl 2-HEBLREEE. FRdem. TH, 8
B2.4g () -N— (4,5- "S- 1 H-%®—-2-%)-N' -
[ (2,3,4,7.8,9-AREHRZHIF (h] -1 —FFfWmm—2 -~ )
ME]1-1,3-FHoM - SHhBE - EXaY: wp. 189.7C (fa
9—-—a ),
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LH10— a

a® (1 —a) (0.0099mo) ) 7EH M (300ml ) HHMIBAYE
AHNERER (Inl) IEET, HESRBE (1 0%) ( 2g)
ERBAMETNE. EBUS (248 )25, BEELNEN. i
WMAR, REDHRHER. BRDRE. TH. X— 24 56
ES G HMEDEH. F45, 850.95 (16.9% ) . BHEEE.
REWTHE, $90.4g(7.5% ) (+)~N- [ (2,3,4,7,8,9— %
SFH[2,1-b:3,4-b" ] =W — 2 - YEBE] N - (1,4,
5.6-ME - 2 ~HRE) —1,3-HoMK - 2 BB (12,
mp. 226.9°C ({b&HI0—a ).

F2-—a
R® S\]
s —NH— -

Oy e

neH e EHE RS,R6 q | HEKE
9-a 9-a -CH3-CH>-CHj3- 1| mp. 189.7°C/. 2 HCl. 1/2 H20
10-a 10-a -CH2-CH2-CH2-O- |2 jmp. 226.9°C/.2 (COQH),
11-a 10-a -CH2-CH,-CH»- 2 {mp. 210.0°C/. 2 HCl
12-a 10-a -0-CH»-CH3-0O- 2 | mp. 209.1°C/. 2 (COOH);
13-a 10-a | -CH2-CH2-CH3-CH»- |2 |.2HCI.2 H»0O
14-a 10-a -C(CH3)=C(CH3)-0 |2 mp. 210.9°C/ . 2 (COCH);
15-a 10-a -CH(CH3)=CH(CH3)—O 2 | mp. 206.4°C/ . 2 (COOH)»
17-a 10-a -0-CH9-0- 2 1 mp. 199.1°C/ .2 (COOH)»

B. JR®fMR® RERMROMER (| ) ol BEHR
i 5
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L1~ b

8 ) 6— K ~3,4— =& -2l —1— %M — 2~ B E (0.093n0])
BT ZM (100n]) o — BB (0.150m00) MMEZ 5T, f£%
—HREENT 6 — W -3, 4-—H - 2H- | —EHBE— 2 — R
MZBEEY. SEBECYRE. BWe 4 M. BAWLY. Fmi
Fik (2001 ) b, EHEAWHECH. Cl. ZM. 4 BOHENETE.
M. BR. REYRNSEREEEE CREM: Ol Cle ) k.
BEFBERES, RREH. BE23.68 (72.2%) (£)—§ —
M3 4— "8 8 —B—2H— | ~¥HWW - 2 - BEZKEY ($
B b)), |

b)) A1 —b (0.0365m01) BFENN-=ZEZ B ( 250m] ) .
N EEREREN | 540, RIS (SER)E (1)
( 0.00042m01 ) FIHEAL T4 € 0.0015m01 ) o IS B AL 7
$ (0.056mol ) » RRB&Y (EN. BT ) ZE50CH B304 bb. I
BHRBHBAYNY, RREN. REVATREANTE (500 )
o ERBER M. BREN. REDHRRESEE (BB
CHz Cl= /CHs OH 97 3 ) didk, WEFHEMSRS ( JLE L&Y
HREY ), BEEN. BEY (7.1¢) BF BT (1500 ) .
WHIN, N—-=ZZEZK (1 5nl), HEEN4 — B EEREN
(0.035m0l ) » RMEAMEZBEANE. Mk (15001 ) « 45
HHB KBMCH: Cla (150m1) 3%, 4 HMENETH (S0, ).
M. REEN. REDRERE BT (I CHs Clo ) &b,
WREG S, RREM. B7.168 (56.8% ) o 35— %4 HDIPE &
S MIRYEH . TH, BF4.275(33.9%) (+) — g -z
ME-6-W-3,4- & - 20— 1| - FEHWW— 2 -FEL-mEx
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FWMBE: mp. 120.2C(HEEZ-D ).

