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N /BEE/HEE, Tet. lett. 1986, 27, 2409FA7R.

R I ST B3R (X TA) &t

Al—X— (CH) n—0—A?— (CH,) ._,—CQ,Re (XIIA)
Al A XL mfinE LEMLER (D)  REFRARC_JoE,
FEMEAE. Bl SRR TR S, —ME
LHTT R EE A NS B ST R (kS 6E) 75 1y S B
PRRERE (AR, 5@ A & ( ok — = S4kg
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&) B TP E ORI T ENRE.

{2t (XIA) A4 T itk (I B) k24 55 EEE &
2=, (M A) AL B4 Fe 8%

HO—A2— (CH,) . ,—CO.R® . (XIIPB)
L FA, miIRE LR (KI14) . |

3 (MA) F1 (X B) A A #2853 24 69 R 7 24000 Rl
=% (11) L350 (M A) A&y =2 18] 52 B2 TR 80 4R

Y633 (1D A4 GLA" TRk —Cil=C (R —g
—CH,—CH(ORY ) —ﬁﬂﬁ\ ‘EEE#HF?"?%U/“&E%‘H@%J:%H/—?E
HRERUA TR ER XIV) &9 SR ECHOR R F T
B E B 0L — CH=C (ORY —Y. ReE (179 2 A S 4%

RE—A°—CHY , (XIV)

A FRFNEXFERER (V), WERE, K5, HE—Ci=C
(ORY ) B R LA 338 — CH, —CHORY' — @02, InEEsE,
S B BT AR .

BIFR AR HIOHEE

- BEGEALAY) ( XIV) CHOBRE FH5 i Bl A4k 222 — CH

=CH(OR" ) —Y. R B8 L0 2 FEsE skt (XIT) 1A
INTEFT R AR (I1) 1A h BRY FIR MR E ML EAR
PR A e, .
 RER Q) AR R R R A R T
LR (XD Fa (U A& 22 18 R LB R A £l

s (XI1) 454, ﬁxumﬁmm 1,77 By EP030622857
R B E.
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f#FR XUB) LSRR ENM THRMLSY, REERE
THlI B XS SWRO S B0, HTHRShEY
RHFELEY, Pl ETRI1S A Sk B AR B

AR X SR EMMICSY, HEBXLTHETFH
EEAMLSHH T ERHERSY, Flanfsanalen Chemie 1
966, 699, 53g¢J.Org. Chem. 1983, 48, 3408 R FFAFF4].

ER XV AR EMELEY, SRBRCIT S
ECEMLSMA T ER SIS, FlAnEP0306228RFFATFFH .

W ZER (1) A4 (AR, — CH,— CH (ORY) — R4},
HARFRGRE) SiESMMRR/E 25 AR/ 2 R
A AT A 22, (XV) 4k-S 47k SR 1 4 L

Al'—X— (CH;) n—0—A2—CH,—CH(OR!) —CN (X' )
RApAL AL R FInGE L EMEERT, BOMEER () 4Sy,
HPRFROE; WEFE, HEH H0INREEI RS SRR
TE, HEH T ENTRE—ET. _

(1) B2 (1) BB M BCE 5 AL R (1) k24

(i1) BEEMRPE, F0

(111) R (1) 4025 A 2hFn /R B2 A BAl kA .

AR RRATAZER, (XV) -S4y B 7K SR BT — AR S LR
B0 5 105 EAL 50 AR B R B B K £

15 9 O R 5 55 A1) RT3 1 0 R 3% 24 e S 2
s T E R . )

P XV) 1Syl Ak 222 (XVI) Jb-adnilid 5= B EaE
| A 2B e 5
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A'—X— (CH;) n—0—A2—CH,—CH(OR™) —OR®  (XVI)

AL AL XRInE RS (1), RU=RP, SIRmL,
2R XV F1 = R ALY 2 (8] 60 2 Y AT ZE PR

Plam—EEE+, EREBEETHELAEZTE FHRIFELewi

SERMEALT, ANk A = FULTIAEEE T 317,

WEER VD) LS T s 3= XV LSl it 532 X
VE) STV 3 %5

Al—X— (CH,) n—0—A2—CH=CH—0R!™ (XVI)

R AFAL AL R XFINE A= (XV) .
R*—QOH (XVID
=, BRE LA b

& 24 AT S (XVID F0 (XVE) 1624 18] 64 /R S 4 FR Ak, 2%
X XD LEMIERER, —REFET, NEBANEREET,
BN AERBRAEET .

BRI,

X VD LS aTiE i ERMIE b2 () ket
(Frpmk 1) SREMELEE (XIT) MCHORE PSR Rl 894k,
%3, —CH=CH—OR'E &AM B Bk s, Aﬁéﬁtzﬁwﬂmk
23 (XIX) Wi ttigiEsl.

[PhsPCH,—OR!] *Cl- (XIX)
K PRE LEEZER (D) .

AT EER (X)) F0 XIX) & ¥p 2 (B0 R B AT ZE— AR AgWi tt
IQRNEMHT, PIZEIER FEREH Gurusoem) &, £%e
BEBT, mfE-10° —25CHERN, FENEEZET, #8
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FEWESNETREMT. BIF, ERMEES X)) ke
ZHIFEME. Wik, ETHRER - RRESTLEE M5k
Z:X, XX &4.

e D 1 XIX) a2 E Ak S dEd BT
&8 AL S WM KT EEHIE 814, Bin7ET. March, Adv
anced Organic Chemistry, 3rd Edition (1985),Wiley Inters
cience FAFHIFTE.

ER (D K454 GEPAR (CH) m—CH(OR) —, RAEC—
RS RN ASWER, M/RESBAL. f/RESA
KEWE LLEE EERERER KD 89S 513 (XN
GBI HIETE R R e ] &

| H@H (X0)
A FHet —CHREBRF RO FT HRERE, TELSIPBRET, K
fERzEY (R PRES) TR BIMNIR, METE, HE,
| (1) B (D b ST RN B MR (D a4,
(i) BB AL RARP, |
- (1) #lEER (DSOS AR/ E B EAY.

WEL QO ePHSEFUHERNREAORR, mERER,

WFEH XX S W AIIEIL T AT B 55 e 2 BR B He t — CHalg Het
—CLEAPLEEEER, NGR) 5ELMEEEZLT, Flus
7 (ke HE) ZE3E B8 ] (A DO SURRIR) 3 MR D AnA9 5 1
M ITZ (BilanAdv. Reterocyclic chem, 1993, 56, 155, d/AFFE)
RS e Hil 4 . ,

R (D a4 (KPR (CL)m—CHORY) —, REC—&



B RESHHR, /RS, /LB,
S P RERE AT AL (D) LAY 5B RE TH (B R
B MR R BRI (0B B SRR

Rl
Al—X— (CH,) n—0— A, — (CH,) m-—C< (XXI)
| N

AL AL R X, mRInE LEEFR (D .

A 225t (XXD) Ak-2 4y BT B AnPOC LAk 2250 (1) {24y (e chiAd
& (CH,) m—CH(ORY) , " YRZECONH,) BRIk S #il4% »

2 (D) WA SR E FIR I8 MR i & — B4
Ti#tA7, Bl 4BRHLSRAETFEN, INAEERTFES
BN G - EERRE &, —REFET WENEREE) , &
TS B R EE TR

EaREEEER (D AL S WEERS SMEER (D LS.

a) g —REFET RS — RE

b) 4 — ORI AY 575 —OR'EE,

- o) —AY. R (EL YR CO) BN S — Y. R,

d) 44 —~CO. REESEAR LA SN CS. ReBE; 0

e) % —CH=C(0R!) — & irJHak —CH,—CH(ORY) 2,

R AT 2 M T RS o (A & R AT

bR (D AL SWRER B MOLER (D A HE R
i AT S A0 EE T . |

A RERTR S —NREMIE ST AR R AR
ERRABEGRE, TR TER SN EERILTY
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FE, Gl ARG IEE SR SR (DAt XA
ZEREF AT HI SR (1) GRPREZED) e,

H—NORZEEEAE RS — MOREEA0IE MRS — R AL L
HHWRS —HRARENETE, YRIREANRER, il
COREAE X FREC S5 R EE 3| CR.OHER L.

BT EREE A AR B AR T, Bl A
(hn R D) o B9 A B0 ALY -

H—/NY. OReE &ttcwmcm BEAFRA — Y. RAYE SR
73

(i) Y. R (PR R, FRKTISE) ARREY. 0
H, Y FECO, !

(i) B2 |, R (RFR R BALREY. NS, Ry
=C0; i
(111)4%J:Eﬂmé§£&' ORETALISEIR M A0 I BEEE, S/
¥ S B LR EY. RR5, VRO,

(iv) # 2 YOHRS L AS BIRE Y — Ok Bk Y — 035kt . S ARY.ECO,
il

V) HEEEY. N, (R VR0 BB Y —C—Het, YE—/M@, C
—Het R C— A T RN IR

FATC () B 0E Lk T B — AR BE K RT , Bldn
SRR AR RIS

c{ii)&dc(ii 1)%}3&1&%&%7‘3‘&'@%@% e, #Hiin
P2 DO B IR /B R R B Sk A B

Yoo

05—



| MFc(iil) FESENILTFEAFERAN TS, AR
R, |

MFc(iv) BESENRLFEEANFE, XRERS
BRI B R E—FREE TS RER, EEAE
Al B (NAE R AhIREE YOHSE (néhah) BTl S5 kit ms.

Y. N, G YRCO) AR Y —C—Het RV, C—
Het RC— BT RARE) M5 LT |

a) A (7K &80 MRt 2 58 ( R ERR—FEZ
4R R VSR, 2, A—=mk, &

b) R E R (R B MR RAL ) RO Z 4588 ( I " FH K
BRI R Z45E) AR, 2, 4— mETmk,

0. REI SN ZECS. RAYIE A AT A A W i
KeE, PlanfERAEREM () aglawesson’ siljf, FE(E
(TR R RN AR REET. —SEAAETE
ETF. | .

55— CH=C (ORY) — i 24 1 5T L3 — CH,CH (ORY) — AT { I 4E
AFEOEETE N, FlnEtEERSR/ BRERE, W
BTETE.

AL LREHE @) . (b). (©. (d)FT(e) HBILK{E—
SRR A 153 o A R P BE AT R R 24 O L S SR AR

e LR R B+ 6 SRR ERENE SR T RAN. B
IR R = S AR IR M AR R .

TR B 5 B AR B T BRI IE & RAP S F IR Y
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e FHETRETELATES FER LEEEYLE
W, MERE, WEWERILEILEREREMEN ( n= B
BHER = JRALEE) T E iR .

WER (D LSS BN RN MESELTIEIA S
WA ENLET L RS,

(B, *FHpER (D) MLESY, HEXELSHE
S SHEEEFOTEFE. Y%, HAFMN TS FEatiis
R SHMEEERMEE, REXMESY TR ESRE
EefIE07 (R P I RAeE, FEFmE) .

FTil, ZRBIASEALSY VERYES MVEE Mgt —
MIZHAE, ERMEAYSE LR H) 55

C0,2Z
—HC (1
ZI

- RFCRFR, TRC_ SR, W20 i, FEaE

- EC-pfwE:, RTZFEaiEAREE (SRhizopus delemar,

~ Rhizopus arrhizus, Rhizopus LIPFABY gMucormiehei) M —~
AIRAS BB COZX MU R HIK B AR, W5, MBE, =
X BRVRGE 09 7= G158 BR R R 48 GO VE AT M B .

X BRUAR SR B 1= S SR BN / SN Bk 8 B 1 A A B AT A — g e
BUEBENT, MAESERN/HEERB &R, ﬁnﬁ'%%%— 5
AT T

EREEATET, BHHT, MUREOVER B TE kR
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BABARN SRR, AETASENT LR, ERRHN
—ASEMERT, B RIS A E AT R B 6 Ve 4
B, LASEIMENEBRER.

