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1. —fTRERXRDH v -RA-BFERERTEY:

CH,3

HFb X' f XHERAR, EM40RREETF & 17 MREFHEE, §6-10
TMREFHEFE 710 MBRETFHSRE, & OFET, 8% =f98%,
F14MRETFHREE, & 147 RETHREESEE;, RAEERE, B
AR,

2. IARFIER 1 iRl v -ER-BEFRERGTEY, Hb X IR aE,
X AERTF.

3. RFER 1 iR v -ER-BERERTAEY, HP X' AEETF X
RHERTF.

4. WMANFER 1. 23RN v -ER-BERERTEY, X+ R IELR,

5. IARFIER 1. 2. 34 M v -ER-BENERTEY, EbhHWY
%I K (aR, 1R).

6. IAFER1., 2. 3H4FTBEM v -ER-BEEFTERTEY, HPHY
B (oS, 18).

7. MRAIER 1. 2. 3H 4Ry -ER-BERNERGTEY, HbeR
HMER@R, IRy -EA-BEREARTEYHHE NS, IR v -EA-BER
ABRTEYNIREEY.

8. WIARFER 1. 2. 3HK4FRAYy - ER-FEERERTLEY., HbPER
M A (oS, 1My -EA-RERNERTEYMAR AR, 1B vy -ER-5FA
EBTEYHMIREESY.

9. —HHIETRERXDOM v -ER-BERERTEY T E:
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CH,4

He X'f1 X HERARRE, ENMa5RREET, & 1-7 MREFHHEE, §6-10
PMREFHSE, & 7- 10 MRETFHFER, 88, NET, & =88#,
FI4ATMKREFHREE, 814 1TRETFHRBERNE; RAERER, R
PEERBER), IRAFTEAEHERADAY B -EFREFNEBRTEY S5ERAD
Wy 1-95 3 Z BT A Y 64T I A,

(Fd XU X0 B E X)),

NHz\rR a
CH;
(HHh R 0 EE ).
10. IAFER 9 rRMHE v -EA-BERERGEYN T E, HPEH
X' AP EEFE X HEETHL - ERBENBERTEY.
11. IAH| TSR 9 FRramdl & v -ER-BERNERITEYI T, HbEH
X' HEETHA X HEETHS -EFBRENEERTEDY.
12, AFIER 9, 105K 11 Frid il & v -ER-BHERERTED I H E,
Ko 1-FEZENTEYDRE 1-FEZIE.
13. WAFER 12 FFROHE vy -BER-BEXRERTEYO T E, Hd 1-
FE L ER(S) B s (R)HY.
14. ALFIER 9, 10. 11. 122K 13FFRMHI& v -E-BERERNTE
VIR s, B B AR O B R L.

2



10

15

20

15. —F & TREXIVINEERNERTEYRI T

xl

a .COOH aw)

xz
NH;
FEH+ X' XHRERRE, EMa3RFR8ET, § 17 MRETHKEE, & 6-10
MRETHERE, §7-10 MRETFHFRE, 28 KEF K& =ZAPE,
14 MRETHRERE, & 14 MRETHEMERHE), MR EEREE
AOW v -ER-BERERTEYHTER R L

CH,

FHeEX'fMxX*wmEEeX, R ARFERE BAHERNFER).

16. IAXAER 15 IRMNHEEFRRERTEYNTE, HPHERAHRERN
(R, IR v -ER-BERNERTEYRHSHYE Y Ee L ERFRMEHEE
RERTAEY.

17. ARFAER 15 FIRNHESFEREARNTEYHTE, HPEABEDS
(@S, 1B v -ER-BEFERTEYRE SHNHEe L ERFEHENER

WERWTAY. .

18. MALHIER 15, 16 5 17 iR H EBERNERTEYWO I E, HPE
FER RIS BELRFEETETH.

19. IAFER 15, 16. 17 R 18 FIRMNFAIEBERERTEYH T E,
Ho s S AE R RN,

20. MALFER 15, 16. 17H 18 IR EBERNERNGEYN T,
H o f F BRI R,

21. WALFER 18, 195K 20 IR EEENERTEYNTE, Kb&
JB AL R B aE AL T,
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22. IR F)ER 15, 16. 17. 18. 19. 20821 frRMSH EBXFER
WA FE, HEPERERNESH TV EAEER Fi#T.
23, —FiHE TRERIVIPEERNERTEDE I B

xl

a_-COOH )

xz
NH,

(H X' # X HBIERE, Efa3RAREETF. & 1-7 MRETHRE & 6-10
TRETHIE, &7 10 "RETHFRE, & KET, #&E =#FE&,
F 14 PMRIRFHEAE, & 14 TRETFHRAERKE) R EEEEE
A(DK b - KX PBEERBHRATEY SERXMADK 1-5E L EMTEYHITRAL

xl

x2
Ghrb XPF0 X2 4 B E ),
NH R
‘ZY (m)
CH;

(H# R AARFEE, BRAKNERRER) MEEAESHEADH v -E-BFR
BT AEYHITE IR R AL

FHe x', X2HRIWEEN.
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y -AR-BmERERTEY LR E R
HEBENERITEDN T E

H A S
FRABE —FHEFBTREAIVHXFEERTERER
(homophenylalanine) T4 #8975 -

xl

a OO0H )

X2
NH;

(HP XM XHREARFE, EMNSAREEET, & 1-7 MRETFHER, & 6-10
TRIETFHEE, F7- 10 TREFHSRE, B2E HETF & =fHFHE,
g 14 TIRIRTHRERE, § 1-4 MRIETFHRHiE(alkylmercapto group)Z il
&), xREAEEERHEFEE By -ER-BERERTEY, ZRHEH&FE.