MEMHELHET -

(£)—3-[6-W-34-=B-2- ([ [ (4-FEXE
E)DBBRIEIFE]-2H- 1 -%HFHW-8-E] -2 -FHRK
BEE (fRES-Db ).

xE2-b

(£)—6—M—-3 4— =5 -8 —B-2H— | —FHMkmW- 2
~ MBS (0.026mol ) . (ZSHRFPE)ZHFEPRS (0.081n0l ) .
B4R (0.1nol ) FIALSH (0.081mol ) EDMF ( 5 Oml ) F 1 -
HE-2-WRER (5 0nl)) MBSO ERFRES 0 CHRAES
INE o W DSR4 B ALEE (I) (2008 ) Mk (50ml)
B9k (300m1) HWE. BEAWASZE (1500]) EWM=K. &
FEHNEM 5 %Naz S2 05 KBWBHE (BIE) . T (MgS0s ) .
. BREM. REYHRNSEREEEE (W : CHz Cla )
L. WBARS . BREN. BE5.75 (78.8%) . X85
DIPEES & . EUlEtdi. F#H. S81.28 (16.6% ) (=) ~ 5
~ -3 4-ZE-8 - (ZEHMWE) - 2H- 1 —EHUW- 2 -
HEPE G mp. T1.8C (HEEL-b ).

5413 - b o

a )HEE L - b (0.022mel ) . 2 -ZTERFInE BN
(0.024mol ) FIMU ( =K% ) 4€ (0.0005m0l ) B3 1 —HRE-— 2 -0
IR (5 0l ) BEAEIO0C BEdk | 6 A WHIESR AR &P 5
2ok (200m1) &, BhiB2HADIPE (20001 ) EW. S EMENET
. B8, BREN. REVETRENOFER (5 0nl) PHEHF 16
Mot REBN . REYBEREGCEE (KB : CH2 Cl- S%
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50750, ZEFREMCH2 Cl= D il WEMBHENRS, BREB
i, BF4.52(82.4% ) () —6—HM—-8— (2 -BWE)-
3y 4-ZFH-2H- 1 —FHUW -2 -HE (FEEs5~-b ),

b )4 -—BHEFEHRBELO.021no)iF M 8 #E5—b(0,018m0l)
B3CHz Clz= (5 0ml ) B, MK, N-=ZEZK (5ml), K
NEGOEZREH 2 4/, REBEAYMHAKP, HEADH

CCHe Cl: WM. #BOENETR. d¥. ZREN. REDERR

G (EBIA: CHa Cl. <B4 50.50) dith. WELSES,
BRBENM. BEYEDIPEHTRH, B EY, T8, 58
5.28 (71.8% ) (+)—6—H—8— (2 -BkWE) -3, 4— =4
~2H- 1 —%HWH— 2 —FH4 - FEEIEEE: np. 110.4C
(ks -b), |

BEMFEHLHET :

(£)—6-%H~-3, 4- "5 —-8- (2 -HHE)—2H-1
~EH - 2 - PB4 - FEEREE (PAKT - b )

() -6-M—3 d-"H-8—FE- 2H- 1 - £H#mtm
~2-FW4 -FEEHME (FAES b )

(£)~6-%-3 4-ZH-8- (2-WEE) - 2H- |
~EHUW - 2 - FE A - PEERMEE (FEEI - b,

(£)-8—- (ZWE)-6-H-3, 4~"H-2H-1-%
HuLug— 2 —HRPHBE: np. 107.7C (R EEI0O-b )

() ~-6-®-3, 4-Z8~-8 - (XHKE)-2H-1-%
HUEW - 2 -FRPRRE (PREII-b ).,

H 4 - b |

PREEII- b (0.016m0) ) = H|ELE (1 5nl) BN
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Alz 0 (16g: M, & ) FI2KHSOs - KHSOs - K= SO« (0.016mol)
HoERE (6 Snl) A, REBAPESEREER. KA
wadidd. ACH. Cl- 3, WRTH (MeS0. ). ¥, BRE
M. HEYEEREAHE (BB CHa Clo < CHs O 97.5.72.5)
Mk, WEFBEHRS, REBEN. REY (7.20) BRI GH
% (B : CHa Cle » EWIAHECH. Clo ~ (CHs OH N5 )
5050 ) B, WEEES. RREMN, SF3.82 (61.8%)
C(£)—6-M-3, d-Z"HE-8 - (REWB) - 2H- 1 -~ %%
MW — 2 - B BEREY (PEAEI2-b ).

%5 - b '

a) (£)—6-®W—-3 4-ZFK-2H- 1 -FHFWH- 2 -
% BB (0.26m0l ) FINEI B AIREAR (300nl) b RRRGYE
40 CHBEI1OAM. REBAYES 0 CHEHEG 0#. BRAVF
Dokdr. BT S B VLUV o B WCH: Cle BBL. 4 BEVH LR
%%, WF3 3¢ BEY. B33 (£)-6-M-3 -5
~ B - WE- 2H - 1 —FHMM - 2 — KB (REEIZ- b

b) 1MC(CHs )= S-BHs M#HEKEER (0.28n01 ) i hIF
i 13~ b (0.25m0] ) B PU LKW (800nl) BAY T, N, X
ATHE. REEBBRY6 0nlAN. IENBAYRA. BR2 .
&MY, FICHs OH% M, BIAH: 0. HaONw . L& #MACH: Cl.
EW. FHHENERKEE. TR (MeS0. ). dl. BREM,
BFES9g (£)-6-M—3 d-=H-§-ME-2H- | - %
Fupms— 2 — R C104%HBEY ) (hEEI4-b ).