HLEAER () FakEEst (D) 8L S PR Rk Sd, B
23R, TFRRY AL R L2 0T ] AR MR
(D aY, HfrFR Ch)m—CH(ORY) —, Y3700, RED
R, WAL A%, R\ X. mFingE X AL (1) (5 AL (1A)
FER) . | |

AR I A — A F R RIS, Filan]. Bacterio
{, 1982, vol, 150498—50S. H, Gi lbert FaM. Tully, ERIMEF HiF
NO. 0198440F03E FE LR No. 14TAS190 A FFE . ZIEAFFITTLL B4R
AEE, WR—FTE, TESENEITN AR .

BIF, VAR TAR sk 3R s A0 B Bl 5 A IS B e S

BEATIREER (H) (&89 7k AR AT 7E (140 B 2 51 PHEY A8 vk
BRI, Pl B b R B I R I S E A A R S
PHERIEN F, PHERMERI B S0 4EE2E, PH—RAS
—9EER, FlinrEe—8TEE R, tngePHT,

KRR B T 5 R R TR T, —
BERBEZET, BsES—10CHEEN, HIIE20—140C 7
BN, BEFE20—30C, W23C,

—#%, YERPWRSWEIAR N REUES PIER R0y
X, ERLURKENRERN, PIAEE, WEkR. — SR,
CHAEARBR 2.
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AN R A M RS AL A9 (1) ST T2
(—)3— [4— [2— (N— 2—33F cEmE) —N— FEEE 281
¥E| - 2-FERBF, EEISHBFOTSSRET L.

R Rk, BlindsEBEPIERIR NISE, MTFHETMn
Bk kA4 (B) u%ﬁiﬁ‘x{ié‘m‘iﬁ% B TR EMMER
K ZE -

ﬁ%ﬂ,i@ﬁ&ﬁﬂ%&k?mmﬂﬁ%ﬁﬁwmﬁ%m
WL H (10), SBAATONT. BAE, THEERETES
&%&mwmﬁw%%am,ﬁ@ﬁﬁﬁm¢m~wmww 5%
Fa790—100%, #n90—95%. H4F95—100%, 4a95%. 96%. 97%.
98Y%- 99%}&300%&!&

B LRt e aR e A (1A) LU EA % 55695 4h B 47.
FRLL, 208 R RS &4 (10) RESHBRF/RES
P/ HEB BN,

Ak B AR TR AR AL A4 (1A) RESMBRM/RE
2 A /G AEMLY , E R AT A0 SAT A T S0%WW,
FIERF 0N/ WE&EATF 0%/ WRAE, Mukgiay (14)
KA RIS (10) (L4460 R 80— 100%W/W, Hr4790—
100%, #790—95%, BEFI5—100%, 7n95%. 96%. 97%. 98%. 99%
g 100%W,/W,

E— B R TRIMESER (1A LS RESHER
/SRS AR/ ARSI, BIFLBE AL,

QA%%ﬁﬁimkiTﬁﬁﬁﬁmﬁ% X — G555,
FHREE -
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WMERTR, ARBAY G AGRITIE: FUAR
B R (D AR BT/ R E AR A
Pk, MR EIEESTTY. |

XRE, BEBERMELSER (DY, BTESARDR/RE
2 AR/ R AERUCY, 8 TIaTr 51/ A

B—IEH, FRBFEREEER (D) IEY, DESHE
taﬁu/jzﬁémmummmm HAT iR R
mAg-

JUETII $k%&%@wﬁﬂ: VSR SRR T/
WHARLR/FEGRENLY, BFRrE0LE. Olises
RIS A R 1

M RFRE S kAL,

ﬁwﬁﬁ%ﬁﬁﬁﬁﬁﬁﬁﬂ%ﬁﬂﬁvhﬁ(M?ﬁﬂz
nervosa) HREIR AT SHEE RN SRR AsTR) 5 ?é
LS

R (D a4, iﬁﬁm,ﬁn/iﬁ%%ﬁx:zrm
R S SR B RRIF R A R RN S 2,

Frid, REFHRESER (DY, RESHHES, =
KA, RHEABRAMCYRI RS E Sk a4.

XEMBORE “BH” WEAEHNGLSY, Ao
L& BIInRIE “ZHRE” aEBma.

MRRE, AMTANE BEHOREEEENCERR.

R AR SYES TR, E%EA%ﬁﬁ&Tﬁﬁ
R4, PGS g,
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HlES DRNASHREMHMBLR, mBIFRRE. X
MEERAIEER, AR WA TR .

FIBE S NS CRRETaEREN. SN, HEN. 8
A IR, REA. BHREAE RN,

— RS, PINMEAER. B, BEZRENH.
BB, RIARRSE. ISR EERRN.

BAENE, BESH SRR BT . SR E—
SR A 430, 1—-—1000mg{, HiE 0. 1—500mg, =40, 1 —250m
Je

AR B — R PR TS A AR A R ELEh My R i
MFHE, TETEHAH S ARIE ALY (B Aa
B (D G0 aY, SRE SR/ B 25 M 2w /oK
2R

AR B — AT A I A ELah S MAS B0 T iE, %
R e (L B (AR A SRIE A Bl S R i de
SR (D ALaY), RELFHITRR,/ 325 M 2 /s 25 -
ffei"lJﬂﬁ%o

B TR LA AT ERALAN
BEEN.

TERTFR/ SR & S A, ﬁ/éﬁf’*ﬁ%ﬂ/;\iﬁﬁ)ﬁ%mﬂa
FAR, THRER (D 2y, RESHBRR/ WA/
REGH AR RS, Fln LRFTR, —R—BAK, &
H SR & F T0Kg8 A —R/2250. 1—6000mg, & H1—1500mg,

FEWRTTRL/ TR B AL, S eodnt,  aTus
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OARERURS, BE—R—KE R, AENH0. 025ng/KgZE 25
mg/kg, #an0. 1—20mg/kg. RFFi&y7H/RIFBH w5 MLAsIE AT,
BT 2A R B RS TE R

WITROLE, OISR LN’ — R LRET
ik 10 b '

B—INEH, AEERMEER (DR E SRR/
SRR/ RAG AR R, AR/ KT
| IR Y.

RRFRRMEZER (D 1bet, SESHHR/EESH
B/ HEBHBAMCQ R, AR/ S S,
g O MR S R R AR .

eER (D e LR B E EMIEL T EER.

TR ZE B RSKHESIE A & BB R LT 5 R R s A %
B .

STHER 1
ZE3— [d— (2— IN—2—FE3 o) —N—FEE) 248K ¥
| —2—- AEEFHE

. . c,CH,Cr,
Crs ST T

RS THESILE (0% BE I, 0, 47q) 4 MO EI5E
PEIHA, G ZHI— (1B —2— B KR (2. 38)
TN, N— = FEP R (S0nl) amES . EZEBRS



MIBEEE305 4, RERN2— N— 233 pEME) —NFEE]
Z. B PR L REAS (RO £ B3 id A FFNo. 0306228) (2. 86g) #EN, N
— R AR (90ml) FARRE. HESYm1T/e ST,
BHFERETRE. HRAWAKQ00n) BEFHZRZE
(3 200m1) ZEBR . H-AFEEVIBIBUH A3 X 100ml) o4k, A
7k (200ml) ¥E%e, Tk MgSO)FHEE, LIBSI—E. R L
A% Z R Z Rl s, A S PEmkbin, BREREE
et

I NMR & (CDCLy)

1.22 (34, 1), 2,95 (2H, &4), 3.33 (3H,9); 3.34
(34, s) ; 3.89 (1H, dd), 3.93 (2H,t); 4.17 (2H, q);
4.24 (2H, t); 6.81(2H,d); F16.90—7. 40(6H, HFL i),

SEHII2
34— [2=N— (2— 33 DB —N— FEE) Z 30| FE] —2
~ B REWE

COLH

N /CH’
C AT &

EERHZHEI— [4— 2— (N— Q-3 0BRE) —N—H
FE| ZRE| - FE] 2 BEHFMA (1. 50 . 10% TEL
RHEB (7. Sml) 71 BE (23ml) RS HVBEREL. S/, SRS AR
% (600ml) , A4 (300m) BEEk3F A AMRAMALBIPH2. R
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LA ZEAZEE (3X300ml) 2B, HAHAZEMZESRHA K (2
X 200ml) Fizhsk (200ml) ¥E¥%, T4k (MgSO) FIFEE . MZRRZ A
— R AR ST AR EREY, BRREKAY, mplso—1
§3C. ‘

'H NMR & (CDCLy) *

2.80 (14,dd) ; 2,91 (1H dd) ; 3.25 (34,5s),
3.27 (GH,s) ; 3.83 (1H dd) , . 3.90 (2H, t); 4.22
(8, 1) ; 6.75—7.40 (81, A4, f1 12.60 (1, ik,
A D035 %) ’
STHESI3 i
FAEI— [4— [2—N-r 2— %3 cBuE) —N—FEE) 28X %
2] -2 FE R AR b

ST L2400 77 23— (4— EEAERE) — 2 AT
BB AR A, ek

'H NMR & (CDCLy) ~ |
2.95 (2, H4k) ; 3.33(3H, s); 3.34 (@H, ),
3.70 (34, S); 3.90 (34, Hak), 4.24 (28, t),

6.80 (2H, d); F17.00—7. 40 (6H, o).
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SCHEB] A
BRE2-AHA -3 {1~ [2*-(N HE— N—-[2 MEmE ) S
ZAE] —FEE| ARRES

o, .
Z “{\/\OOZC&

2 —REE—3— [4—-[ — [N—EE—N— Q—niER) FE]
L] —FH] WJF(I 159) , HTALGIEEIR (10XW/V, 10ml) F0
TR (20mL) AOIR AMAEEITE F AR, S/NBY, 203 AIRACL AT
2IPH7. FRETREERSY., HKHEBRKDEBAFETILIE &
WMAMENY. SRS EZTETHETR, REXE. wmAmMm
FIBRFR S BRI (100ml) , A ZBZA8 (3X200ml) ZER B2 .
K& 389 Z R ZBREBUA K (2X 500ml) Fothsk (500ml) ¥k, F
B MoSO) FOFER . HEIIMBARER A IXFRGEESE, &
SRERGE, SRBCRRELSY. |

I NMR 8§ (CDCLy)

294 (2, &), 3.14 (34, s); 3.33Q3H s),
3.71 (34, s) ; 3.94 (1H, dd) , 3.9 (2H, t), 415
(24, t); 6,55 (24, HE4#); 6.81 (20, d);, 7.11 (24
d); 7.45 (1H, &), F1 8.15 (14 dd).

SCHERS

—35—



3— [4— [2—N— (2— %3 oEmeE) —N— FER] Z 8] FH/]
—2— PEE) AEE | |

N /CH: CONH,
©io\>—'“\/\‘0/©/\§a;,

EEEH BRI~ [A— [2—N— 2—FH amEt) —N— g
B 2ot ) —2— FEE] FTAEE (1. 00g), PUSURRIE (20ml)
R (20ml) FIEUK (0. 88, 20ml) 9IRS HIHEREA NG . IIA SR
—ERSMEK (20ml) | ZEEEIE kR BEP MIESO/NK . EEETHE
Aoy, F/KGEEE(500ml) sy, AZBEZER (3X200ml) Z
B, 436 ZBRZ AR (500ml), 2ok (S00ml) YEik. F
1 MoS0) 3F7EK . NZHER—SRFERLRSY, BEIF
sirAtn, mpld3—57C.