HLERBXAV)BZRHAEFENESFERNEARTEYCL TR “BHERER
HEDAVY YE—FEER, BEIN R, THEOLEZKER/ALHMH R L
T#A “ ACE #HIF” YA —RIFHFEEMN.

WMEBENTFAHRME-64-71934 HER, BEISVHREMNERLBERERET R
28, FTARERERTEDAV)IES L BETR ACE ## 7.

TREA

EH & ERAFEENEEAERTEYAVINES MILFE R T ES,
F—f A AR B R 7 B, M AT B A A AR B AR
X FR A B .

fER EREREYEARNN S E, AHANEERLFTFAMRF-01-79134 HET
—FF 49,3 B 2 N BE IR 8§ (hydantoinase) A X #RAME AN B Z I BRAR A 7 8s, A=
Kokai Publication F-02-31694 1% T —Fh 40 P RE 7K M8 B8 A %o $F K 8% A L 09 &
HFNFTE., A, IEFEEREEEIPFEEATEENERRLESDY.
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KEELH 5316943 BT —MEFEHEEEEHEERBHAN BN
¥, TR HLILF 2 & (Journal of Organic Chemistry)%8 55 #, 5567 W (1990)_F # &
T —HEERFERNERKSEEEE N NEFERNY TS, AT, XBFEEE
& F B SR B9 R BR 1 9 K

FEXRE L2 ¥ SR EJournal of the American Chemical Society)s5 112 3,
945 BU(1990) b #55E T —FF R IEE FBE AR ST FRK M N W BS RO b 85, 78 0 {22
F &2 i (Bulletin of the Chemical Society of Japan)4 55 %5, 918 T (1982) - # %
T —FEEERAREEE A RKEANN CBETEYH TS, AT, X
77 R SME YR 4 (racemic resolution)i:, B M Bk, HA[IZEE LG4
HIERSE—FBEHNITRENLEY. B— P AT TmRETRAE 200,

fEN EREEARN TSR T E EVFTRENE AR HRHRSYEES
RALBENNEY, HMEEFNFREERAEELRE, $ 1145, 1906 T
(1992)), BIFERAANMFELEASYEL - FERE 2 EECTRTEEYHFEGE L
FHRE, F52H, 5142 WU HEEELEEEMNHERVTEYSEERE
R RN TEGEEAEFSEE, $£108%, 1103 T(1986)). AT, X
FXHERN T EREMS AR HAOBAFSEUL BN ENEBLESY.

BN ERBEAF TS AEEENBEERERTEDAVIB T E, PR
BENFNCHEFERAEZEFSEAEMN N-BBEENT AW F E(HZE Kokai
Publication Sho-63-63646), 3 {85 F f% Bk EL 37 5 40 b7 &9 B BE A9 77 B:(H & Kokai
Publication Sho-63-145256)F0 145 A& R ERIF 5 H M B N-Z Br 24L&
EEYIFERE, 122 4%, 348 T1(1937-1938)). KW, AEiL X EFE
AERBERBIMNEEREDEBE—FNFTELESY, BEREEAHEBELE
B IBIER .

EXHEHARRERES AIEFFEMBTERS ARED.

E¥TFERAR, FRAM—-TENRBHE—FH & LR ¥ EEOEERE
BITEYIVNRATEBEAR I E, REPEEME 6 &7,

7= & B B Rk
FEABR—FTRERXDY v -HR-BERERTEY:
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CH;

He X' XHARAR, EM93REZ8EREF. & 17 MREFHEE, & 6-10
MRIEFHISE, F7- 10 MRIEFHSRE, B8, NETF, &8 =Ff9P#%,
F14TMRETFHRREERE, & 14 MRETFHEBEDMRE, RARER BUE
5 BIFEEHFEE(TEHFES “v-BERA-BERERGTEDO” ).
FEABBEE—FH S v -ER-BEREETEYONTE, TEBEEER
(DK B -EPHBERHRATEY SERNADY 1-35E 2 BN £ Y 1T I,

xl

_-C00H
2
X o

(HF X' XU bEEXTEEREY “B-ERBERNARNTEDAD” ),

NH R
Z\r (m)
10 CH;
(HPRUMEEO(THEERENY “ 1-FRHZEMFEYAD” ).
FEHBREE—FH SRR ERERTEYAVINTE, EBEEFRR Y -
ER-BEERERTEYQOHITER K.

15 7 & B ) TR R

KA H—E AR T.

AR, v-E-BFERERTEYO(ER—MFFEOYEF TN LR B
-FERBRERNHERTEYADH LR 1-FEZEMEYUDEZTIBER Michael JIAK
RMBESHB)TURAESEE LAETFERERTEDAV)TESESRBE

20 AFETEEFRRy -ER-BEEREBRTEDOBRES HHE.
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BAEZH, Y7 bR AR EA R FEFER 1552 Z RATEY )
Bf, BTRAAENTEREFEE A RUTEY v -AR-BERERTEY, Bk, @
FFdy -EMA-BERNABRTEYHTUHECEAREETBHIR-HENER
TP ERES)-HEARRTEY.

TR BB A AR N AR RINT:

xl
@W/\/OOOH an > @Wm(’“ m
x? NH. x?

2 R 0O HN R
CH, CH,
xl
iH]
—_— @'\J\i‘/“"’“ a
xz
NH,

EXARAHZERS, RERGEERNERTEDAVIBMEHAERIFM LA -
FEHBRERKRRTEYIONA FAXT PSR- -ERABRENERG S X' BXHH
&, XREFEFMRBRAKS -ERARENEBREHTX'EEEF, XEEEK
+).