¢ ) #E#14—b (0.25m0l ) . 3,4~ =% — 20— W% (0.50mol )
MhE 2 - PRE® (0.50]) ESHES (700m] ) FHEEWIEL

33



B I REEAWE 1 0% NaOH HWEH. BENESH
M. T (MgS0. ). ok, HEBM, BE81g () -6 -
~3. 4-ZH-8-WE-2- [ [ (WE-2H-WW-2 %)
SIFE] - 2H- 1~ FH0EW CI04CAKEY ) (15—
b .

d ) EEIS— b (0.47n0] ) BIF B (600ml ) W4 P 4 %8
WEW (3nl) WEET. HERE ! 0NMERREE (5e)
HELABGME. EREH. (3%F)2RE. ERLASSE, &
KW, BFI0g(98.3% ) (£)—6—M—-3, d——5—2-
[ (mE-2H-WW-2-Z)RIFE] - 2H- 1 - EHn
-8~ B (FEkIG-b ).

e ) s A 16— b (0.036mol) . 2,5-= 5% 2 PU 51k % (0. 22mo])
FIPTSA (4L 5 ) EEDHF ( 140m1 ) IR & BT 100°C I3 9 0 5 bh
BREN. BEWERECH: Clo b, KHABREARE—K, T
B (MeSOs ). B, BEEN. REYEERECHE (LN -
CH Cla ) #idb. WeEshfs, BRBM, HH6.68(55.3%) (+)
~ 63 4-"HE -8 (1H-mm-1-%)-2-[[(Q
Z-2H-Ww-2-E)RIFE] - 2H - | —HF%MW (i
#17-b ),

£ ) 109 % B W (2501 ) MBI H R HE1T- b (0.019m0l )
FE (65nl) MAMWH. RERADESERMC0S M. BREN.
BREWAECH: Cl. Mz 0ZAAE. HNEFB. FH (eSO ) -
. BREN. REYERRTEE EMEREL BB -
Chz Clz .“CHs OH 98 2, ), WG, BRREEN,. 873, 4¢
(72.4% ) (+)—ﬁ—ﬁ 3, 4—-—-F—-8—-—(C1H-mg -1 -
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CE)-2H- | -EHFWEH- 2 -HE (hEEIS-Db ),

g)mN-:ZEZHCTM)ﬁMQ¢WWwfb(&mmm)
MBS (0.03%mol W2 —HEW (2 0nl ) BEYD, BHE.H
wENH. RNRADE#E b, BeDde. RRER. BEY
BRECH: Cl: f. RENBHRBERMRKBERREE. TH (MeS0. ).
. BREN, BH7.66(97.3% ) () -6 —H—-3, 4-—H
—8— (1H-Wm-— | —E)-2H— | —%HFMw— 2 - HEM
BREE (P EEI9-Db ).

H 6 — b

Brz (0.0lmol ) BYZ®ELE (S0ml ) BHEMMB (£ -6 —
-3 4-ZH-8—-(2-WEME)-2H- 1 —-FHFHmw- 2 -
A4 -FELRIBE (0.0lnol ) BIZE P45 (50ml ) B, &
OCH#. EREBAWMAKSD. HHESHE. TH. 4. B2
BH. REYREDIPES B . MR YEE . T8, B35 (76.4%)
() -8-(5-B-2-EWNE)-6-MW—-3, 4—=45-2H
— 1 —¥F-2-FE4 - FEERBRE (PEE20-b ).

7T - b -

s ( Sg)iﬁil[@l‘f‘fﬁ]ﬂi 2—b (0.0125mol ) MIN — 2 —B&
WEE—1,3-PH (0.019m0] ) B S B (100n] ) BWHF, KM
BAWEISNC (EHHB)BETR. RERADEH. 8. &
REW. REDBEREEEE (EBA: CHzCl: , BHAKE
CH2 Clo /ClHs OH 90/10) Hifk. WE 2 AFEEHES . BRE
M, BF1.2¢ RS WS AMEPH (100n]) F, BZ WA
a9 (0.620g ) HILRZ M (1 : 1) . WRAYES, T2
~ P, ERERSTEDRE . TH, 851.20(22.3%) (+)
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“N-[ (B8 -ZHE ~-6-8-3. 4-"8 - 2H— | —FHRn
—l-E)FE]-N’' -2 -mEE-1, 3-FHK - 2K
(121 ):mp. 200.1C CHbEL — b ),