CHONMR S (CDCLy)

 2.88(1H,dd); 3.07 (1H, dd); 3.33 (34, s);
3.34 (38,s) , 3.80 (1H dd); 3.94 (20, 1),
4.24 (2, ty, 5.41 (1H, 6r); FDO%H) ;
6.33 (1H, br, ADO%H); 6.80 (24, d);
7.00 (14, t), 7.13 (24, &), 7.14 (1§, app. t);
7.25 (1§, d), F17.33 (14, d).
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THigle |
Z3 (B/7) —3— [A— [2— (N— (2—H3F oBMeIE) —N— )
ZEE) —HE) —2— Z AT

CH

. N / ? X co, L'-“"'lz’ CH,
N\
o>_N\/\ OCHZ CH:,

ERSHTH=ZH2- ZAEWRE 2R BY( W Grell
& H. Machleidt , Annalen, chemie , 1966, 699, 53) (1. 98g) FET
IR PRI (25ml) HF SIS B INBIBEHEGT 10, TRSINAO2ILE,
(60%E F B 0. 33g) ZEFT/K IU RS (Sml) BB H;+ . 760
CHIB YA, REMAL— 2— N— 2—F3H oZm
&) —N—PEE] 28| PR (2. 1699) ZE TSR DUE BRI (15m1)
FHER. BRESUHIIZE, BHDI0200. BEEH
HERRYBIREK (300ml) 7, AZBRZEE (3X250ml) 26/, %
EHHZRZEEAK @2X 1), sk (1L) ek, T4 [MgSO,]Fa
R BERSWERR LE2 SNZMZBEaRS s, Ao amEs
TEURIRA, BRIBCRIRTL S, D FHAEA62:38 Z:E
Beadk (BSBHRICAIH MR 4

H NMR- & (CDCL,) .

1.10—1.50 (6H, H-4#k, SHEOCHCHARNEHIRSY) ,
3.35(3H, s,NMe); 3.85—4. 30 (8H, E &k, SHA&EOCHCHF
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NCH,CH.OPRICHIE-S4) ; 6.02 (0. 388 s, E—i&RmET) ;
6.75—7.70 (88, 4k, SMEFTHFT), F6.91(0. 6210 |
S, 2—IERBEF) .

SARCHE—ENRRR AT, TEMIRMENH
A (21 EZEE2962 1 38) M SMUR R R FATRALEBAIENRL (ofR.
A. AitkenfaG. L. Thom, Synthesis , 1989, 958).

SEHEBIT
2% (E/T) —3— [4—[2— — N— (2— %3¢ MR —N— PR E]
ZRE] —:&E] 2 mﬁiﬁﬁ?@ﬁb

N /CH:’ = coz CHz CH,
, @: P—Na
o w

ﬁ%{u?*ﬁﬁlﬁﬂ?ﬁﬁﬁj’f% HE=ZE2 - R RRE
Z iR (0. 949) 54 [2— N— (2— %3¢ DM EL) —N— ]
ZEE|ETR (. 89%) RIVAY, SBIBRIFELSY, 1 BYE:: 3
FHEERESE T MR BIEQLA) .

H.NMR & (CDCLy)

1. 05301, 08 GB43H, SAOCHCHL,=®|iekrid), 3. 31703,
SSOREIM, SHENGERID) ; 3.85—4.30(6H, HAMk, SHytk
OCHCH.FINCHCH.04RE) ; F16. 70—7. 70 (14H, 5520k a3t
HRHRID) .
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. SCHERIS - |
ZH3I— [4— [2— [N— (2— %3 oTME) —N—BEHE] Z 8K
—¥H| -2 HEH KA

. .
N /CHJ CO,CH,CH,
C[ \>—Nv\ OD/Y
O C@

W2 E/D —3— 4— [2— [N— (2— %5 nBUE) —N—
FE] 28 E] —EH] -—2-%%5%@35 0.9TPB/EA- ol
(100ml) 7, FEZRIR T FI22psi B H T 7E 10%E4EAC 5 (200mg) T4

WG . B BSOS SR . ZERERE F A5y 28
LEEHRRYEIENE, f P ek f%ﬁlﬂf&ﬁﬂﬂ:
9.

W NMR & (CDCLy) .

118 (34, t); 3.17 (24, app d); 3.33 (34, 1),
3.93 (H, t); 413 (24, g), 4.25 (24 t), 4. 71 (1H,
dd); 6.81 (24, d), F16.90—7 40 (11H, E4) .

SCHERYI
3= (4= [2— (N— 2— 23t o) —N— 4] Z |
| —2-FABTH

CH, °°z“l“-\
N / :
cz;—wﬁi@



BRI T SRR 2BT 07 e ol 23— [4— 2~ (N (2%
3 DEMEE) —N— FEE] ZE3E) ) —2— K AEFH (0. 8
8g) GRS Y, mpl62—4C. (BEE) .

-1 NMR & (DMSO—d,)

3.10 (20, F4i&), 3.21 (34, s); 3.87 (24, b,
4.21 (24, t), 4.83 (1K, dd), 6.75—7.40 (13H, o),
F113.00 (18, br, ADOZTH) .

scragie
A3 [4— [2— [N— 2—%3F DERE) -N-FEE| 2K
| FE| —2—Z§§W@E§ '

CHJ mld-'S

N
(;[:O\)—N\/\ OCH, CH,

- ¥ ZERvE (1) Z 34y (33mg) Fen B B &3 — [4— [2— [N—( 2
—ZFF oRRE) —N—AFE] ZEE| XE| - 2-ERENHE
(2.80g) . ZBE(2. 16ml) F1Z (S0ml) KBS+ . AEZEBTERN
SEATHBSYHRAELSSH, BRTHAS— S48, RiE%
HHERZTERR. #RFMERER AL SKFREESHE, A
TR, SRIBCREIL Y.

T NMR . & (CDCLy)
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1.14 (3H, t) ; 2,93 (2H app, d); 3.31 (14, £
&) ; 3.32 (34, s); 3.57 (1i, H4#); 3.69
(3H, s); 3.93 (3H, K4, 423 (4 t); 6.79
(2H, d); 7.00 (1H t); 7.14 (3H, &), 7.25
(1, d), 1 7.3 (A d. *

SCHEf 11 f
AHE3— [4— [2— [N— (2— %3 nBmE) —N—F8E] 285 ]
EE| —2— SR NEREY

, o o CO,CH,
~N
. @C? ~—TN Q\|/Gla
R :.I G_‘s

BB T O IFTRN T R A3 — - E) —2—
SRAAERME (1. 340) F&FTLSY, BR.

- H NMR & (CDCLy)

0.94 (3H, d) ; 1.13 . (34, d) ; 2.87 (21, HoK),
3.34 (3H, s); 3.47 (I1H, §&k&), 3.70 (34 s),
3.93 (24, t); 4.00 (1H dd); 4.23 (2H t); 6. 79
(24, d); 7.00 (18, t); 7.17 (3H o), 7. 25
(1§, d); F#  7.36 (14, d).

SKHEB12
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B 3-[4-[2-[N- (2-FH M) -N-REEJICEEIEE]
—2-HNEERNBRAEE

HRALI TR | TR FERPE - @-BFEE -2-AH
HAEREY (0.88g) Ml miRM LAY,

'H NMR 6 (CDCl,)
0.83 (3H,1); 1.52 QH.E & #);293 QH,E & 7 ), 3.71(0H.E &
1% ): 3.34(3H,s);3.50(1H,% & #); 3.69 (3H,s);3.85—4.00 GH, & &
#):4.22(2H,t); %1 6.75—7.40(8H,E A1),

KHEfH 13

3-[4—[2—[N- (2-FJ}H mHE) -N-HEEICEEEE]-2-RA
HAENEL

AR FLHEF 2 iR AERPE 3-[4-[2-[N- 2-FFH "
) -N-FEEIZEEEZE]-2-MmEEABAR (1.5

P Bt



0g) i & BER R ST - ZELHREREH, @HEHE—$£4
1.

i NMR &  (CDCLy)
0.85 (34 t); 1.53 (24, t); 3.00 (24, HAHE), 3.29
(1H, &4, 3.32 Q4 t), 3.52 (14 S2K), 3.9t
(24, t), 4.02 (1H, dd), 4.18 (24 t), 5 80 (1§, br,
A0SR,  6.77 (M, d), F1 6.95-7.40 (6, FAHE).

SR 14 '
3— [ [2— (N— (2— 33k 0EME) —N— 5 2] Z S8 5]
- EREWH,

\ O>— N~ 0\/\CH3

- PR 0. Lg) BB A3— (4— [2— [N— (2—F3
 PEME) -N—FEE] 28R ER]] -2-HEEFEK (0. 819) &
HEE (10ml) HAGEHE . BEESHPE, BESWRELK, RAEdH
ZEE(10mlER) BAKX K. HES2IKH B 28 2805,
S8, HMEBRAEIA ZBARE. BRENEETEHFEEST
T, B3RELSY), mp210 —4C.
5 NMR & (DMSO —d)
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0.67 (H 1}, 1.35 (28, SAME), 2.65 (14, dd),
2.85 (1M, dd)y 3.02 (14, H&E), 3.25 (34 s),
3.35 (1, &H4#E), 3.70 (1H dd), 3.90 (20 t) ,4.27
2, t); 6.80 (26, d), F7.00—7.40 (6H, FOuE).

L

SCHEBI15

Z& (E/1) =3— [4— [2— [N— 2— 23 ofmdt) —N—-HIEE] Z
FE|EE| 2 U-FREXFR)FHER

—

T
JesTONoa S
hY
N
L.
OCH, '

| FREL T KT RA FTR, UFE=Z2&H2— d—FaR
AR BReE ZBARE (2. 00g) 54— [2— [N— (2—ZEFFoEBmk L)
—N—FER] Z&HE] - AR, T1o) RN, RARSRTE
e, —M: INERRENRESE (HH MR BERHH) .
H ONMR & (COCLy) | |
1.08 F11. 19GE-&3H, SAfEOCELCHL=EMtric) , 3.32%13. 34
(R&3H, NMeBik), 3. 75%13. 77 GEA3H, OMedii), 3.95
(24, S4H); 4.05—-4.35 (4, E4#), 6,55 (0.5H s,
E—SHEERET) ; f6.75—7.70(12. 5, HE#).
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SCHEI16 . | -
ZHE3— [4— [2— [N— C—33 oTmE) —N— FEE] Z 8]
R —2— (- FEEFERE) AR

N ICH: i CO, CH,
O T
° L
. QCH,

BRBUTRMPISRN T L e, A 2Bk 25
(E/1) —3— [4— [2— N— (2~ %3 oBmE) —N—BE%| 248
] FE] —2— (I— FRERAR) FHBEH SERFELLY .

. ' NMR & (COCLy

CH, *

. 1.18 (3H, t); 3.15 (2H, app,d); 3.33(3H, s); 3.72

(3, s); 3.93'(2H, t), 415 (4, E-&E); 4.62 (14, 1),
6.75 (44, s); 16.81 (20, d); F1 6.95—7.40(6H, HFL
1) .

SCHEFI1T
3— A= (2= N~ 2—33F oW E) —N—BEE| Z8E| K]
—2— (41— FEEFAR) N,

CH, CO H
, N _
©:Q\>_N\/\Q/©/\O(. : '
OCH,

. R T SR 2875R 60 T e Z B3 — [d— [2— [N— (2—
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3 oTmes) —N— PEE ZRE] FE| -2 - RHEEXEH
£) REkRE (1. 629) RG-S4, mpl48—S50°C (FEF) .
'H NMR & (CDCly)
3.20 (24, d); 3.27 (34, s); 3.71 (3H, s); 3.85
(26, 1), 4.07 (2 ), 4.72 (H 1), 6 70—7.30(12
H S&#); #F09.05. (1H, br, ADOIRH) .

THEH18 |
25 (E/7) —3— [4— [2— [N— 2— %3 DEME) —N— FEE
2| ] —2— (I— FEERE) TR,

N ,CH3 T €O, CH, CH,
2
C- T
CH,

BRI T HKHEFIOFTER T, H=2#2— A—BFEEXR
2) BEE BRI SHRa e, —l: INRREAENERS
i, BIRBE—FBUE.

H NMR & (COCLy)

1. 07F11. 19 GBS 3H, RMEOCH,CH,=Fidkiid) ; 2. 27H
2. 29GR43H, Mefiik), 3.31F03.34GE4S3H, NMetRid);
3.90 (2H, E48); 4.05—4.35(4H, F48), 6.64 (0.5
H s, E—f& sk, F16.75—7.70(12. 50, E4i&).,

A
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el - |
73 (£/7) —3— [A— [2— (N— (2—%3F CEME) —N— P
7R | —2— (- BEEEE) FHA.