TR B -EFBERNEBRTAYAD, TUARIFMAXFEHER.

FIARRRXTTUELCHAMFERSHEH, A FEKALSHMEREE
Friedel-Crafts R W (BVLERL, 5 538, 229 WAISH)BREZHTEYF — KB
2 {7k 45 & (H 7% Kokai Publication Sho-52-39020)4 .

BRI BT A i e SHE R T R e F 1kl 18.

B i R A0 2 4 A BB FT LAFE 45 & BA 89 Michael INEL BB E . SR,
MR e AERE, MITEERS B

EEREQERD, 1-FEZEREN ISFEZEMEDADRRFY, ER
EECRBEEN—M. MA, XEEEMN v -SR-S EREBRT A TEHS)-1-
K ZPEHR(R)-1-K 7 2 H 15,

ik 1-FREHEDADP N EE ST - R =R AEEEHIL
20 e Yl

EAFEZBANEERS, HAAe - ERBREARRBRTEYID SRR 1-FELEK
FAEYADZ IR RN & v -ER-BERERTEYON T ETUQENER
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R PR ITE B -EFRENBEMEYADH TR 1-FEZBRFEYUDES,
EERN#HT. EREEM, FRRRMEFWGQEE 1-355 Z A Y DR
B b -FHABEFNHBBRATEYADK Z BEE % 5 5 .

HEZERMARHE v - ER-BEREBRTEDOP, YEHC)E 1-X48
LIEEt, AR AP R R B R RIR A Y. HEERVBTRHEAS (S, 1S)H
By -ER-BEFERERTEY:

xl
aS _COOH "
x? O HN
1S
CH,

G X' XM EEN), HEBR(VDRFGEAE (@R, 1S)HWEE v -EA-FHE
AERTEY:

aR_.COOH v

2
X 0 HN
1S

CH,

G X' X2 kg ).

EEAMBEBF, JEXTEEZ (S, 1S): (aR, 1S)FEH L H(51-99 % ):
(49-1 %). (oS, IS)BREFIENTERERE, B, YEHFS4ESHNENKEE
i K 5 R MRS TS AT AR B IEXT B R 2 LR /DT 70 % #9(asS, 1S)
. ME, @i EEFER N RN DR E ] LB e 3t sk e MR /NT 95
% B (aS, 1S)H).

FRAERE 1-FELRE, TR EEBEBSEEE LA @R, IRNEEIHS
(aS, IRBIZEA/NT 95 5y -BEA-BERNEERNEY.

e 5 bR hn BB BE o B RO, TT AR BB FI A SKER; B
B, 2B, FNEE, EWNEE. NTHE ECHE% BEFUZE "AES BE
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Fln —ZmE, Bkt WMEKWE, BiMEMM_FEXPBE —FRZBE,
NPEBEBEAE, N-FEMEEES GAEHNO-E PR S0% WEEHn
WE, 2R, PERTEERES TREPREFMO_PETR, OEEgRE;
BEIENINLBROBR, CBEFERSE, FRENWE, HE, —BHESL KBS
meke, Kb, HRohk%E MEMNMNREY.

HELRMERMPEASERKOERE, F8 v -ER-FENERNE
YR AEXTBEZ L RAKRT 70 %, IMNFEMAFERBRFERTHN. EREK
B, RVAMHEREAEANZEEHN. ETXEER, BT B (protic solvents),
RHEHEBENNZE EFREAMRNEEEFH, FHERAXEET EERD
T 80 % BYIAEXT Bk H..

EERWMBRENS, LRS- FRBERNBERTEYADA LR 1- 52N
EYUDKIREHEF N -EFBREFNSRMTEYW): 1-35HZEFEYJAN)
=293: 1-1: 3. AT, Y58 -EFBRERSRTEYADMELL 1-358 2 B
AYADRS BN, HTREEERR, ZHER1: 1-1: 1.5 81,

ERMBE N PR RERFN 0-80 C. NEBERMNE®NMAEERE,
30-60 C B E 6.

ELERMBREMPXT 6 -EARERFRTEYADNEERIF RN 0.1-20
%. RM, ATEBRMRKETHORMEEE, ZHEER 120 %8E ITEHR
B, B)n7E B A I0ER I BT /S AR dE i K A8 e X Bl A, b AT UGS T S ) R R IR
BERETH S, BIINERLS MTREER2 %, TMEHRBER 1 %4646 -EHERRE
AREBRATE W ADF 1-35 5 Z BAT 4 YD) 2 (8317 K .

BHTLAmBRNEBERGTAIEME, BRATUERNESYFMAE
REMFA AR, ERFRET, TUREMPIMBEREM=2, =FKk —RA
e, —RFEHELSE MEBRRBREMKREN. BREREST, BRH. BRRE
% BEREELYWEELH, SEM4E TEAES BIL&BEEELYN
SELE, SRLE SEAIS SESRESALYNE R Takas;
FAEAFENTEANFESE, SEANIEE SEAFTE=PEESE.

ELEARMBRENY, FTUABHATH~Y, By -ER-BFEREARTLEY
(D), XAETSEBERNSRPIRIENFTERNITITEEY. S LAEMR
MEKBRMIBESYZEHT. H—F R0 AR @i HPLC A48k A
WNZ - KR RAE R B E LS &R F4T. 10T LATE B hn B RIS 3L R 4 B R A&
ARPMABEMILRRGRZEMNBRFNRATE =Y RN LR, HRi
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S 2ZERDBEER=Y).