T g —-b

AU TEROFFEBER (20%) (2 2nl) WM gk
4 —b C0.018mol )WY (5 Oml ) BWSF, E-70CEH. kK
%%E—mtﬁ#:&Wo%M$ﬁ(lum>.ﬁﬁé%@ﬁi;
B, BAKS. HHCI Bk, AEB-HPEER. BRI FHBHN
Be REYS5N-BEE-1,3- 2K (0.0l4mo] ) B AYE
AREREB (2l ) MFEETHELE (28) ERBENBTME.
ERWE (250m] ) 25, EEdkAgy, B2 Ek. REYERE
BEilE (%BM: CH>Cle “CHs O 90.710) ik . W & 5,
REBN. REBY (2.2)BWREZE (5 0nl) ., B2
(0.024mol ) HILBMZ —MEE: (1@ 1) PIMERYEE. T, K
GBS HEE (3000l ) ELS. MURYEL. FH, 23 0.9508
(13.6% ) (£)—-N-[[6-M~-3,4-=H-8— (ZHEFE)
—2H- 1 KW -2 -EIHEI-N' -2 -BRE-1{, 3
“HEIZR - ZZTEEE 1 1) 5 mp. 216.3C (kA2 -b ).

LBl 9-b

&Y 2-bE BB K (0.00313m0 ) MZ =M = K & % (0. 00635m01)
MR (5 0nl ) BBABRERE (1) EXBLNES 0 O
H2hm. ERWE (2HB) 25, ERLVEY, RS8Rk, 5
EBBURER (%) . T8, 870.310g (17.2% ) . K
(") WA -FELE, FERMTRESR. T8, £ ¥0.500¢
(27.79¢) () -N-[ [ 6-WM-3. 4-"H-8— (ZHEBLE)
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~2H-1~-FHHhEW-2-FIFE]-N' - (1,4,5,6—0F
-2 -WEEE~1, 3-FA K- Z-BE (1 2) - ERAEY:
mp. 177.1C (HE&H3-b )

LFH10— b

EHKHET KM .BusSnSCH, COOEt ( 0.011mol ) BIEH X (40ml )
BRAMBFRE L —b(0.01lmol ) MM ( =3B ) & (0.0002%mo01)
MERE (16l Redh. REBEYEN. BRIR. RERS
PYed. A1 0% KFHEMEER. TH (HeS0. ) . fh& HBREM .
BEYEBR SIS ARG (BN CHa Clo .~ (CHs OH
ZNHs 39575 ) « MR HEMES . BEEN. REYBERE 2
~-HEPHBILLRZ B (12 2) . BEREDEE. TH (LS,
6 0C), 1%?']4.45;(65.19—-6) (£)—-[[6—-®W—-3, 4— =25~
2-L003-(2-BREAE > FEIEEIFRE] -2H-1
—EKFHEW -8 - E IR IZEBIE-Z2BE (1 2 2) :n
154.4C (b&917-b ) .

#z1-b
rée p3
| ™ © CH:—-—!:J— (CH2}3“'"IS"'Q
F/ — H ] H

e 1% p RO Q 3 R

%% .

1-b | 1-b ~C=CH |2 —-g%E | mp. 201.1°C/ (COOH),
2-b | 2-b -CF3 2 —#%X |mp. 216.3°C/ (COOH),
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e X! R6b Q HE Y5
HhE| &
- :
N o )
3b | 3-b CF3 _<N> mp. 177.1°C/ .2 (COOH);.
N 172 H2O
4-b | 1-b | -CH=CH-C(=O)OCH; |2 —aez % | (E).2 (COOH),
5-b | 1-b 2 -kl 2 —wier k| mp. 192.8°C/ .2 (COOH),
6-b | 1-b 2 —Eurk 2 —&wE |mp. 205.8°C/.3/2 (COOH),
H ‘
AN
7-b | 3-b A L 3 _<”:> mp. 216.8°C/ .2 (COOH),
! . - N
t N
8-b | 1-b 5—h— 2 -3k [2-—-#X |mp 191.5°C/.2 (COOH),
H
’ N
9-b | 3-b| -(CH2)2-C(0)-OCH3 _<”:> mp. 209.6°C/ .2 (COOH),
AN
: N
10-b | 1-b. ng 2 —=e k| mp. 159.2°C/ .2 (COOH),
11-b | 1-b 2 —wtR R 2 —ager ik | mp. 158.9°C
(E)-2-TH 8 & (1:1)
12-b] 1-b -S-CH7-CH3 2 —ser X | mp. 160.6"C/ 2 (COOH),
13-b} 1-b 5k 2 —=g X |mp.181.0°C/ 2 (COOH);
14-b | 1-b T A48 v 2 —rrd | mp. 129.4°C/ 2 (COOH)
15-b | 1-b IH-wtog— | —& |2 —%Z%E |mp. 162.1°C/2 (COOH)
S H
} AY
16-b | 3-b IH-sibog— 1 — 4 _<N:> mp. 177.7°C/ .2 (COOH)2
| | N
17-b | 4-b | -8-CH2-C(=0)-O-CH3CH3 | 2 —#% & |mp. 154.4°C/ 2 (COOH)7
H
‘ N
18-b{ 3-b 2 —ow R mp.