N FH. * _CO,CH,CH,
. b N\/\O Q
: “CH,

s R T SCHE BB R O T o, A 2B, BZE(E/
7y —3— [4— [2— [N— Q—FH o) —N—BEE]

7o 5] ] —2— (A— ARFHE) FHEREH EERFAE S
- |
o ONMR 8 (CDCL)

18 (3, s);, 2.24 (34, s);3.15 (20 H&H),
333 (3 s), 3.93 (2H, b, 417 (24, q; 4. 23
o4 b , 4.67 (1, b, 6.71 (24 d); 6.81 (2h,
d),. F16.95—7.40(8H, EA4E),

SCRER|20
3— [4— [2— [N— (2— %3 TERE) —N— BEE| Z8E] FH]
—2— (1— P EEHEE) AR -

CH

N ! 3 OO, H
LA AT Y
L,
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MK T SCMPI2PT iR 7 8, BHZE3— [4— 22— (N—(2
— %3t oTmE) —N— BEE] ZE8E| ¥HE] —2— U—REES
) ARER SR ESY, mp 150—151°C (@) .

I{ NMR (CDClL,)
2.33(38, s); 3.21 (24, d); 3.26+ (3H, s); 3.84 (24,
t), 4.06 (24, t), 4.77 (1H t); 6.75 (dH, S4&H&),

6.95 —7.30 (8H, F4u&), F17.35 (14, br B D0ZHKk).

A1 *
7 (E/7) —3— [4— [2— (N— 2— %3 oBuks) —N— P
%) 2] HE| —2— Q- FEEAL) AR

CH
S o
S—n
CH,

. BRBCI TR RN T ER= 82— 22— FEEHE)
fEBE Z BRSBTS, RS EA 44 56(H
'H NMR JIEE) .

i NMR & (COCLy)

1. 06F1L. 114 (JR43H, RHEOCH,CHL=FEFRIT) ; 3. 327012. 42
GRASH, PEAM), 41420 F4H), 4.26(2H, F4H),
6.48 (0.44H, E—®EFRTF); 7.28 (0.56H, I—ARBETF) ;



F16. 70—7. 65 (124, HEE) .

LB 22
7. 53— [4— (2— (N— Q—%3F oBmE) —N—-FEE] ZRE]
R —2— Q—PEFEE) AR

cH
=8 Oy
SN
, o ™o O/
CH,; :

r

KR T SCREFISERRM T 5, A ZEERAl, L (E/D)
—3— [A— [2— [N— (2 —%3t oEmE) —N—FEE] Z8E]
] —2— Q- BEFEE) Wﬁ@ﬁ%ﬂ%ﬁﬁﬁﬂk’%@ .

I NMR  (CDCLy)

(18 GH ), 221 (3 ), 3.18 (24 d); 3. 33
(31, s), 3.93° (2 b); 416 (24 @ ; 4.23 (24 b);
472 (R b, 6.57 (ih, d); F6.70—7.40 (11H, HEik).

| STHEpI23

3— [4— [2— (N— Q—%3F oBmE) —N—FEE| ZA8E]| F=|
—2— (2—PEFEHE) AR

CH, CO, H
(L oy
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Y L SRR 2R A 7T He el 23— (4— [2— (N— (2~

3 oRaE) —N—PEE ZAH FE) -2 Q- FEXRRE)

WA H SiRE e, mp 142—3C

(ZEF -k -

H NMR & (CDCLy)

2.25 (34, s) ; 3.25 (24, d); 3. 27 (3, s); 3.83
(24, t), 4.04 (24, t); 4.82 (1 1) ; 6.65—7. 40
(124, E4u), F1 7.88(1H, br, FDO3TH) .

S B 24

A (E/2) —3— (4— [2— [N— (2—Z3 nBmE) —N— FHE]
ZERK EE| 20— —-FEER) WERE

N ICH’ mco= CH,
AN
N
(o T
(o= 8

BRATFTHGIOFTRI TR, HERETZE2- AR
A BHEZBES4— 2— N— Q—F3F olmE) —N—H#
S ZaE EARRNN, FeEREILEY, 1 IXER
RERIRE A
'H NMR & (CDCly
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3. 31703, 35 GE-&3H, NMeslif); 3.65F13. T4 GR-&3H, OMe HLi) |
3.93 (20 HoEk); 4.25 (24, g 4#) , F16.70—7.70 (134,
g5 .

SEHE25
A3 [A— (2— N— 2— %3 oBms) —N—FRE] ZAZE]
] —2— —EWERE) FRE

RN s <0
s CH
] @ \>_Nr‘ /(j/\]/ 2 CH,
1 =0 \_/\0 - o) N
i

!

o

IR EE (G, 50) MRS A2 (B/D) —3— [4— [2— [N— (2
_ it pEEaE) —N— BER] ZAE KE] -2 -EXED)
A EREE (0. 98g) M T A (S0nl) B SEMBAH. Al
AR S MBIB IR E TR AR, XeHELMR, EERE
FI R — T4 (2. 009) B (BT 554D MR AMBER. HR
RIRA R AR I SRR S B IER (~ Vb)),
sk H AT IR A . WS BEAEK (100m)) o, FETR
L IR A Bk, /5B CUFTE BT RT) B4 PHE
{5, FZEMZEQX100nl) ERESY, REHEHNZERZ
BRI 7K (500mL) . 2ok (300mL) gk, T4k (MgS0)FIFER. 5
AR RS AN ZRIEBRARAE, §IRERERRE,

ial



SR ELEY), mpB8—90C,

' NMR & (COCLy)

3.15 (24, d); 3.33 (34, s); 3.69 (3H s); 3.93 (24,
t); 4.23 (24, t); 4.69 (1, t); 6.73 (24, d);
6.81 (28, d); #06.95—7.40 (8H, S &) .

SRS 26 R
3— [4— [2— [N— 2—Z3F olEmkE) —N—HEH) ZAE| XE]
—2— (A—FEEE) B

CH, o, H
AT -
0>~N\/‘\o (o]
=]

B R T SCHEBH TR0 T2 37 p ol 7 23— [4— [2— [N—
(2— 33t oBME) —N— FEE] Z A% FE —2— (—HEH
) WEEEH SR I A, m 164—5C

(FED)

'H NMR & (CDCL;)

3.22 (24, E4ie), 3.26 (3H, s); 3.84 (2H, REEIRL,
4.02 (2H, =@irt); 4.79 (1H, t); 6,75 (24, d); 6. 83

(2H, d), #n6.95—7.30 (9H, o), MADOEzNAEEZ8
H) .
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SCHERI27 .
HEI— [4— t2— (N—(2— 3? nZpe i) —N— A FE| 8E|
¥E]—2— (1—FFERE)FHER

CH, , CH,
N\ /
>_N\,/\o O,

4

ERS %T%%%%ﬁ%&ﬁ%m%%ﬁm 0. 14) 43dtha
ABHEEI— [4— (2— N— (2—¥H STHE) —N—FEE] Z8E]
£ 24 ——2—%&@@@5 (1. 20g) ZEFeAN, N— = 6 55 5 ke (20mL)
ARG HONSRE . ERERMRABEE 55, TR
298 (0. 6ml) . EFEAEHAINE, REESOCITVIN, 25
BRAWAE, Ak (500ml) #ERIEA ZBZ S (3X 200ml) ZERL,
WO 30 7B Z S Mk (4 500mL) Fdhsk (500ml) vede, T4 .
(MgSDy) FZER . WRKMrERER LA 1IN FREAIESE, AR
sl SRBCRIREALSY, ERE— SR AT T —
MNET,

'H NMR & (CDClLy)

2.98 (2H, H4uk), 3.36 (3H, s); 3.70 (3H, s);
3.95 (28, t), 4.07 (1H, dd); 4.25 (2H, t ); 4.35
(1H, d), 4.64 (1H, d), 6.80 (24, d); F16.95—7. 45
(11H, F2i) .
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*Eﬁﬁj%
G [4— [2— (N— (2—3FH pBmEr) —N— P FE 7 EE] ]
—2— (FEHEAHE)RHE

M~

CE%Q\O,CVYM

4

SRR TorERI2FAM T, HREES— 44— [2— (N

—(2—%3 0B E) —N—BEE] 288 XE| -2 ( FEH
S ) BHRH SHMR AT S, SRR E—ERAEE
BEATERBER. _ |
I NMR & (CDCLy) ;
3.00 (14, dd) ;3.10 (1H dd), 3.32 (34, s); 3.90
(2H, t), 4.16 (3H, S&E),; 4.45 (H d); 4.67 (1K
d); 475 (i, 3Lk, FALORH); 6.78 (24, d); 6.9
5—7.45 (11, S5 .

G129
3— [4— [2— (N— Q—F3F oBmkat) —N— FEE] ZAE| 1)
—2— GEETEE) TH, Wi

CH :
@:N [ /@/ch,m
A
O>~N\/\o o

s
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¥ RSN (0. 0319) FIMBIvk s H06, bk a93— 14— [ 2—
N— Q—33F pEME) “N—-FEE) ZHE| 5| —2—- ( X&
o 2 ) TR (0. 269) 7E A (Sml) FEEIF . EEOCHIRSHIHR
104 50, WEMZEE (10nL) BEHEE . WREVHHFNLD
Bk (10mlEB %) BRR LK EIHEEE. HEKSE ZBTREFE
EAIFAE0CTIRIAE, BERTEY, —FME BRI

IH NMR & (DMSO—dy)
2.67 (1H, dd), 2.90 (1H, dd); 3.23 (34, s); 3.62

(1H, dd), 3.88 24, t) ; 4.15 ((1H, dd); 4.18 (24
t) , 4.63 (14, d); 6.8t (24, d); F6.95—T 45(14,

EER) .

SEHE130 |
7.5 (B/7) —4— 4—[ N— (2— %3¢ BRI —N— FEE|

ZEE R 22— (ZAET - 2—RHE

OCH, CH,

CH, e
O O e

2 R TF LRSI 6FTR M T e 4— [2— (N— Q%3 ok
PE) —N— B 28] B2 Z B SR RIEELSY, U
1: IR REKESEETT.
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,'H NMR & (CDCLy) | |
1 925—1.50 (6H, S-4o#E), 3.34 (34, s); 3.50 (0. §
w2H d), 3.72 (28, t); 3.90 (3, HEAH); 4.20—
4.35 (4H, H4H); 5.29 (0.54, t), 6.36 (0.5H, t);
6.78 (20 d), F16.90—7.40 (bH, E&iE).

11 | |
23 0— (1 [2— N— Q—%3F SEMIE) —N— FHE) ZRK
] -0 Z T R

|
OCH,CH, -
CH '

N .
O>_ ~"g !

R T SCHFISET R T Eh 25 (E/D) —4— 4= 2—
IN— (2— %3 pEmkE) —N— FEE| ZH8HE]|EXR] —2—( 28K
BT —2—BEEH SERESISY, 5 ZEHEEM.
H NMR & (CDCLy) |
1,26 (6, &4k, 1.97 (24, q; 2.68 (2H EH&E);
395 (@G s), 3.37 (14, Z4k),  3.63(1H HA&H,
ISR b), 3.94 (24, t); 4.15—4.25 (4, HAH);
6.81 (20 d), F16.95—7.40(6H, HLHE) .

1

L5132
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2.3 (E/7) —3— (4= [2— (N— 2— 33 oBmE) —N— FEH]
ZEE] EE] —2— 2--FH ) HAKRE

CH, CO, CH,; CH,
N m
@;?’"v’“o .°
?

DL T SEREBIOATIRAIT, L= 82— FAERNE
ZBEE 54— 2— N— Q—FH oBrE) —N—HaE| 28&FE
HEER A, BUREEASDLIL IR RERENIRSEENT.
I§ NMR & (CDCLy)

1. 02811, 15 GB-&3H, OCHCH,=F|E4Rid); 3.27 fix
3. 33 GEA3H, NMe) Midi) , 3.90 (24, F-4g), 4.05— . 30
(4H, & A9&) , F16.75—7.80 (16H, F4IE).

SCHE5133

BEI— [4— [2— [N— 2— 33 nEBrd) -N—FEE| ZH
BHIER] -2- 0—EEE) WRE

S ea ey
A

TR T LRI 25T R TE 7R L& (E/1) 3— [4— (2
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_IN— Q—%3 o) NS QER| 2R 8 FH] -2 (2—
o) ARSI B 0REE.