WA IEMAKEBRNT 2 ERMBENAERKN v -ER-BEFRFNERTEYD
MBI mMBREREHT T —BELE. _

AR, LREEFERMTEYOVTELFE LRy -ERA-BERERN
A (DT 8 IR R 15

YE PR R R AL AT IR B, AT AR RPN E EEREAFEET @
R IR RN, EEBRINEE. BRAeE. REBHFHFETEBRESE N PHITHMNE
B Clemmensen EJR R R; F BRI EIRR B ; 48 S 4brE(silicon hydride)fb&
YRR FERN; SEERETEREFBMEMSHER Raney BiEFEEENRERERR
R, EEEREERAMNMEERBRERETNEAESBHEREENRERS &
FE—BRA&BEAYERREESBREAMNFETHTIH AR ENRER
R,

He, E&BEARNFEETHELCEERMNB TEMRBTMN.

1E o B iR 4L 5 B2 B B M & IR AE AL TR, 7T LLR B9 3l dn A8 4B A b 7Rl 4
B, HEALE, Eib48, Pd-BaSO,, Pd-CaCO;, Pd-ALO;, B-=FEZRE,
Pd[P(C¢Hs)sls» Lindlar fE4L], BEfARENSE; iR s ibsa, 8- B4
16740 Raney $15%; SFEfLFAIER; €. HPEEAARREFHN, FEREMN
A E R E S, NN AERE, S-RERINEY.

ELREEFER NS, FTLERADTERNEER. /EREER, TR
ERFINMEE P8R, PR 2RS4 £RUWE. BREE. R B%
BF SEEE&Y: Raney R%E., Ho, & FB. FRIMESESDETH
BEETRBITH.

fERFT R P RREE, WRIRKMHIINE FMeE HFEM = Z2EFRE&S.

fERFTR MR EY, FTRRRAFAME SMiEH. NaB(CN)H; %.

UEBRERTFENPENRGFETEH, EREERNTAEMMIET, FHIK
1B RIFR PR, |

TERFTARR, TR RMBINE XYM, HEBRAKEE. HXYT v -8
R-BERERTEYQD, FEBRATMRETFAR 1-30 38, HZEMRT 14
B, EERMEREFRTEESITEEASCABBNEE. YXEET 30
HER, RGBT R

EAFFRRER FER, ATUARRAFWAK, B ZBREMNHERY.
MATHREENAERE, HEENOPEE. 8. ERENMRAERETH.
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ek ERBRRE N B—A0F, FTEAEEHASENCERESTIRLE
75 77) R R AT B BB

H(aR, IR)-N-(I-FZH)-v -ERTAEEFBERERFTIMAL 1-100 % [
E-RAEA, S NERAMBEENN ZEERGER, £ ERTILRF
fEF, 7E0-100 'C, BN 5-70 CHRE T EBH T KD #HFT LA E 80 /b
Bf, XHETULFERMELEBRER)-TREEFSERER. W7 LB AL
370 B9 i Bt O 4 4 I L B 1]

ZEERBIERRERNF, Ey -ER-BERNERTEYON e & LERFAXS
R, Hit, o M EREBEHERNERFERNTEY T UNAEMBIRE (oS, 18)
HERy -BRA-BERNERTEDESR, MEa b BEARWEAEFFNERAT
A M E] DA MAERE B9 B A (oR, IRVWEN v -E-BEFRERTEY S K.

EEREBARERNRRGE, S8#EAeRN, REHREEN, THREEHLHSE
KO BERERTEDAV). EFENE, AT ERENZE-KERHEN
FzELERE. A, FNETERAENEEFRREMIENE FXRMIERNER
AH i R R EATE].

FRBEMNEENEEFNEARAEYAVTT LS S & AR,
MBEE . NCA . EHUEBRERIBEARER NEZERTREREEAEES
41 BZ b & ACE #1537,

AEEH, v-2R-BERERTEYOTT AR 8 -FERBRENBFEATE
B (ID)FI 62 05 1Y 1-95 3 2 AT 4 Y (UD)3E i1 R A Michael il B REFI g B B9 4L
By g U ERT B MAEE B WA, MEMRTEYOYTELEERT M
HEYEF BN B RN EZRITEDOV).

SEREA & BT A
TRLREHIH— IR AR, R, ERAREELHLE.

LHEF 1

& B (R, 1IR)-N-(1-FEZE)-v -ER-IFEEEFHNER

R R-7 R E - b -EFBREFRER(06 me)E T 20 mL Z8, HEEA
FH 40 C. IMAR)-1-FEHEZIE(21 mg, 1 48), 7 40 CEHITRAL 15 /DT,
SRR EFEBHIE MNZHEKTFESER REEEZTTHR HH17T0mgH
&4 R K (aR, IR)-N-(1-EZ &)- v -BER-T P EEHERNERGER 52 %).

8
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TLC(REAZ); Rf= 055(ETHEE: ZEE: K=4: 1: 1).

NMR(DMSO-dg, 8) 7.9d, J =75, 2H), 7.5(m, 5H), 7.1(d, J
= 7.5, 2H), 4.5(q, J = 6.8, 1H), 3.9, 3H), 3.8(m, I1H), 3.6(m,
2H), 1.6(d, J = 6.8, 3H).

IR(KBr /', cm™): 1680, 1600, 1570, 1380, 1250, 1180.

BA: 160 & 161 C,

Cald % =-902(c = 0.051, MeOH: INH,SO,=3: 1, v/).

TR

SLHEiE: C, 69.66; H, 6.53; N, 4.11;

HEME: C, 69.71; H, 6.47; N, 4.28.