186.3°C/ .2 (COOH)?2

C.HR® fIR® {{XRSCHMReCHE (|

o3k R
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TH1 - c

3,6— ZHE® (0.168m01) . 1,3— P = ( 0.84mol ) TR K
# (0.17m0l ) ZEZ B (500m] ) FHIBA MR . FHILE. FAE
SR FFE (dicalite) 1. BREWR. BEVEZBLE L,
AR . T&, 8920.7¢ N- (6 -#- 3 -RBEE) -1, 3-
A mp. 124.9C (hEE 1 — ¢ ).

AEYFELWET

N3 WEE-1, 3-FH - SREE; . 210.0C (&
B 2—c), .

N- (6-FE—3-BBE) -1, 3~ (PFEHEI—0) .

LH 2 - c |

a) (£)=3-[[ (3 4-=%—2H—-1 —SHmWm- 2
~EYHE] (XPE)EEIEK (0.069m0] ) FIHE ( 250m01 )
RAYARAR (Se) EXRLMBSME. EBKE (258 )
ZRE. EEAREE. BREW. BSH205( 04 %EREY)
(£)=N-[ (3. 4~=8~2H~ | —%HWM—- 2 %) FE ]
~N- (ERE) ~1, 3-FMB (PEEL ).

b @tk (4-c) (0.0lmol ) M2 - BRE-4(11) &
B8 (0.01nol ) WM& 92 150°C I 2 /NBY B B 4 0 B I 5 3
B (BN : CHz Clo /CHa OH 955 ) b WEiSmS, %%
B REBYWRANC] 2 - BB HEmE (1 :2), Bl -
EoCHLR. HEEH. T4, B52.85 (56.5% ) () — 2 —
(03~ [0 (3 4-ZH— 20— 1 ~$HWH— 2 %) HE ]
(ERE)RZ IRNEIRNE] —4 (1) - @R - 5K - —
KA mp. 150.2C (S — ¢ ) .
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FARPUFERET TR PEE:

CFl-c
| ~ © }Isl—Alk—NH—Q
w0
PiEl Ak Q 10 SLiE
L5
5¢ | -(CHys- |4 — B — 2 —#=Ek : mp. 150.2°C/ .2HCLH0
7-c | -(CHay- 4 —28 — 6 — &% — 2 —#%& mp. 190.5°C/ .2HCI
8-c {~(CHa- |2 —Mbek X :
9 | -(CH23- |5 — .~ 2 —we K " { mp. 111.3°C/ .2HCL1/2H0
10-c | -(CHpx- [2—#— 4 — gl -
llc| «(CH» |2 — FHE— 4 —2RE
12-c | -(CH3- |2 — (=R L) — 4 —E |-
13-c| -(CH2)3- |2 — (1 —%mE ) — 4 —E72K| -
l4-c | -(CHa):- |2 — (FEE) — 4 2K -
L3 -¢

a )2 -MBRE-3,4-"8H-2H- 1 —FHFWm (0.47mol )
TEN, N— ZHEZEM (100ml ) . 4 %EREB ( Snl) M2,2"~
Wb (400ml ) PRIRESYHI0%HESREE (Se) ERRARN
EAOME. #RESA C1HB)ZE, BEANEH, BRE®W. &
HYr. 2BH (20g) MERR (508) N, N—-ZHEZBEK ( 2nl)
FIEFE (300m! ) PAAREMREME (10% ) (5g) fEHEANESTN
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o ERRE (IHE)ZRE, BRLVEH, RREK. BEYE
EBEE (500m] ) PRERREE (10%) (seg) fEEBUEANETNE.
ERBE (1NB)ZE, ERAHNEE, BRER. REYELT
—H T E, BNaOHBE R R FILE T (MegS04 ) .« T3,
ER. HEY (70g) 7E70C (0. lmnHe ) FiE. 8548.7g (63.5% )
(£) =3 4-ZF- 20— 1 —FFHm—- 2 -Fk (PEHFEIS-—c ).

b ) sE#I5— ¢ (0.12m01) 12 - I (0.12m01) EZ B
(235m1) FEIBAYEE. ER 4 AN BREN, BHERE
B(C2)-3-[0(34-28-2H-1 -FHWW-2-%)H
EVEE IR (HAKIG- ).

¢ ) HEHI6— ¢ (0.12m01 ) EAMAEE (500l ) FEE A
DHEZER (6g) fENEARNETNE. EBRES (24825,
HEAFEE. BRER. REDARGEEL, 55)24g (90.8% )
() -N-[ (3, 4-Z8—-20- 1 —%HFuw— 2 -%E)FH]
13- M CREEIT- o ) .