IH NMR & (CDCLy)

3.23 (2H, appd); 3.31 (3H, s); 3.70 (3H, s);

3.80 (24, 1), 4,21 (2H ty, 4.9t (1H, dd);

6.81 (2h, d), F06.90—7.80 (134, HAED.

SCHE ]34 .
3—[4—[2— N— (2— %3 o Tmest) —N— BEE| CEE] X
H]-2- 22— RAE) WA

cH, C0, H

(:[}—L/\og\(

DAL T SCHEBI2F AR R =l PR3 — [4— [2— (N— 2—3%
St mEME) —N— PR 2] RE] —2— Q-HAK) WK
Bal SR A4, mpl62—4C (FR).

I NMR & (DMSO—dy) ,
3.17 (24, H2u), 3.19 (34 s); 3.87 (Zh, t);
4.21 (2h, 1), 5.03 (1H, dd), 6.85 (2H, d);6.90—7,
50 (10H, o), 7.72 (14, d);, 7.79 (2H, d); #113.10
(1H, br , ADOZH) -
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35 -
ZE (D) —2—Z@HE—3— [4— [2— N—FE—N— 2R
SR ZEE] ) — AR

*

CH

TSN G0 S
= \/A\O OCH, CH,
1]

W= Z 52— Z FE BB 2. R08 (3. 449) B A TT/K IO K IF
(25ml) 7, Eﬁ’%ﬁ?%ﬁi@?ﬁ‘fiﬁﬁﬂkﬂﬂté‘ﬂ B, BfEELaY
SULEE (EET i T (58, 0. 560) ZEPDE BRI F AR TP
WH. EVCHERSYPFE30 G4, ZEHFmd— 2— IN—F&E—
N— (2— IR EE) 2| Z 92E) 3 RS (Eur. Patent Appl. Publica
tion Number EP 036228) (3.'29q) 7 PO ki (30ml) o ROV -
BRSUHMBIETR, AHRFE22VN, REERZETHRME. HRER
My v2resk (300ml) dr, B ZERZER (2> 300mL) ZEHY, WA
| ZEZ BRSOk (S00mL) FiEhsk (500mL) ¥, TR MgSO) 3¢
EE. BERANBERE A% 2B ZEEEESE, BAIRE
weiin, BRMRFILSY.

IR GRAESEESBESEE (1) —REHLL ERH (B)
—REKIRSY (& NKHEI36) . >
HNMR & (CDCL,)
1—35(6H, t),3. 14(3H, 3), 3. 95 (4H, S &) ; 4.21 (28, 1);4.28

—50—



(2H, q); 6. 50 (20, F&KE) , 6.88(2H, d),6.95(1H,s), 7. 44 (10, &
i) . 7.72(2H, d), F18. 15 (1H, F o),

SEHE136 - P
22 (B) —2— ZFHE—3— 4— [2— N— P E—N— [2—BEH)
R ZHE) EE] — R

’
~ o OCH: CHy
! N7 N\/"'\o €O, CH, CH,

FNZREEISF EET SRRSO BRAENREDEE
HAE, XU INZBZEY, BZRERER, HhRHESE
(D) —Sithk, BERREY ) —RMk, —Hd,

L H NMR & (CDCly)

1,13 (34, t), 1.40 (34 1), 3.14 (34 s); 3.90
(24, q); 3.97 (24, t), 4.15 (48, FLiE), 6.06
(1, s) ; 6.55 (2H, 2%, 6.81 (24, d); 7.10
(2R, d); 7.45 (I1H, HE45u); F8.15 (1, E4&).,

STHIBIIT
FEI— (4— [2— N— Q— 3¢ O BmaE) —N— K] Z Q)
HE| -2 (2, 2, 2- SRZEE) A |

N Im' ml CH T
O S L



ERACTRREOAFRNTE, fFHEI—- 1-BXE) -2
—(2, 2, 2—=®W ZLAR) AR EERFEIL S .
It NMR & (CDCLy)
3.00 (28, §&ie), 3.34 (3h, s);, 3.65 (14, T4,
3.72(3H, s); 3.94 (24, t); 4.00 «lH F&#&),; 4. 15
(1H, dd); 4.24 (28 t), 6.81(2H, d) ;Fu6.95 —7.40
(6H, F &) . .

it (FAB, Hyf) S=0EMH"7E453. 1647 [CoH.FuN,0.) H*
k453, 1637,

STHEI38 o
FE2— Z R E—3— (4— (2~ (N— FE—N— [2—WrE ) ]
4 | — AR

HIRMUT KRBT R ZE (D) —2—Z8E -3
(A—[2— [N—RE—-N— 2-MtEE) 88| Z8E2 X&) —-AR
Bewl & BeR LS4 -

‘H NMR 8 (CDCLy)
115 (@3h, t); 293 (24, d); 3.14 (34, s); 3.331
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B, &), 3.5 (11 o), 3.69 (3 s);, 3. 95
(34, H4#), 415 (QH, 1),6.52 (24 F4#), 6. 81
(28, dy, 7.11 (24, d),
7.42 (14, dt ), F08.13 (18, dd).

5139 | |
ZE3— [4— [2— [N~ (2—FH oEmE) —N—-F8E] 283
$IE) —2— ZAETRRE

I 4

CH, CQ,CH, CHl
N !
C[c;}_"\/\o/@/\o(c“' CH,

HRRCTEFISFr RN e, AZEESRN, H2E E/
2)3— [4— [2— [N— (2— 3 oBmE) —N—BEE] 285 *
&| -2 ZEE NGB H SHRFEL S .

L H NMR & (CDCLy)

.15 (34, t); 1.22 (3H, t), 2.92 (24 d), 3.33
(1], &4, 3.3 (34, s); 3.55 (14 2,
3.94 (3H, Z4uk); 4.15 (28, q; 4.24 (24, 1),
6.80 (2H. d); F1 6.95—7.40 (6H, H2ikx).

SCHE {40 |
3—[4—[2— [N— (2— 33+ oBmbE) —N— FEE) Z8 5] %1

— 62—



—2—-ZHERH
@::Hc:;\m;-

BRI T STHEGI2ST RN T E e Z 53— [4— [2— [N—
(2—%3F oBZmE) —N—FEE Z8%) X8 —2— 288 -7
MABsH S ARE Ay, mpl09—110T.

'H NMR 8 (COCLy)

. 18 (3H, t); 2.98 (1H, dd); 3.04 (1H, dd); 3. 32
(34, s); 3.45 (1H, &), 3.61 (1H F40), 3. 91

(24, t); 4.04 (1H, dd); 4.18 (2h, t); 5.00 (1H, dr,
A003EH#) ; 6.80 (24, d); F06.95—7.40 (6H, H-oik).
SCHEF]41

3— (4~ [2— [N— 35 CEME) —N— FEK] ZHE] KL
—2— ZWERBE

Ot L

HWERLERII— [A— (2— (N— 2— %3 nEME) —N—Fa

- —63—



£] ZER] F3E| —2— ZHRFREET I (5n)- 7 HRHEE
Tl SINBT, IRIGHRYE - :l%ﬁﬁf%%iﬁ:}::iﬁai%ch, &k e
304380, ARG (XOZERF, BEBURTRIFERE. ailfsE
(ZZ2B/—FF5 , SN _ZBFEENaEHE, np =9
1—95C.

H NMR & (CDCL) ' '

1.12 (34, t J=7), 2.85 (IH, dd, I=14, 7.5), 3.07
(1, dd, J=14,3.5 ), 3.35 (34 s); 3.37—3.55 (2
m; 3.87 (1, dd, J=7.5,3.5 ), 3.94 (24 t J=5),
.24 (2H, t,J=5f, 5.54 (14, brs); 6.43 (I1H brs),
6. 79 (28, d, I=8.5), 7.00 (1H dt J=8.1 ) 7. 15
(24, d, 1=8.5 ), 7.1—7.2 (14, m), 7.24 (14 dd,

J=8.1 ), 7.36 (lH, d, J=8. 1.

K42

3— [d—[2— [N— 2— 33 OB ) —N—-AEE] 285 FEH]
—2— ZAE BN ABE

N Me H'
@[‘P—"v\u OEt

3~ [4— (2— (N— 2— 3 CBEME) —N—BEHE] Z8H]

—64—



XR| —2—- ZFEGIARESE (428mg, 1. 1EER) BBAEBFEH M
Alawesson’ sERif|. BIRINEE, HSBRSEFEEALS.
AR (X ERE, FE/KEERERRK, TRikg. @)
B A/ &8k, 828 a@E4&r~Y, m p. =46—48C,

H NMR & (CDCly) ' *

1.14 (34, t, J=7); 2.91 (1H dd, J=14.7 ), 3. 25
(th, dd, J=14.3 ); 3.35 (34, s); 3.35—3.51 (2H, m),
3.94 (2h, t,J=50, 4.24 (2, t, I=5), 4.30 (IH dd,
I=7,3.5 ); 6.79 (24, d,J=8.5); 7.01 (iH appt, J
=T7.5 ), 7.16 (24, d,7=8.5 ), 7.13—7.2 (1H, obs,m),
7.25 (1, d, J=7.5 );7.35 (14,d ,I=7.5), 7.44 (14
brs); 7.72 (1H, brs).

SCHEHI3,
S~ (4~ [2— N— (2— 33 OBMIE) —N— FHE] ZRE]
CEE[-1I-Z8E| 28—, 2, 4-=m

H

3~ (4= [2— [N— (2— 353 oBmi) —N—-BEE] 28]
A —2— ZHEEFBE (0. 5629, 1. SEE/R) 26— K AR — @
2 ZERFHEBINHL SNRB120C, REHHARE. HE

—B5—



SYE T L8R (dnl) F, So ACK-& 8 (1. leg . FE100CL S/ E,
HEWAH, BZRZERE, Bk ) NBRESSRERE
BHRTRNERRE, SRKSYEESE (B /"8 BR . #3
S EEEEY, mp. =127—129C,

If NMR & (CDCLy) ,.
. 13 (28m, t, J=7), 3.09 (24, dg.J=16.6 ); 3. 3t
(3, s); 3.46 (2, q,J=7); 3.89—3.95 (24, m,4. 20
. (2K, t,1=5), 4.75 '(14, dd,J=6.5,5.5);, 6.72 (24 d
I1=8.5); 6.96 (24, d,J=8.5 ), 7.01 (ii, dt, J=8. 1),
7.16 (1H, dt,7=8.1); 7.26 (I1H, dd, JT=8.1), 7.33
(1, dd, J=8.1); 8.00 (ih, s).

SIHEpIA4
§—[4— [2— N— Q— %3¢ BME) —N— FEE] ZHH)
¥E]|—1—ZE8K]| ZE~1, 2, 41— B

N Me N
@ \>—"\/\o [3]3
- Q

e PR B R R 24588 (0. bml, 4, 6EE/R) A3 — (4
— [2— [N— (2—%3F D) —N— FEE) Z 88 F1)] —2—
— ZRETHERE (0. Tg, 1. 8EE/R) N1, 5/NeHE)

120C. AHEHBESMIREEFEATONZ AN (20m) . ]



R P HINSNZE AL (0.-44m) FIELRR A (152ma) , AR/SHiFELS
S, FIARBE, ATk (X)XENY, HWERRAE
JRGEEE, TR (MgSO) RIMR4E. HERKRVBAKER/Z &k (2
/onl) . ARUNHBINC. FAREE, ARG (X3 ER=Y,
HEBURAK (X2) Bk, TRAOKSE. a4 E (CZB/2k),
#EHGEGEY, np =89—-90C. ° -
5 NMR & (CDCLy)
.16 (34, t,J=7); 3.14 (1§ qJ=14); 3.18 (1 q,
I=14); 3.3 (4 S); 3.40—3.56 (2H m), 3.94 (2h,
t,1=5, 4.23 (24, t, J=5), 4.75 (iH, dd, I=8. 6),
6.79 (24, d, J=9, 7.00(14, dt, I=7.5 ), 7.07 (24
d,J=90, 7.16 (14, dt, 7=7.51), 7.31 (1H, dd, J=7.'
508; 7.35 (14, dd,J=7.5, 0.9; 8.37 (i ). .