LBl 2

& B(oR, IR)-N-(1-FEZ &) v -EA-3 F AR B EHN A (aS, 1R)-N-(1-E
ZE)-vy-EA-MHFEERERER

WRA-XTREAE-b-FHMENBERGIOmg)ET 20 mL LB, HEER
HE20C. MAR)-1-FEXZFEQRIOmg, 1 HE), 7£ 20 CE#HITRMN 15 /M6,
FERERBHIIE, EASTTE REBGEIHEMGQR, IR)-N-(I-KXZH)-v
EA-PREEEEREBM(S, IR-N-(I-EZ&)-v -EX- W FEEBTERE
REESY, FEXTBEZE N 6: 4. 2K1B 370 mg HEULIE. HWFAIEXT B
MEEHE, ™ENHS6%. 78S, IRYE, 4 HPLC R4,

(a8, IR)F!:

TLC(EEEE); Rf = 0.55(GETEE: ZBR: 7K=4: 1: 1)

NMR(DMSO-dg, ) 7.9d, J =75, 2H), 7.5(m, S5H), 7.1(d, J
=75, 2H), 46(q, J = 6.8, 1H), 3.9(s, 3H), 3.8(m, 1H), 3.6(m,
2H), 1.7(d, J = 6.8, 3H).

e 3

£ B(aS, 18)-N-(1-FZ.&H)-v -SR- N HFEERFREAR

BRA-FHEERE-p-ERBRENFERGIOmET 20 mL 284, HREA
) 40 T, IIAS)-1-FEHZ Q40 mg, 1 HE), 7E 40 CHFFTR 5 /AT,
ERIBEY P IMAZEQ20 mL), RMUSLEFHIT 10 pEf. SIREREZHBAIU
i, ZEHEST T4, KB 380 mg HAIER(S, 18)-N-(1-FZF)- v -EH -3+ H

9



10

15

20

25

30

------

FEEERER. EXNBEZ (S, 1S)E/(aR, 1)E)HR/ANT 95/5(7=F K 58
%). NZH-KPELRIBIEMTRE, KEQBAHREMK@S, 18)-N-(1-KZ
#E)-v -HA-MPEEBERER.

TLC(REMBE); Rf= 0.55(IE TEE: ZB&: K=4: 1: 1)

NMR(DMSO-dg, 8) 7.9d, J = 7.5, 2H), 7.5(m, S5H), 7.1d, J
= 7.5, 2H), 45, J - 68, 1H), 39, 3H), 3.8(m, 1H), 3.6(m,
2H), 1.6(d, J = 6.8, 3H).

IR(KBr K, cm’): 1680, 1600, 1570, 1380, 1250, 1180.

R 160 E 161 C.

Cal) % =+ 90.1(c = 0.051, MeOH: INH,SO,=3: 1, v/i).

JCE ST

SCHi{E: C, 69.76; H, 6.35; N, 4.12;

HEE: C., 69.71; H, 647; N, 4.28,

ERER 4

& B(aS, 18)-N-(1-EKZB)-v -ER- N R EERHFEFNER

B RA-3RER-B-EFBREABRRASS me)BFT 10mL LB, HEER
40 T. MA(S)-1-FERZIEU2]1 mg, 1.1 HE), 7E40 CoFFTRAE 15 /)
B, STEBBREREHTRE EESTTHR, K15 210 mg BEIIEMN(aS, 1S)-N-(1-
EZE)-v-BERA-MHFEEEEREE. LI 71 %. IEXNFREZH((aS, 18)E
/(aR, 1S)ED AR /NTF 95/5.

il 5

& B(aS, 1S)-N-(1-FZ#)-v -ER- NP EEFFEAER

MR -XTEAE-f-EFHRENBBQ mg)ET 10 mL ZBEH, HREHR
HH 40 T. MA(S)-1-ERZERL(109 mg, 0.9 HE), 7 40 CHFITRE 15 /H
B, i IRER AR, EES T TR, #8165 mg HBUITER(aS, 18)-N-(1-
KZE)-v-FEA-NPEREBEEAER. EH42 %. (aS, 1S)E5(@R, I1S)BH
JEXfok{EZ EL#h 85: 15,

LHEH 6-19
4 Bi(aS, 18)-N-(1-Z3)- v -EA- XM FEEBEEREARM (R, 18)-N-(1-F

10
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ZE)-v - HRAMFEEBERER

HRA-XHEEE-8 - ERRMERKERCOmg)ET 2 mL 3k 1 FHHEA P,
HREFEWE 40 T, MA(S)-1-FEREZBEA3 mg, 1.1 HR&), 7F 40 CH#HTR
R 15 /hef. Be2RENBEYMA 18 mL ZEKBERZE: SEREH 2.5

5 =28: 2, vv)¥, FIHPLC &#r. KB~ MIEXFEZ ELinE 1 B8 (s,

1S)-N-(1-FZE)-v -HA-M A EEREREBRA(aR, 18)-N-(1-F 2. %)- v -H1t-
MEREERFERAR.