B. BALAY (—c)WHa

%LHa-c -

R 1 - ¢ (0.058m01),3,4~ =8 — 2 H— | — R WM~
2 - B (0.064m0l ) MZ MW (7.1g) EEFEH (200n]) FHIR A
MIEANERER (Inl) HHEETHS WEERES (2) X
BANAETME. ERRE (1NF)ZE, ERLNER. B2
W BB ERE: 0./CHe Clo . MNaORB L. HMEH®E. F
B (MgS0s ). HuE. BABN. BEWERE R EE%E (BN
CHz Clz ~CHs OH 90100 éifk. L2 A EG. B— 1T HIER.
REMA 2 -HRER. EEKRE. TH. E/ G482, BY
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WH2-TESEE. MRERE. T8, B53.00 (16%) ( + )
“N-CE-EM-3-WHE)-N' —[ (3.4-"8H-2H-1 -
EHFWH -2 -E)PEI-1,3-FH MK mp. 107.8C (b1
ey,

L5 - c .

% 5 — ¢ (0.005mol ) ZEEEF ( 250m] ) o F 5 M ok 2k 4
(2e) fERRUMBAME. ERHE (I SF) 25, EELH
Wi BEBH. REY (2e) HPNELR. RESERL. TE,
REO.76 (36%) (x)—-2-[[3-[1 (3,4—:%—2}1—
|- BHUW - 2 ~ZO PEIREIREIRE] —4C1H) -
B - THBE (LEWs —c ).

EHE - c

FEELT—c (0.083m0l )M 2 —BHEE-4 (IH) -wrK
(0.03m0l ) 2 —FHEZE (5 0nl) FHRAYMEE. Gug
Wo BREN. REVERPRE, FoERREN. 48HENE
FIE (HeS0« ). it BRAN. BEDHEREERE (.
Chz Clz / (CHs OH-'Nia ) 95.° 5 ) bifk. MEHES . BREH.
KRS BHWIE 2 -, HFREBZ M (2 3) . KA
. RERBER. EEE (1.28) @0, T8, 8108 (7.4%)
(£)~2-[[3-[[ (3,d~=%— 20— | —%3Em—- 2 —
E)ORZIGEIREIEE] -4 () -ERE - L2
*3)smp. 206.7TC(4E¥9—-c).

i

(£)=N2 = [ 3~ [ [ (3,4-"8— 20— | — £Hum—
2-EDBEIHEIFE] N N ——FE -0, 4—R— N -
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ZEhMEL (0.0067mol ) FEFEE (150n] ) FEIE AL, TEELECHY 2 —
WEER (2l ) FET, HEEREE (10%) (2g) FHEL
THEOTME. EREE (2LSE)ZE. ERLASE. Z28W,
BEDHEPRES 2. WAERE. FH, 520,32 (13.1% )
()= 2-[03-0[[(3,4-=8~ 20— 1 —$£HWm— 2 -
Z)FE]EEIR/E IEE ] -5.6--45-4 (3H) -~
Z3EE wp. 273.6C (ALEWI2- ¢ ) .
- EFi 8- - |

a®17— c (0.02nm0l ) FEFE ( 200m] ) FEBSHA 1 0%
EHREH C2e) ERMUENBAME. EBNE (255) > 55,
EELHEN. REEW. REYEMRE 2 -HES, HHC) - 2 -
MBI SEREE (10 2) . WEHLBRE. THE., B35 61
(759%) (£)-N-[ (3,4-=F— 2H- 1 —%Hpm— 2 —
E)BFE]-N' - (3,4,56-ME- 2 ~WHE) - 1,3-F—R
- ZEEM s mp. 211.1C (& PI5— ¢ ),

LH 9 - c

&P 19— cEBH BB (0.0145m01 ) MERBH ( 5¢) MW HH
W C150m1) HEVRA IR, B 1 0B S . AR
o REMBEME 2 -FBY, FRLERZ /M (1 2). 85
MEEH (3g), FWE (6000l) BEER. HEAKRE. TE, £
F2.58(36.2% ) () -N—-[ (3,4-=5H—-2H-1 -
M-2-E)FE]-N' —4-wRE—1,3-F M- 2B
(1 52):mp. 222.2C CH&W20— ¢ ).
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®2-¢