Kt B 45

XTBRIZTEAY H I — [4— [2— [N— 2—FH ophmeE) —N—H#F
B| ZHE| EE| -2-FHERHE

NS 00, CH,
@:03_—“\/\0/@/\;43

L]

HEZE 1k (380ml) h g A5 %8 (5 Rhizopus delemar, 680mg,
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exBiocatalysisLid) BEk3t4R -S4 agPHYERT. 0, EZEE (23C)
MBS FIMASNEREEREI— [4— 2— (N— Q— %3 TR
) -N—-BEE] Z0E) ¥8] - 2— PEEFTRES (19) TR (2
Oml) REHE. BEHBRNEIRESY), SETHO. IS L EE
BESHEESEFEPHAET. 0. HH66%BE/R % BATBRIN A 25 Bt s
BAZERR, BEAWEIPH2. O, MR BE RS et 550% 1
MBERENBREEI IO ERRRIE Y, Ak, T8 ( B
) AV, TS E|350mgiR HE (3— (4— [2— [N— 2—%
FoRME) —N— GEE] 28] K] —2— AEEARA

I FHEHPLOWITE A BRI KM 5795 o S ShMRMERR I Bk BT
B, BEBRI_EFRT, FROKRE, B33 1—| 2—
(N— 2—%3F R —N—FaE] 288 ¥ —2— @
ERR, —MoaEE. EXREE TS0 RBRBEH N

FIHCURICHUMR , St RE B B4 0 23— [A— [2— [N— (2
— I EISE) —N— PR K] ZEE| R —2— BEEFMAY,
S HPLCYIRE (R BRAR K 0 T0: 300 BIE3— [4— [2— N— ( 2—%3%
RMER) —N— B Z 3] KR —2— BB MEE AN Btk
HrB TP L FER I2RZ ARV A9 FHAGPE: || 750, 01MASRE

RS ANER (PRT. 0) 1, 3HEITUVIANIE (E2450m) WET=Hy.
B HE SR & F 5] A

ST 46 |
() =3—[4—[2— [N— (2— —FIFoBmE) —N— HEH) Z 85
z&ﬁ] —2— $ﬁ£ﬁﬁ%@



N 7 "
- @:{;‘)—"/\/\mﬂ,

HHRETRhizopus delemarffs®y (300mg, ex Biocatalyst
Ltd ) ZERBFokeh (125m0) Bk, IR S WA PHEEES|T 0
EZET (23C) mtB- S ABETRER 5nl) g HEI— [4— 2
— (N— Q—FHoBRE) —N— P gL 28R XE]) —2-@8g
EIRRRE (690mg) (BR{KLLIS : 92, ANSLHl L i4) A9,
A BRI R A IR T S 0. IMEUSIL B 5 T 5hi
EGRPHERAFEET. 0, HBEPKARSERL. 0. IS A,
SULRRSHIRIPHAC 5, HS A R E LML, A SRR
BAEZPHL, BRERI "R BRE, %E. TR @K H#x
K, WERAE A T LR 18 5/490mgi (+) 3— [4— [2— [N—
Q—ZFFoBmE) —N— PER] 288 ¥R —2—- A 5HR,
NEGERE, mp 121-123C, SeEEEEFI92.8 (BHPLCHIRE)
(a]®+13° | MeOH, C0.5, 3— [4— [2— [N— (2— 23 nZEmp
) —N— PR 28] H5) —2— B RFTHAY I B 89 K 516G
T RIE I A HPLCHE7E —FHEAGPR: |, 4. 8%Z FE750. 01MBEES
SHBR (PE=7.0), FIUVZE245nmh WA LRSI F=Hy . X sy
bt B R ARS8 A R 3 S B

S HEBIAT |
(=) =8— 4= [2— (N— Q—HFoBust) —N— PR 282
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FE| - 2-FHAENR
N e COH
O I Lo

- B ETRhizopus, delemar (500mg, ex Biccatalysts Ltd.)fg
ERTERE 7K (380ml) HfE, HWIRSHHPHEFHET. 0, £EX
& (23C) TaBEawFmARREI— [4— [2— [N— 2—FXFHaX
M) —N—AEE] ZEE| F&] —2— FFEFRRAS (950mg) (G0
S 1 A ] 4 B SRR BR SR BN ZETAER (20mL) BV A A9
RAWAZE TR, @it HHREM0. IMSEILE BRI RREP
E47. 0, ER|32%E R LU BENBMBI YT, REMASETR,
B RPHA2. 0, YERB A F i+, HS0% BRI
MEBREBEIMNE, BEMHFK. k. TR GRS BHN
H, 8%k, WH13543mga)EIdkER, KM A BRI = PHI,
MRERS _RRRT, SEk, T GERB) AR E. dikE
N8I E R C BB 256mg i) 5 & B AR A (—) 3— [4— [2—
(N— (2—FFocBmE) —N—FAEH] ZEH] FH| —2—Fg4
AE; mop. 116—119°C; XFBRMAHF]T : 93 (BHHPLCIE) , [a ]
—10° , MeOH, CO. §5. Fhy HPLCHE I RE X WAk L Bl B A6 R TR

S48 ,
ZE (E/7) —3— [4— [2— [N— (2—HEFFoEmsit) —N— BEE] 2

— 70—



| HE| R -2-FEEE| -2 ZRERBRA

OCH,
N ICH, = co, CH  CH,
2
@OFNV\O - OCH, CH,

. cﬁ

U= H2- Z AR MBERMBMEFEA— 2— (N— 2— 3 B
H]-N—FEE]) Z8E] -2 FEAXEPBUKUUTZRHH6F
iERAFRR BT, dhhrGiA, H—FhE R aT L —Fh66 © 34
KR BRI e R TG

|

'H NMR & (CDCLy)

1.09 F11.25—1.45 (35449, 6H, ChCH =H#),; 3.35
(3H,s); 3.75f03.80 (H2A93H, OMe—mik), 3.87--4.40
(8H, S4i&), 6.06 (0. 344, F—IRB—=iE)F16.40—8. 18

(7. 66H, H &, FHERRFHI—EE) .
STHEL 49

ZE—3— [d— [2— N— 2 —FHoEmE) —N— FEE] Z HE]
— 0 R — 0 Z IR

OCH,
CH
' @:N%" m“”“""“’
N
N
o ~"g OCH, CH,
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HARENAY), SECRRMZEIE/L) =3 1— [2— N— 2—F
OB —N— RS Za8) B -2 FRFEHE) 22
AT PARE LSS ST RIS R B R A T B I

I NMR & (COCLy)

1. 10—1.40 (6H, Z&uE), 294 (24, HF&u), 3. 34
(3H, s); 3.35 (1H, E4&), 3.55 (14, H4i&),; 3. 76
(3, s); 3.93 (2H t), 4.10 (1§ dd), 4.13 (24 o),
4. 24 (24, t); 6.39 (2H, &4 Fi6.95—7.40 (SH,
Hai) .

SLHERS0
ZE(E/D) —3— [A— [2— [N— Q—FHFoBmE) —N-F8E]| 2
HE|ER] -2- T HEWEERE

CO, CHzCHS

N m 2
O AT S

4= 7R~ T REMBEZBBWAL— (2— N— 0% 0T
W) —N— ] ZIE] ERRROTIMeE R Xk
TRETET, MBARTAL Y (BoRM) . LATRIERESHIARA9T6 : 24
BRI :
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H NMR & (CDCLy) |

1. 18511, 35 (548930,  OCHCH.=F|ikric); 1.27 f11.34
(4891, OBut —|ik), 3.34 f13.35 (48934, NMe
—EE); 3.95 (2, FaE),; 4.10—4.28 @H, S&5&);
6.53 (0.24H, s, E—#1R)F6.75—7.80 , (8. 76H, H-&ik, I—
WBEFFIHERF)

SEHEfiS1
3— [4— [2— [N— (2~ FFFoEmbE) —N— FEE] Z 2| FH)
—2-RTREAB

AL A4 ( SBORYD I (E/2) —3— [4— [2— (N— ( 2—33
EME) —N— BEE] ZR/E| R - 2-RTEEFEBREGEH
SIERTLHEBI2SHKRLITTEER &%, RS — X MK HE
BReSE—E, MEBSYTEEEHE T THEBH LS4k,
HNMR & (CDCLy)

0.91 (94, s); 1.24 (34 t), 2.85 (20 o),
3.34 (34, s); 3.93 (24, t), 4.03 (10 dd),

.16 (24, @, 4.23 (24 t); 679 (24, d), %6, 95—

—73—



- T.40(6H, Z&ig).

SCHE 4] 52
3—[4— [2— [N— 2—FFFoEmE) —N—-FHR] ZaH) FH7]
—2-MTREAH ' »

N fma m:l H ¢
-l e,
[0]
r

WHRTA S (ZBCRE) AZEI— [4— [2— N— (2--FHoTms
#) —N—HEE ZHE] EE]| - 2- BT REFREEL LT
Haf| 27 i BRAY TT EE I

L H NMR & (CDCLy) _

1.04 (94, s); 2.84 (1H, dd); 2.98 (th, dd), 3.34
(3H, s); 3.93 (2, t); 4.13 (1H dd), 4.21 (24 t),
6.79 (24, d), 6.95—7.40 (6H, o) RT. 45 (14, Fik,
5D,0%54) . |

CHEH]S3

3—[4— [2— N— 2— H3tnTreIE) —N— FEE] Z 7E] KH]
—2—NTHEREFER,

N Ia"; CQO, Na
@;‘)‘"%ommak

- —T4—



HELH CONIHT TS, 50ng) AT —SHHL, ki
93— (4 [2— (N— Q—#FHoBmE) —N— BEE) Z 88| %
] 2T AEFM (0. 4969) 75 FRE (10m 1) HEOBRIEF, X1k
REVAECCTHHLI05M4h, H2TIRMEIEA Z Bk (40nl) R
FrE A EHA L B TR NS BRSE-44), m>250C.

IH NMR & (DMSO—d,) |

0.85 (9H, s); 2.43 (1, dd); 2.73 (tH4, dd), 3.21
(31, s); 3.55 (1H, -dd); 3.86 (2H, t), 4.19 (2H, t),
6.77 (28, d)F16.95 —7.40(6H, Hoi&),

SEHE 5154
ZEE/D -3 [4— (2~ (N— Q—FHcEmWIE) —N— B EHE] 7
A FH| —2— Q- EEZHE) HRBN

C.'Hx O, CH, CH,
} N =
\>_N\/\ o
O \/\©

ARG S (71 2 29XV R RIE A MM B =750
— (2—RZAZ) B Z BB 20 F S B4R 7 e
.

' NMR & (CDCL,) .
Li4fn 1.34 (48434, OCH.CH;, =wEwkkiHE); 3.05

~75-—



(28, E4&i); 3.33 f13.34 (Z4H93H,  NMekRid); 3.95 —
4.80 (8H, F-&ik);  6.07 (0.294, E—iRR—Fik) fu6. 07—
7.55 (1371 H, E&%, I—-BEBANERRT) .