EFR 19, PR IERT R 8 ki,

10 = 1

A a3 (a8, 18)El 5

(%) (aR, 1S)EIZ
SEHE) 6 25 45 53: 47
LREB 7 B2 90 56: 43
SEHE 5 8 £ 80 60: 40
SEREBY 9 ZBRZ.FE 90 59: 41
LB 10 P 4 ok g 90 55: 45
LR 11 2-IHEE 86 87: 13
SLHEf 12 1- B 87 92: 8
EReH 13 7 40 62: 38
SEREF] 14 ZF 90 70: 30
SEREH 15 FA % 71 67: 33
Kl 16 DMF 70 80: 20
SEHER 17 ZIg 90 70: 30
SEREf] 18 ZBEIR(1/1) 67 91: 9
S 19 Z.0E/7k(1/1) 60 68: 32

SERE ] 20

£ Hi(aS, 1S)-N-(1-FZ&)- vy -ER- N FEEFERER
¥ -3 A - B - P BEFRIRQ06 mg)A T 20 mL Z. B2, KRB
15 B S0C. MAS)-1-ZEHZKEWA35 mg, 1.1 &), 7E 50 Cr#iTRE 15 /)
. SEEREHFEOTE, EEEZ T TR FH 255 mg A ATTIEM(aS, 1S)-N-(1-
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FLE)-v-ER-NPEHEESFERAER. FERH 78 %. IEXMBEZ (S, 1S)5E
/(aR, 1S)EN) R R/NTF 95/5,

SERES 21

EH(aS, 1S)-N-(1-FEZ&)-v -FERA- I FERXEERER

BRA-PEE-b-EFBRERBEGOO mg)ET 10mL ZEF, HEERA
TEH 50 C. MAS)-1-FEHZEG23 mg, 1.1 ¥&), 7F 50 CHH#HTR 15 /b
i, SIEREFBHTIRE, EEE T TR, 18 650 mg A A EHN(aS, 18)-N-(1-
FLE)-v-ER-MPFPEEBERNEM. 2 H83 %. IEXEEZ H(aS, 1S)HE
/(aR, 1S)YED A /NTF 95/5.

KHEH)] 22

B B(aS, 1S)-N-(1-FZE)-v - HER-MFEEBERNER

RRA-XFERE-B-FAMENBRNODAT 10mL ZEB+, BEEAY
B S0C. MAS)-1-FEHZ G446 mg, 1.1 H8), 7 50 CHFSETREL 15 /pAT.
SWEREFBHIRE, ZEESTTHR KB 1.27 e BEMRIERN (S, 18)-N-(1-%Z
H)-v-EA-MREEEERER. R N80 % . IEXFTBRIEZ (a8, 1S)E/(aR, 1S)
BN AA/INT 95/5.

SEHE I 23

B B(as, 1S)-N-(1-FEZH)- v - FX-BEXEFRER

HRA-B-FERBERBIR076 mg)BFTF 20 mL ZBE+, HBEAFH 50
T, IMAS)-1-FHEZFE(21 mg, 148), 7 50 CH#ITRA 15 /M, SRR
EFBETIRE, EEZSFTHR, %8 240 mg HARRENGQS, 15)-N-(1-E2ZX)-
y -HAA-BERNEBRM(R, 1S)-N-(I-FZ&)-v -ER-BENERNESY, EX
BLEZ A 00: 10, F=EH 81 %. NZHE-KFELGRESOERAEEN
(oS, 18)-N-(1-F Z &)- v -ER-BHF N EER.

TLC(E:RL); Rf = 0.50QETBY: ZB&: /K=4: 1: 1.

NMR(DMSO-dg, &) 7.9(d, J =73, 2H), 7.6(dd, J= 7.3, 78,
1H), 7.5(dd, J =73, 7.8, 2H), 7.3(m, 5H), 4.6(q, J = 6.8, 1H),
3.8(m, 1H), 3.6(m, 2H), 1.7(d, J = 6.8, 3H).

IR(KBr #, cm™): 1690, 1630, 1610, 1570, 1380.

12
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¥ 178 & 179 C (43-58).

Cald %5 =+ 80.9(c = 0.047, MeOH: INH,SO,=3: 1, v/).
JTE T

SCi{E: C, 72.84; H, 6.53; N, 4.80;

i+®E: C, 72.71; H, 6.44; N, 4.71.

e 24

& Bi(aS, 1S)-N-(1-FE 2. %)- v -ERA-MNE-BERER

BRA-XTHE-8-ERBENBFERQIO mg)BFT 5 mL 2B, BREAYNE
60 C. HIA(S)-1-FERZ (144 mg, 1.2 48), 7 60 CHHITRE 6 /Nt 2
WBEREBNTIIE, EEZT TR, K18 280 mg HEHKERN(aS, 1S)-N-(1-FEZ
Hyv -HA-XNE-FEREER. =X 85 %. JEXBEZ H((aS, 1S)E/(aR, 18S)
BYHA/NT 99/1 . NZFE- /K P ES & TEEENTIE, 3RF A asRBEN (S,
1S)-N-(1- Z F)- v -H - E-HFERE L.

TLC(E); Rf = 0.65(ETHEE: ZBE: 7K=4: 1: 1),

NMR(DMSO-ds + =288, d) 7.9(d, T = 8.8, 2H), 7.6(d, J~- 8.8,
2H), 7.5(m, S5H), 4.6(q., J = 6.8, 1H), 39(m, I1H), 3.6(m, 2H),
1.6(d, J = 6.8, 3H).

IR(KBr ', cm™): 1700, 1630, 1610, 1580, 1570, 1370.

A 172ZE 174 C.

Cal 2=+ 240(c = 0.10, CH;CN: TFA = 99: 1, v/v),

JTEST

Scii{f: C, 65.01; H, 5.53; N, 4.32;

iHEME: C, 6516; H, 547; N, 422.

LR 25

£ B(aS, 1S)-N-(1-F ZE)-v -ER- TR E-BEEXERNER

BWRA-THE-p-FEABEFNEER09 mg)iET 5 mL 284, HEERAY
| 60 C. IMA(S)-1-FERZHE(44 mg, 1.2 HE), 7 60 CHIHATR I 6 /NET.
TEBEREFBNTE, EESTTER KB 299 mg HATIIEMN(aS, 1S)-N-(1-3
LE)-v-HRAFE-BERER. K95 %. EXBREZH(S, 1S)E/(aR,
ISENARDT 97/3 . NZE-KFPELE BT RIENTTE, HEHGHREEH

13
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(a8, 1S)-N-(1- K Z &)- v -HA-XTF E-BEWEER.