RA o N=N
_ 42
I\\ NH—(CH); NHU—R
=
e | £ 3 RA R42 Ie $ it
o i Y
l-c |4-¢c |H Cl mp. 107.8°C
2c |4c |H H mp. 169.7°C .2HCL1/2H50
3-c l4c |H CH3 mp. 158.7°C/ .2HCI.1/2H,0
4c |4ac |n a mp. 203.1°C/ fulpy = -48.51°
(c=1% L8P ¥
(-)-(R).ZHCI
5-c |4¢ |6-F Cl mp. 229.3°C/ [a]%o = -27.00°
c=1% T8+ ¥
(-)-(R).2HCI
6c |4c |6F |a mp. 243.2°C/ (o] = +33.67°
c=1% AF&EF y
(+)-(S).2HCI
7-¢ | 6c |7-CHa-CH; | Cl mp. 223.9°C/ .2HCI
25-¢ {4-c |8-OCH3 cl mp. 182.6°C/ .2HCI . H>0
26c |5-c |H CN mp. 192.3'C/ (COOH),
27-¢c | 5-¢c |H OH mp. 191.1°C/ (COOH),
28-c | 5-¢c |H -C(=0)-NHa | mp. 211.7°C/ (COOH),
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L0
RA\ o) 7
BN —_ Al —
| H— AN
= R? R N 5
R
e 1EH [ R | R2|RI|  AK RB 7% 3 Y
5| ¥
8<c |5¢ |H |H |H |-(CHpx {H .2HCI
9c |6¢c {H |H |H [-(CH)s- [H mp. 206.7°C/ .3/2 (COOH);
10-c (6c |H {H |H |-(CHp)z |(CH2)2CH; | mp. 227.9°C/ 2HQI
1< |6c |H |H |[H |-(CHyy |H mp. 227.6°C/ .2HCI
£4-c¢
CH 0
R“\ N
AN N— -
| e~
~ R2 R! N
a4 £4% RA R2 R YR
12 |7 H H H | mp.273.6°C/ 2HCI
£5-¢
RA o Ne—\ \/,RB
\\ N—Alk—N—{’ 9
I Iz L —N
~ R R
e | &) RA | R2|R] Alk RB W1 S
¥ |5
13-c|6c |6F |H {H |-(CHys- |H mp. 198.1°C/ .2HCI
l4c|5-¢c |H H |H [-(CH2)- |H mp. 188.9°C/ .2HCI
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£6-c

‘fh’g* 95_9"] RA | R2 Alk ' RB n [VE K A

W | |

15-¢ ‘S-C |H H I-(CH2)3- | |mp.211.]°C/ 2HCI

£T—c

N-—\ RE
L’j/\/\(\sz-—mx N—L

e %‘Fl] RA Rz‘ Alk R1| RB j RC 478 40 3B
1B5 15

16-c [4c |H |H [-(CHus |H |H H mp. 182.6°C/ .2HCl
17-¢c |4c |H |H |-(CHps3- |H |6-CHj3| 3-C(=O)NH; | mp. 246.9°C/ .2HCLH,0
ia —c

e RA|  R2|RI| . Ak RE i

18-c {6c |H |H H | -(CH2):- | -5-CH3 225.8°C/ .2(COOH),
19-c {10-c |H |H H | <(CHz)s- {H mp. 222.2°C/ .2(COOH)
20-c | 10-c CH,CH3 |H [ -(CHzns- | H mp. 117.4°C/ .2(COOH),

1/2H0

2l |5-¢ [(H [H H |-(CHy)s- | -O-CHs mp. 179.6°C/ .2(COOH)»
22-c |5-¢ |H |H H | -(CH3z)3- | -N(CH3)2 mp. 204.6°C/ .2(COOH);
23¢ {5-¢ |H |H H |-(CHz)- | 1-%%E & | mp. 206.8°C/ .2(COOH);
24¢ |5¢ |[H |H H |-(CHz)3- | -NH-CH; | mp. 188.1°C/ .2(COOH)n
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RA o
l\\ l;:—-(CH;,»_};;-—I:J“-Q
> H H
8 | LW | ra Q % e
B5 |5
29.c |{6-c |6F | 2 — %K mp. 145.3°C/ .2 HC}
30 |5¢ |H _4}“"{ iy @ mp. 156.2°C
N
OH -
31 |5¢ |H ﬂ mp. 214.1°C
~ 1)
N N—N
32-c {5¢c |H —<:>—0H mp. 184.9°C/ (COOH)2
33c {6c |H | n_ mp. 168.2°C
~ }OH |
N
Zl10—c |
N-—RA
O It
ll\l—(CHl);;—T"Jj-C-—II‘I—RB
e %4 |r1 |RA RB RC ok &
5 |5 - (mp.C) "%k %
34-c |6c |H |CN Py XY 3 TE 159.4/ .2 (COOH);
35< |9 |H |H 2 -%7.4 LF 3 198.5
36<c |6c [H |CN z-FareLHval F&  |166.1/(COOH)
37 {9c |H |H C-FErgELOTLITA 1919280
38c |6 |H |CN A—-Fh—1 -tk |[1716
39-¢c |[6c |CH3 |CN ETR ¥ | 142.9/(COOH),
40-c |9-¢ |H H ok H 242.5/ 2HCI
41-c 19c |H |ce=onNHy | FLE H 201.5/ 2HCI
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D. 2% %6

21 - d

MEBEE (R Z P RRE ) &2 2 b AT 5 i o
EEFRENBHES. Wi & H & B EKrebs — Henselei tEil & .
BRBHES7C, MI5%0. ~5%C0, RAYES. o
WRi, EEA0 2 HMETERES.