SHEBI55 - .
AHE3— [4— [2— [N— Q—FHoRmE) —N— FEE] 288 %
#H| —-2—- Q2—FKZ28E) HRREs

. N !a-" OO, CJ{J
3
Q:OHV\ o\/\©

'

ZARIAL &) (BRI MZ2E (B/2)3— (4~ [2— (N— 2— %
HoBME) —N— FEE] L8] KR —2— 0—E¥RZEE) T
S TRRE o L 28 DL T STHE 2T 20 e i
“'H NMR & (CDCly)

2.84 (28, t), 2.93 (2, HAMK), 3.30 (Gh s), 343
(U, A, 3.68 (3, s); 3.77 (IH Hoik),
3.94 (3H, &, .23 (H ), 677 (2h d), 56,9
5—7.40 (11H, H4#&),
SEHES6 )

3= 4 [2— (N~ Q—HFoBmE) —N— BeE] Z 8% %

—TH—



] —2— - FRZEH) WK

H, co, H
T
O

.ﬁ )

Mﬁﬂmﬁ-m, m. p131—3C (ZRAkE— D4 AFEI— [4— [2
N (2—FE3FoBmE) —N— ] Z 48] 22| —2— ( 2—

x&&ﬂ&) ARRES #ﬁﬁ%ﬁ?%ﬁwzﬂiﬁ&gﬁ&%ﬂ%
'H NMR & (CDCLy)

295 (26, t); 293 (1, dd); 3,04 (14, dd), 3. 32
(3H, s); .57 (1H, &), 3.77 (14, S46), 3. 91
(24, 1) ;4702 (1H, dd); 4.17 (2H, d), 6.10 (1K 3
e, 50,0558, 6.77 (24 \‘d)flua. 05—7. 40 (118, S4),
SCHEBIST

ZE(E/2) —3— [4— [2— [N— 2— 33 oTmk ) — —N—-BgHE] Z
FE|FEHE| —2— Q- AR 78K HRHmE

m! mﬂ a"l wi

N / =
@:c?_”\/\ O~oc

AR A4 (BoRY) M= 2. 22— (2— MR 2. 038) it
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EZ@EB‘Fﬁ%%ﬁ.@?%mﬂﬁ*ﬁfﬁaﬁﬁ%ﬁ 276 248
i RHER AT

H NMR & (CDCLy)

112 701.35 (&4893H, OCHCH, =), 3.35—3. 45
(55689, 6, F4EENMefIOMe B Fitk) , 3. 67F03. 72 (Fas2,
R&u, OCHLCHLOMeARIT) ; 3.90—4.35(8H, FaM), 6. 15
(0.24H, E—#/2 L Hik) FI16.80—7.80 (8. 76H, &),

SCHE 758

FEI— - 2— N— Q—FFHoBmE) —N— FEE] 285 %
H] —2— —-BHZ.8%) NEES

@:»Nwommm

OCH

SEHRERAE -S4 (BeRY) M 2.5 (E/7) 3— [4— [2— [N— (2—%
FOBEME) —N—BEE 285 1) — 2—R-BEZE mE
FREE LA T STHE B 2569 5 b S92 4G . -
'H NMR & (CDCL,) |
2.95 (21, =4u); 3.29 (3, s), 3.34 (3H s), 3 47
(H, S&H); 3.68( 1N 4, 3.69 (30 s), 3 93
@ U, 406 (1H dd), 423 @4 t), 6.79 (o8, d) ,

ﬁlb 95—7. 40 (6H, H4i&),
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LHEEIS9 | | _
- RE(D) —3— [4—2— (N— Q—FHoTmeE) —N—FHZE) 28
B FER] —2— 5 B ) 1A RES

»
ST
O%Nv\ O._-C0, H

FHE A (60X BT Yy, 0. 30g), —HEFR— % A (0. 81g)
A~ [2— [N— (2—FFHoBME) —N— FEE] Z 85 FHE .
229) FET2 (S0mL) BET MBS ZIE T HREE—B8. mA
LB (Iml) FHAp, BIBSYHEABIRKKT, HAZBZER
B. WEESHNZRZBEA Kk, TR MgS0) HEE. 7
Bt b AR — A e R 2% 80 B RS A SR A R AT B 4 e
=M R ZEEF &R, nplil—1127C,

H NMR & (CDCLy)

3.34 (3, s); 3.83 (3H, s); 3.95 (24, t); 4.25 (2h,
U5 451 (28, t); 6.85—7.50 (9H, H-&uE)FI9.40 (14,
Bk, FD,03z4#k) .

STHEI60 |
FEI— (4— (2~ (N— Q—FHnEWE) —N—FHE 205 %
| —2— S P EE) WRE
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@;QH\,\ o@/\r

bR 54, m pl54—155C, LIEE(Z) —3— [4— [2— [ N—
(2—F3F cBME) —N— ] Z 8% 8] 2 HAfE) K"
AR i 2 T S M ISR R B 2 142

' NMR § (COCLy)

2.95 (1H, dd); 3.09 (1H, dd), 3.31 (18, s), 3,75
(18, s); 3.93 (28, F&i), 4.07 (2h, s), 4.20 (34,
B4H) ;- 6.79 (2, d); F16.95—7.40 (TH, SoE, &
2% H 0,07 B 6H)

Es U

S— [A— [2= [N— (2— HIFoTWE) —N— | 7558 %
H| —-1—zEF£E 7 K] —3—HE-1, 2, 41— g

1 ‘N)S—ca
re SN
@% N OCH, CH,

AR S, mpbl—62'C #4147 B 5 STHEGI AR 2R I
3’3{2{. ERFSRAN, N— PR B FRZERARTN,

— 80—



N— "R R s 5 7 aas,

HOMMR & (sDCLy)

LIS GH s 239 (34, ) ; 3.12 (h, ¢, 314 (1
f, @; 3.35 (3H s); 3.35-3.60 (20 m), 3 94 (24,
t; 423 (2 t); 465 (th, dd), 679 (2 d);
7.00—7.36(6H, S-ou), ' -

S e 5] 62 ,
3—[2— [4— [N— Q—F3HoTme i) —N— HEE] 28X X5
—1-Z8|]ZHE| -1, 2, 3, 4— (1H) — pgmg

HN—N

c"‘, .y /N
N / N
©:o\>—N\/'\o OCH, CH,

RESLH (0. T69) F0 = P REEAL (ImLl) I AB)3— [4— [ 2—
(N— 2% oTmpst) —N—BgR| 2o FR|-2-z4%
A (0. 85g) , #EN, N— — B9 3 6 BAZ (30mL) MRS, BiE
SWERAR, BH, HAKT, H#5 ZBIZPEREATRERL. Mgt
THZMZBERAE. FRIERE, SREBIE T B e R
el AT ZEERY 1% BRI M8 B AR Sk o4 E={=kxd
K.

' NMR & (CDCLy) .

113 (3H, t); 3.13 (24, dd), 3. 22 (34, s); 3.51
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(24, dq); 3.88 (24, t); 4.15—4 20-(2H, m); 4.99 (14,
t); 6.22 (28, d); 6.80 (2H, d); 7.04 (1H, dt),
716 (1H, dt); #7.25—-7.31 (24, m).

ik 3 ' '
ZHEI- I-BEE) 2— A EERHRE

END A2 -ERE -3 — A~ ZHE) HBRZAS (c. f. N Taka
murafdT. Mizoguchi , Tetrahedron Lett, 1971, 4495) (8. 8g) IE#
(40mL) = B3 U A B2 Bl 60 M GO BEBESE (IT) — 54 (10mg) |
FEE (7. 9nl) 702 (S0ml) 693R-490%, MRS EE IR0
bR, REEESHEZR—BR, MK (2X200ml) 55K, #
EEBT IR MgS0) FIZR , BB FEBE K,
B RABETERFH204ZHRZBAEBRE, REHART-oR
FRBEFP BAKEG Z R Z BV BB 15 Bl — AR B AR AL &4y
'H NMR & (CDCL,)

1.22 (3H, t) ; 2294 (24, d); 3.35 (34 s), 3.94 (1
H t);, 420 (24, @; 573 (14, MD03Ee) ; 6.75 (24,
d; F17.15 (24, d). '
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£ R2 |
3— (A—FHHR) 2-FHARFE

E 1044 H 2 — B MU — 3— (A— 23 5) FIRR A% (of Tetrah
edron lett , 1971 :4495) (8. 58q) AHEE (120ml) FHBEREE
BRHASSH AR Z8EE (1) %4 (0. 18g) £ FE¥ (50mL)
RS, WIERORSMERMRSAN, RETETH
BN, BB AR, R SRR ZIRZ N (500nL) 5,
FA oK (3 30UmL) FIELk (S00mL) Bede, T4k MgS0) SEFER , sk
R BeRYAEREB R b R A AN Z BRZ BB N Z R Z B e
— R SR R BT S S AR EAL S, mp
61—-3C, ‘ |

H NMR & (CDCLy)

2,95 (2H, d); 3.40 (3H, s); 3.7 (34, s); 4.00 (1
H t); 6.30 (1H, 3k, ADLOALHR); 6.80 (2H, d),;F0
7.15 (2H, d).

473 | ‘

(E/T) —1— B3 —2— [4— [2— [N— BE—N— Q— o) =
B 2R XR| 2%
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Ho AL B SR A = LB (12, 349) B rP7E T IO BRI (200mL)
B, RHZE-I0CESIHALTRRA T BN A - SRR
(2, OMFIEBfe/MUSUIRME/ Z 83K, 13, 5ml+F) 33K, WA SR
SYEHREI0C, FHEETFHEUNT, #4- 2— N—Hz—
N— 2—mtied) S 5] Z 8| 2 B (KM &5 55 FF 503062
28) (4. 60g) 7 T-PU=URkig (Tml) FRBBEEIOCTIMA . REX
& T HAHREWA. SN, FEER . BREBERTK (600mL)
T, BT P SRR (3X250mL) , XS HHN 8 BRERA
7k QX IL)FaEsk (1L) BeEs, T4 (MgS0,) &% . HRBRAR
BUEE L AE_XF P E 1. S%E9 F BAE A st G 4> B )
#EEEILESY, S28RY, 21 IWNBSWERSY.

H NMR & (COCLy) -,

() —alkene: 3.12 (3H, $);3.72 (34, s); 3.94 (24, t),
.14 (24, t); S5.14 (1H, d,J=7.0 Hz), 6.01 (1H d J
=7.0Hz);, 6.48 (2H, HoE), 6.80 (24 d), 7. 11
(28, d); 7.45 (1H, E4KE), F8.15 (1H dd),

(E) —alkene, 3.12 (3H, s); 3.63 (34, s); 3.94 (24,
By 4.15 (2, t); 574 (1H, d,T=12.9Hz), 6.49 (2,
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H4K); 6.80 (28, d); 6.88 (14, d, J=12.9 Hz),
C7.45  (3H, EAoe), F18.15(1H, dd). -
2l

1, 1-—FHE—-2— 14— [2— N—PHE-N— 2—HrER) AE]
ZEE| KR 2k -

*

' oL o
| | P N\/\m

B (/D) —1—HgE—2— [4— [2— [N—FFE—-N— 2—NrEE)
AR ZEE] EE 24 (2. 80g), P— HEEEE— k-S4 (1. 90g) F1

- BER (150ml) L AL A IB-S A EITE T Mn#20. 75/, BHIFERE.
R E AR T Z 8 288 (200ml) 1, A AFIBER S (200m
L) Rk (200mL) SEATHRGE. TRk (MgS0) K . HLBORIVARE

AT TEARTE T —SFEA.

§ NMR & (CDCL)

2.85 (28, d); 3.15 (34, s); 3.33(6H s); 3.98 (24,

t), 4.20 (2H t), 4.49 (1 t), 6.50—7.50 (TH, &
A49);  8.20 (1H, dd),

BTRS -

2—HAFE -3~ [4— 2— [N—HBE-N— QR JHE] 28

R ZEEIAH

. —83—



R THAA= PR (. wl) BMBHL, 1——FR%2— (4
— [2— [N— BB —N— (2— IO IE) S 3L Z 455 2] 245 (2. 64
o) E Z#EB A (T0mL) B4 BRAGISHE . FEMA S SULTES 2Bk

(0. 3nL) SRFRABHE, EEETRENEL SN, REFM
AR5 —55 = RACTIS Z Bk (Inl) . 2NEY/S A — 20 k2 (100mL)
BREIE S, 3 MR A BRI (2% 300nL) . 7k (2X 300
- mL) Faziok (300mL) $eds. T4k (MgSO) 3HHE .  HEFR S BIERLES
B AR RS KRR AR A, I

S, EBRRY, REE—SRAETES.
IH NMR & (COCLy)

3.04 (24, d); 3.14 (3, s);, 3.46 (3M,s); 3.96 (24,
), 416 (3, &), 6.55 (20 H&), 6.84 (24 d),
7.15 (24, d); 7.45 (1H, td)F8.15 (1H, dd),

26 L

I EHE—3— (4— [2— (N— (2— 33 nTmk) —N— HEE]
ZEE| ER|AME

\>—N\,/\O/©/Y

BRI G0N BT, 1. 00g) M TSR ENS T
BN, N—— @2 FBERZ (70nL) QORSETRA = FIRK (3. 90g) BOBREHE
MBS, HRAWER TR, REMA2— N—( 2—
3t M) —N— B Z R P RREAS (TSR S
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§206228) (5. 90g) ZEF 49N, N— £ 25 7 kST (300L) FL B A0 MFE,

> SHGRAHEI0CTFIAENE, $40, Bk (S00nl) HEEMA

ZEZEMEE, BEHNZRZBEARK QXIL) #TE, TE&
(MgSO,) 7% . MLIR EBRAERERE: LA — & B b adSy BREE
GIRBHTERSE, NSB—MERY, ZWRMNZBRZE+
2B NSRS, mpS—6C.