TLC(#EfZ); Rf = 0.60QET B¥: ZBE: K=4: 1: 1),

NMR(DMSO-dg + =#Z 8, 5) 7.9d, J= 8.5, 2H), 7.5(m, 5H),
7.4(d, J =85, 2H), 46(y, J= 6.4, 1H), 3.9(m, 1H), 3.6(m, 2H),
2.4(s, 3H), 1.6(d, J = 6.4, 3H).

IR(KBr A", cm™): 1680, 1630, 1610, 1570, 1560, 1370.

EA: 205 E207C.

Cald 2, =+ 33.0c = 0.10, CH;CN: TFA = 99: 1, v/¥v).

JTE 41

SEWI{E: C, 73.21; H, 694; N, 4.49;

HHEME: C, 73.29; H, 680; N, 4.50.

LR 26

£ Bi(aS, 18)-N-(1-FZE)-v -ER-JEE-REAER

WREA-XHE-b - ERBRERNBERQ2 mg)ET 5 mL 2B, HEERAY
#60C. MAS)-1-FEZIE(44 mg, 1.2 HE), 7 60 CHIHITRI 6 /Mad.
TERERBOUE. EEESTTER KE 290 mg HAEFRAEN (S, 18)-N-(1-3
LE)-v - EA-NHE-BENER. mEH85 %. EXTBEZ (S, 1S)E/(aR,
I)ENAA/NT 95/5. NZHE-KFELE R T RIENTIE, KERCHRIBEDH
(S, 1S)-N-(1-FZ £)- v -FAA-IHE-FFEHNER.

TLC(R#EE); Rf = 0.60(ETBE: ZBR: 7K=4: 1: 1),

NMR(DMSO-dg + =8 Z 8, 6): 84(d, J =86, 2H), 8.2(d, J = 8.6,
2H), 7.5(m, 5H), 4.6(q, J = 6.8, 1H), 4.0m, 1H), 3.7(m, 2H),
1.6(d, J = 6.8, 3H).

IR(KBr &, cm™): 1700, 1630, 1570, 1520, 1380, 1350,

WA 152F 154 C.

Cal ¥, =+ 23.0(c = 0.10, CH3CN: TFA = 99: 1, v/).

JCE 5

SEfl{E: C, 63.28; H, 536; N, 8.06;

iHEE: C, 63.15; H, 530; N, 8.8,

14
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SEREf 27

& (aS, 1S)-N-(1-(Z.)-v -ERA-X B-HEXHNER

HRA-XTE-b-ERREFNHIEA94 mET 3 mL FEES, BEERATE
60 C. HMIA(S)-1-FEFHZBr(144 mg, 1.2 Y&|), 7 60 CHHIFRR 6 /NBF. i
WBEREHBMUE, ERET T8 #8190 mg BB ITER(aS, 1S)-N-(1-%2Z
H)-v-ER-XH-BERER. =R 70 %. EFBEZ (S, 1S)E/(aR, 1S)
BN RA/NTF 90/10. N ZFB-7K F E 45 da i I8 AR K UTIE, B QG4 REB KA (S,
18)-N-(1- & Z&)- v -S - R-BHENEHE.

TLC(#EEE); Rf = 0.65(FETHBf: SBE: K=4: 1: 1).

NMR(DMSO-ds + =#.Z.8, 5): 8.0(dd, J = 83, 5.6, 2H), 7.5(m,
5H), 7.4(dd, J =83, 83, 2H), 46(q, J =68, 1H), 4.0(m, 1H),
3.6(m, 2H), 1.6(d, J= 6.8, 3H). IR(KBrf, cm): 1700, 1650, 1600,
1350, 1290, 1220, 1160.

Ea: 175 177 C.

Cald 2, =+ 260(c = 0.10, CH;CN: TFA = 99: 1, v/v).

JTTES

LWE: C, 68.65; H, 567; N, 4.29;

HEE: C, 68.56; H, 575; N, 444,

Lt 28

& ii(aS, 1S)-N-(1-FEZ2#H)-v -EA-MEE-FEERER

BRA-ITHER-p-FRBEFEBEEQRS2 me)BET 5 mL FEEF, HBERT
3] 60 C. MA(S)-1-FEHZ (144 mg, 1.2 24%|), 7E 60 CHIFHITREL 6 /AT,
SRR EBHTIE, EES T T, K8 320 mg HEUTIEMN(aS, 1S)-N-(1-3
ZE)-v -FA-XER-BENEERR. FN 87 %. IEXTBEZ E((aS, 1S)E/(aR,
IS)ENAR/NT 95/5 . NZIE-KFELE RS BWENTIR, KBEEHREED
(a8, 1S)-N-(1-F L H)- v -HA- W EE-BHERERK.

TLC(EERZ), Rf = 0.80CET BE: ZBE: K=4: 1: 1.

NMR(DMSO-d¢ + = Z B, 5) 8.0, J =82, 2H), 7.9d, J =82,
2H), 7.8(d, J = 8.3, 2H), 7.5(m, 8H), 4.6(q, J = 6.8, 1H), 4.0(m,
1H), 3.7(m, 2H), 1.6(d, J = 6.8, 3H).

IR(KBr A, cm?'): 1680, 1640, 1620, 1510, 1380,

15
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YES: 183 F 185TC.