PRI (3 107" M ) X B B o 05 W 53 0 10 3 5 B
W, BMERME RS, EEXAE, EECHRENNAT. &
BN EETARARREAY. WERH SRS . KRGS
SRR E N M RS TS . B Y
HY S 0V 2 B W R R 50 9 B VR E @

EXRIT, AMTER (1) ShaVHEBREtkE.

F1-4d

REHT | BaERRE ()

i-a ‘ 3-10-8

2-a : ‘3.10-7

4-a 1-10°6
S5-a 3-10-7

9-a 1108
10-a 3.10-9
11-a 3.10-8
12-a 3.10-8
13- 31077
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F2-d

- oy BAREHRRE (M)
i-b 1-10°7
3-b 3107
4-b 3-10-8
5-b 310-8
6-b 1-10-7
I-b 310-9
%3-d
et BAREHRE (M)
l-¢ 1.10-6
3-c 1.10-7
4c 1107
5-¢c 3.10°7
12-¢ 1.10-6
13-¢ <3.10°7
14-¢ 1.10-7
15-c 3.10-8
16c 1.106
18 1107
| 19« 3.10°7,
21-¢ 1.10-7
22¢c 1.106
23-¢ 3.10-7
24-¢ 3.10-8
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E. 4ayLH

FEXEEFPERG “FH4s” (A L)) BHREHAKX (L)
k&Y. KA L EIMBmAL I sk RaEA.

KH 1 — e s 203 |

500g A. I. BTG 0~8 0CHI0.5L 2 ~BERBMIL.OLE
ZBP. BWRHE3I0~40CZE, M3 5L RZ-E. B4
PR&EE. ZERMI750e BHEMNM2.OLERER. BIRFEDFEM
2L FENNELEER NS 0L HEERZ -, Rt—#aH
1 Omg mlA. T. MEOWAER. EFPANERENERERF.

SH 2 - e ZOBE®N

g 4 -~ BEEFXHERPREAN g 4 -EEFPBEMEBERELL
Uhig R ik EILEFHBERPEEZRL 0 2, 3-ZFETZ
B, REBW20e A l.. E—HBEBRESH—WBERNBRTT a3,
MEPFERMI2ZL 1,2,3-FT=ZBM3L 7 0% IWHFEEE. 104 0¢g
BEREMBEBEOLLRY, FmMenl@BETH2nIBESE. LE—F%B
BEREAN ., MEEL, FEEEH2 0L, BB —-FEHEZL (5nl)
SomeEHEsmMEDERN. FERMBRERIEHER D

B3~ e BB

2 0g A Iy Bg TTIREREY, 5 belEd, 5 6gTLHE,
0.8ghi ik —# brk, 1. 2eMERREE, —REDRE. HEIERER
MRAPERINI0TEBMELEKERT, STIBRESH 2 Omg
EHE .

TH 4 —e: ARKEF

bl # &

100g A. I.¢ ST0eREM200ciEMMBAPBRTESE, AES5¢ T+



TIREHBRWA L 0eRZBEMEEWATA200n] KB EME . X H
EBFARGYLIH. THR. BRIB. 2BFWI00eMEAEER
1 5¢ MEMHDH. BEEFRE., EH. 110,000, 84
| Omei&EtEl 2.

17K

W1 0gHELERN 7 sl TR ZBBERPENS ez ZLG B
M 150nl =|MBEEH. RBEFENT sl ZHWPEM2.501 1,2,3-
H=E., | g RZ-BHEBIFEABET Sl ZHEKED. 05—
BEREWNINED, RETFM2.5e+ A IsBE. FZ2HEWR%EEHE
F3mlEEERER, BEREY. G- 6B RETHANESHNE
BHRHRE.

L5 — e : WS ERN

1.8¢ 4 ~BEFXHRPEN0.2: 41 BELXPHBRFARANEY
0.5LiE St ¥k k. ZERHINNCZE, AL Tmig BB,
C.05emM-BM 4g Al.. IEEBERVHAEE, IMBLLES B %
FILMEHEA, S —®& 4o nl ALAYBEK. LEEHE T
¥ (U.S.P.XVI] P.811) RE, BEINTKEFTET.

LE 6 — e i

Jeg A. I. %ﬁiESg 2, 3I-ZRETZHA2NIRC Z 400
BRFT. | 2gRBEMFSPAN® ) MR 225300 BIH W=
Bell (Witepsol 555® )~ M. F—HE4D S —MARES
REHEGINBEYWABREN 3 7~3 ¢ CHBES, ER100
e, 81 &%F30ng nl AL

bl



LT — e WESHEET

6 0g AW 2gFBRTEA, FWMEUFESEN 1 IMZHE
i, HH—HEHE6 Ong-ml AITBIBH. LERREHBRYE
BHEMD. |
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