W NMR 8 (CDCL)

1.45 (24, br , fHD.03#) , 2.81(1H, dd); 3.01 (1H, dd),
3.33 (3H, s); 3.67 “(l1H,dd); 3.70 (3H, s), 3.95 (24
1, 425 (24, t); 6.83 (20, d), F16.95—7.40 (6 &
ES8) .

- Y |
FEI— [4— [2— N— %3 oBm) —N—-PEE 2858 %
B] —2— Z{ERNBRE -

N /CHJ - CO,CH
@O‘H\/\m -+

- MEH2—EE 3 [4— [2— (N— (2— 33 o) —N— AER]
ZHAE|FR| NERFEL. Z& (4 4ol) F0&{F (160ml) H RS
WA AR R (3. 20L) FH AN . HIE S HEIFINIAL. SN,
RHL AR (2000l) TR, FHRAAREE 00mL) , 7k (2 200
ml) FEhok (200ml) e, MLFABMAMISO T, BE, R
F%E@?ﬁ&ﬁﬁﬁ&i%_ﬁ$ﬁ¢%3%Z@ZE’¢%HHYKEE

!
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EHSHE, WERRELEYD, Bk .

Iy NMR &(cOCL) . v .

3.34 (34, s); 3.56 (2, s); 3.77 (34, s); 3.94 (2h
t), 4.25 (24, t); #F16.80—7.40 (8H, E&H).

SE8 |

3I— (U—-BEH)I-SWAERMPE

HECR PR SR — B —3— (1—EXX) S FEE (

3. 00mg) BT KU FHB2ICHAI T EH S8 . ‘
IH NMR & (CDCL,)

0.97 (30, d); 1.14 (3H d); 2.91 (2H FE44K), 3.51
(1, E46);, 3.71. (34, s), 4.05 (1H dd), 6. 02

(1H, br, fID,03Fi%) 6.75 (2h, d), F17.08(24, d).
BIR9 - |

3-A—-BFHE) - HEEFR TR
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HERHRE SR - AR —I3— U—2FE) RRPE
(2. S6g) i it 2LNF 25 2B T E I A-69

'H NMR & (CDCLy)

0.83 (34, t); 1.54 (28, H-&49); 2.93 (2H, app.d);
3.22 (IH, E&69); 3.81 (H H&8), 3.71 (34,5s),
3.99 (1H, t); S5.54 (1H, br , AB.03FHE) , 6. 74

(24, d);#17.08 (24, d).,

£ER10 -

2—FE—3— U—REXSE) NEPE

| /@/\,/CO:CH:
i HO OH

#3I— U—FEXE) —2-ERRTEM S LEREH R EFATH
B AFFEW09101337) (5. 729) 78 B EE (120mL) o B RIE RS,
T I AZI10%8E4E 7K 5% (1. 90g) 72 P EY (30mL) SR Ak A H B RF .
W E O ARG (6. 40) IAKLH, 36N IR Sk EI L 154044,
REASHEEE. FERE TR EERA. &
REREZ TR (M, 100nl) &, 355 28 Z B (2 400mL)
. BAHEZRZESE B K (400nL) , 27k (400mL) Bk
T4& MgS0) TR, HEENBCRYEREA F A -9
1. 5% BESRLIGEAT 5 B IS B AR TL 24, mp
42—43°C.

‘H NMR & (COCLy)
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2.85 (iH, |, FHDO03FH) . 2.90 (1H, dd); 3.05 (14,
dd);3.77 (3H, )} 4.42 (15, m, BELOMESEEBId) .
3.36  (1H, 3}k, FD03FH); 6.70 (24, d); F17.05 (24,
d) .

T : *

3— [4— [2— [N— (2— 33 DEME) —N— PEE] Z H8) X1)
—2— BRE PR

r " jCH: CO, CH,
C- - J T
(8]

3

HAREA A, mp109—112C, RM2—BE—3— (I—L¥E)
PN B B B L 28U TS 5] LR 0 45 BB AT 1 o

IH NMR & (CDCLy)

2.68 (1H d A00%Z#); 290 (1H, dd); 3.05 (1h, d
d); 3.35 (3, s); 3.76 (3, t); 3.95 (24, t),
441 (1H, o ZALOMERGSEdD), 6.81 (24, d), o
6.95—7 40 (6H, 4, |

EYR12

2—[4—(2— [N— (2— %3t oEME) —N— Bas] 225 FHEH)

ZEAEg
ED:}_J\;\O/Q/\GO, CH,

Y )



HBEALE (0% BT 5 Yyl F, 2%@&2&@@ SHATAHT
BT A R Z B P ES (8. 300) A TN, N——BE B
B (100mL) F938F . ZEHEE THEIR-SURHEI0M4, RS
SIA2— (N— (2—FFFoRma) —N— I 40E) Z B RERERS (13. 50
Q) FEN, N—— 2 FR AR (150ul) sFEGIEH, ¥R AHWTEB0C T
MRIS/NE, BHFRZRE, RERAK(LBE. A28
Bg (3 400mL) ZERY, HEHX S I Z B Z BRI K (Ax 1L)
ok (10) ¥Rk, ik (MgSO,) FIZER . HWIREWRERRE FAE
TEFRESL SEE BRI T eSS BN LSRRI S

W, BFECRY, Tmst— AR .
'H NMR & (CDCLy)

3.35 (3H, s); 3.57 (24, s); 3.70 (3H, s), 3.93
(2H, t); 4.28 (2, t); #06.85—7.45 (8H, H4H).
%13

22— [4—[2— (N— 2— %3 oZmi) —N—FEZE] Z 8] £5]
- LHE

CH, " _OH
N
Q \>_N\/\o/©/\/ :
o

H2— [4— [2— N— 2— 33 oZms) —N— FEE) 2858 %
| ZHTEE (11, 60g) AT 2540 ZBk (200mL) & A TR BB M IS
SFAFMABKSEE . SBEH (9% T ZBE150nL) g Sk
BB T. EOCTHRANBESR054, RS FmHk
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(10mL) FIZRER (2M; 10ml) finBIHE . MBSk (2000L)
R, FREBOATBIPHA. O, RS A 2B 288 (3X 200mL) 258, #
AN ZRZBBBE A (2X500ml) . #hok (500ml) gek, Fig
(MgSO,) Iz & NS BlknEib-S4y, mp95S—97C.,

'H NMR & (CDCLy) - \

2.15 (1H, e, AAD0%HR); 2.75 (24, t), 3.30 (34,
s); 3.80 (2H t);. 3.97 (24, t), 4.22 (24, t), * Fn
-6.80—7.45 (8H, H&H).

R4 '

—(2— (N— 2— 33 M) -N—FEE| 288 ¥ 278

m!
oL O
DN
Q ‘-v/\o
oo ‘
‘] :

HkoE — = BALFRE-A4 (1. 539) 75 = B AR (Sml) 4 IFE B
RTIAZIZHHE, KAHE2— [4— 2— [ N—( 2— %3
ORI —N— FRE] ZRE] EKE] 28 (1 00g), = 7.8 (2. 25m
 DRITEF L GonL) HRATR AW, 0C TREHIESH 10
5380, RIBEETHEESS, REA 2B (1000l) BE 3
R FA7K (2> 100mL) . £ (0. 5M; 100mL) . 7k (2 100mL) Fithk
(100mL) 8%, F4% (MoSO) 7R . HFREBAERERCAE 75 —
ﬁ@ﬁﬁﬁm*%ﬂZ@ZEQE%QEM%Q%EMA% —

- FPEERY.
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'H NMR & (CDCLy) |

3.29 (3H, s); 3.53 (24, d); 3.86 (2H, t), 4.19 (2
H t); 6.80—7.50 (8H, &4); #19.68 (14, t).
IS5 |

3—- U—BHER) -2 (2, 2, 2—-ZRZAHE) FIRA T

IFSS s
i MO OCH, CF,
r

EZRMASATH2- _BE-3— A—2FE) HRRFRE (3. 00
NEE2, 2, 2—SHZBE(10mL) (IR 1553 5h P b A B2 5
iTaRERLE (1) Z34p (0. 0064g) F12, 2, 2—=HZP¥ (Sml) 4
BEREYS, DETHALREWISHS, AFMRERUN
B, AEIFFAR. WRERAERERE: A MRt AN
ZERTEGR R BT @S A E NS B ARTL &Y, —FhEBTRY,
HIER RN oA .

- T NMR & (CDCLy)

3.00 (24, Z4%); 3.65 (4, F468),; 3.74 (34,
s); 4.00 (1H, H&4%); 4.17 (18 dd), 520 (1§ &
i, MAD00%%#); 6.75 (2H, d); F1 7.08 (24 d).

FRE (EL) ZE278. 0763amuiib R M, Col R0 8938 iME 2527

8. 07666,

EIR16
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3—4—[2— [N— (2—3 oEmE) - N-FEE| 288 ¥H]
—2—Z8WE | |

CH, CN
N
@ \>_ N!\/'\: CH, »
a !

Wid— [2— (N— (2— %3 RME) N— P8 2858 %2
B (1. 5g), P— BB —k &Y (100mg) . AT (20) FIZEE
(30m L) L RANE S EIFEINA LS/, B30, A BERRST (Sq) 5%
008, BHIBESYFIERE L TEIERE, NED3—4— (2
— N— Q—FHFoBmE) —N-PEE] 2858 X2 2B - Fmi,
A RFEFRSETEA (FE) .

ﬁzﬁﬂ:ﬂ?ﬂ%zﬂ (0. 03ml) fin A B _EiRAYREE (1. 5g) FIfE
TR (20mL) AL = FERES R (AC) . SRR A Y
CBIEE, FERUNT, REHEMADIBRBIS WO KERS,
WHPWEES . T4 MaS0) HEK. BEREREE HEH
EZERRTH205Z BN EEGET AT, Maakdg
KRBT SY.

'H NMR & (COCL,)
.20 (3H, t); 3.05 (24, d); 3.30 (30 s), 3.3—4.8
(2, J4&); 3.87 (24, t), 4.10—4.30 (30 52). 6.8
2024, d); F1 6.90—7. 40(6H, FAH).
TERA4L S
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31057611/6587'cﬂ<1 (ob/ob fl\ﬁmﬁﬂiﬁomidﬂmﬁ%ﬂaé‘% 23
HEL—EHE, iR Rm IR0l AR, =
B SH AN S Roxoi dirl. Bid8RIRIEFEAY
K, BN/ REEES I, RSEADRENHERE (3
/ka) . T EEREA A0 MR IR AR EE/S690, 45, 9050135
SEUEERE, FABERNMEEETOERROEARRRET
Eoh EAENL S YIRS T SR T A . SR
A VINY:-



—ts

=

- M EE 28 T 1

THB ot BT
L. - 3000 . 54
30 49
2 3000 51
. 30 58
3 100 , 53
- 300 55
r 30 49
5 100 51
6 1000 50
30 26,
E 100 ) 49
10 100 53
10 '!55
11 100 ] 51
30 49
14 30 54
17 100 52
20 100 i 53
23 100 58
26 100 5]
29 100 60
30 o 55
31 30 41
34 100 16
35 1000 59
37 30 61
%0 10 62

—gf—



£ (&) .

| - . ML T E
B P HSE
Sy g (imol. kg-1 of diet} FE/NE2RY
41 30 ! 61
42 30 69
43 100 56
44 ' 300 37
b 46 30 57
47 30 61
49 , 30 53
61 10 37
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