Cald 2=+ 42.0(c = 0.10, CH;CN: TFA = 99: 1, v/v).
JTE ST

SCWiE: C, 77.24; H, 6.11; N, 3.91;

iEM: C, 77.19; H, 621; N, 3.75.

SEiE 29

A Bi(aS, 18)-N-(1-FEZ&)-v -8, H-—HFEE-FFENER

HERA-X, H-—FHERE-b-FPBRERFBERQ36 mg)FT 5 mL FREH, K
BEAYSRE 60C., MAGS)-1-EREZME(144mg, 1.2 ¥E), 7 60 CHFTRMN
6 /Nt TIBEBREMENTE., EEST T, IKF 286 mg HABIIEM(aS,
18)-N-(1-F Z E)- v - -5, H-—HEE-BENEERR. ™FEH 80 %. JEXfEE
EZ (S, 18)E/(aR, 1S)EAAR/INTF 95/5. MZEE-KPEL KT EBIERNTT
&, KEBEAETREEKNGS, 1S)-N-(1-FEZXE)-v -ER-XF, R-ZFEE-BEXER
HER.

TLC(REMEE); Rf = 0.70QETEE: ZBE: /K=4: 1: 1),

NMR(DMSO-dg + =82 B, d) 7.6(d, J = 85, 1H), 7.5(m, S5H),
7.1(d, J =85, 2H), 46(q, J = 6.8, 1H), 3.9(m, 1H), 3.9(s, 3H),
3.8(s, 3H), 3.6(m, 2H), 1.6(d, J = 6.8, 3H).

IR(KBr K, cm): 1680, 1620, 1590, 1570, 1510, 1460, 1420,
1380, 1270.

A 171 E 173 C.

Cal 2% =+ 34.0(c = 0.10, CH;CN: TFA = 99: 1, vi).

TCR 4T

SC#lfd: C, 67.08; H, 6.66; N, 3.83;

HEME: C, 67.11; H, 649; N, 3.92.

ELHEH 30

ERER)-TREAR-BEERNER

7£ 10 mL ZBE /il A 10 mL 0.5 N B9 BiER, FFMA 327 mg(aR, IR)-N-(1-EZ,
2y v -FA-MNFEE-BERER, F2HEBETHES. EHESHEBEFMA 50mg
10 % BO40-B%, E 20 CHEET A THITEL. REEE, EMRTIEERE
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BT, FBEREER, HXEEENEEEELRAME HPLC, 18 105 mg (R)-
STHEAR-BERNER. mEHS0%.

TLC(REREZ), Rf = O037(ETHEE: ZBE: /K=4: 1: 1).

NMR(D,O, HCIE!, 3) 7.1(d, J =73, 2H), 6.8(d, J =73, 2H),
3.9¢¢, J=6.8, 1H), 3.7(s, 3H), 2.6(m, 2H), 2.1(m, 2H).

Em: 234 C.

(ol ,=-30.6(c = 0.1, SMHCI).

FR¥E 57 B &% S0 (Bulletin of the Chemical Society of Japan)4
55 %, 918 W1982) LRI EEBHIR)-MFEE-BEEAERYEERLHE
£F.

SEHE Y 31

ERE)-XMFHRE-BHENER

£ 10 mL ZBEFHA 10mL 0.5 N f5RER, FFINA 163 mg(aS, 1S)-N-(1-% Z
#H)-v -HA-MNPERE-BXERER, GF2EFRTHY. EHEESHFEBETMA 40mg
10 % FJ4E-B%, ZESOCH S MRKSETHEKBFETHITRA. FNfE, EHER T
IR EMAR, BWIBBREHBN, NZE-KFELRFSHEE, KB 4mgHE
LT RRARR(S)- M RER-FERNER. N80 %.

TLC(EERE): Rf = 0.37QETBE: ZBE: /K=4: 1: 1)

NMR(D,0, HCI®E, 3) 7.1(d, J=73, 2H), 6.8, J=17.3, 2H),
3.9(tt, J=6.8, 1H), 3.7(s, 3H), 2.6(m, 2H), 2.1(m, 2H).

A 234 C,

Cad 2, =+ 30.8c = 0.1, 5MHCI.

LABEESEATEEESNRE 55 %, 918 TWAI) LR EES B
S MFHRE-RENERAOBIETLHEA.

SCHE B 32

ERS)-BEHER

£ 10mL ZEEHMA 10 mL 0.5 N fBiEE, FEMA 298 mg(as, 1S)-N-(1-#¥Z
Z)-v-BER-BEERNER, FZEBTHSY. EHESHFEBPMA 30 mg 10 % 89
-k, 220 CH SN RKSKETERBTHITE. KNG, EWMRTIERE
AN, REBBREBN, NCE-KTELERAEOEME, #8125 mg HAR
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RENE)-BERER. =N 70 %.

TLC(RERZ); Rf = 034(QETEE: ZBE: 7K=4: 1: 1),

NMR(D,O, HCI%E, &) 7.2(m, 5H), 3.9, J= 68, 1H), 2.6(m,
2H), 2.1(m, 2H).

£ 2 M4k 2 4 & (Journal of Organic Chemistry)%s 55 %, 5567 B1(1990)
iR ERTRPERZERERECE.

Cald 2, =+ 445 = 0.1, 0.1MHCD.

LREESEE W FE S E Journal of Biological Chemistry)% 122 ¥, 348
S(1937-1938 T)_E BT 5 Bk AL A (S)-B RN E B A i st & H 4.

Tk R A

FEHM y -AR-BERERTEYM LR, EWMEHEEENEERER
ESAV)TT £ 5 A A HF BA R H &7 5518,

18
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