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Ik, R 25 BRTaL LR RTGIANAR G X &, S8EAT
AFA A m-A-TEXFRFBRE—ALEN S EFTEFTATET 2
B, KT e A EARALEK TERASEN b T A&,

EFXARFE(H), RFEREHALETFTAR ALEFRLEE
oA X ( VIII ) REAGASHZC g, 7L E 2 TS 4 Sailor
MR R, S RARBPER A"RPURRPEEAN, HLAH TR
TRFEHEG AFTERYPIOEL HLBEATHLHABRRY, Ff
FRAFRWL, Z2ERIKALARL, ARV EANBY AR AR
FriFRl, REHRFTARRY. XL ZHEL TR TEH E347.

A, ATHERAT R, RO RPN AREFEER AR
AR EZEAGEX (1) i, TRUIAFTEFE.

HEF Y REGPARAGHE AR, R”. REPREEX Z88%
ZEEIE, ROFe*2 & Lo Ak edl X ( 1L ) X A48 LESEIK
MAREA. FFARRAERHHCARE, REARFEAR AFLERPR
k, HRAGRYPER Y BEYFHFAALFT Y AERFEHEX (1) Kk
aiLe-4.

A—FFTER, EAFRAIAZEFHEX (1) REGLSHTAH A

WX (IV) RESLESY
O-A' Y

*2 O
: " | O V)

NO,
EFYHERTREAANREFEAT, R, AR X, R”, RY,R”, *1
o2 S5 e AT, BAETEGESRTRAKMEE.

CATHEAX (IV) REAMLESY, AT RVAHMASEX (1) &
ZOehELT Y REASRTHEX ( T ) RAHLOYHITIBEE
B, 2RXEE HREFHHRERPRE £&X ( IV) RAE Y
PHRENGFEAATAS LEBRAL Y L g ARy ARAR, 23]
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A Fe i B4 T AR R 77 i 3 AT

ATHABX ( IV) REAGKSHHEH SR T EELFEEAL (1)
REGSY, FleTEATERR:

HAFEEX ( IV ) RAGLESYHZER, FREAEEER, FHAEX

(X)) RE&ew
O-A' Y

i
b 2 .
Ay Y\ 9
= - RY
NH,
AP YyAHEEGEPER, @R, ALREX, R, RY, R, *1fo*2 644~
S A dy P
0t F B A3 e Rk, X ( 1V ) A-Heh R CRY
AH Y&, RRITAHATEF /AT, #lde: EEN o PP EAML
Fl 4o f ARG HET AAFELSY, AEFABERNSAH BB ERR 4
e R R AEAT. |
Z e, 1R EARE RO 9K A6 R B B S8k 78k (R R ) 8 P BbAL,
AL B AL ( urearization ) , #lde, A X#: C.Kaiser FA, EBEHALF
&, 17, 49 (1974) FHREMFHHRAT, A ax ( X1)
R E 1S

O_AI \l(l

NG X RY
R“__:___Q)"I\/ \JRG/\O ey
NHR® R "
A+ Y, R, AL R, REX,R7, RY R”, *1H%2 654 LT,
MERNERBRFOFERELEGRPER A AL AR Y LHKEGRY
EAHABAEY, ARHFEX (1) REGgEEH, A FPRALET.

L EHARIGFPERALTUEITEF ELR, Pl BHHFEX (X))
BENETRLE AR PR/ILEGREHEAAKAHETENE
ETRE. L@ st ToAL TEFEEZR, Flde: FFRAEX
( X )4 5# L H RRERGHKBIAEBEN bR PERKKLSFEE
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BEBRETHATEE. EEHMRINGHRAATRARS TEFETR, 4o
FEX ( X) 4P 5 REHA ( NaOCN ) AT iR T RAMSEEH4 60
CTAER/ICERASEMN PRAITRE.

FIRA—#F &k, L TEBLREGLE T HREDIE LSS,
EHZEAAABX (V) REAGLSHARERAX (1) o9

Br
RI—— \%)

FF R RT 894 S dm 3T AT 3£

A, EEBX (V) REAGKSHELFYZERFHEX ( IIT)
REGIABRE, REHFEFEBELSWER BEERFPEAAA, A~
AV FRH R O Ry EAGRPAAREY, 24425 RIALTERL
AP EE A AFR, RIPAE A GHARY L RLE6, A
(1) RAMKEY, AP RALRFAR', R, R°, X, R, R,
R?, *1 #%2 694 L dm i FT3R.

WXV ) s EEX (I ) WG E R TR Rk
A.A.Larsen FA, EHAFREL0, 462 ( 1967 ) FAFF65 k4T,
PP F EET —uidt: REREBEEN L, —FAPHE —
FTRLBER -—FERY, AEXRBEBAABRGEEMNGRRLT, LA
KAKRSHREFRL 60 ChAM M4 THIT, RELEAAKAAHIALTS
T, RERANpMENLARREMEALARBERALIR, BER IR LA.
FIRBER EFR G R 85 E % BAY, Elﬁt%%ﬁéﬂz»ﬁ\ﬁytémm-
HRAEEZHNATIFLEF ERTESHS.

CHEFEBY

AR —RRNEH 5, A TRAGREAZL SRS W R I %
K, TRIIAE ARG R,

A, EFRALRTFAR, R, R X, R”, R®, R®, *1%
20X AR GAX (1) RAGALSS TUAATREF E4HE4 &K
( XII) K&
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R'—— (X11)
£+ R, R¥ A1 éﬁ%i;ai’rﬁﬁ‘zﬁ, EXT YREEETFHX, R, R,
RY, RF*2 94 i AEe@EX ( 1) RENGIESHEE, RERY
AHA, A, A7, ARREAR LMK ANBEP AR RVGESF LA
A “FEFTHEA” TRHEG ZHITHEY, FEHAZ IR AFELAE
PRERAAAFRANE, BRPEA A NBREY R R LS.

WX (XN RESGLESHEEX (1) RAGLESHHRETALE
FRANENw —FER, AAIKKE, —FEAFREX-FLISE
T AT, RE—KRRAEAFERGEAX ( XIT ) RAGLS Y Foil X,
( I MK &G4, 124k M@ X ( XX et 69X ( 111)
KEGESY. BRAEEALESHEETHT, AFAATETRAMALR
MO DARZET. REREHRTOARBREEAHZAEE ERE, AF
BB T A M K 845 0k

B QEEARSH P RAZFTRAFTEELZESEE ( TMSA )
[NO-R (= PR FaRARALEK)], PR _#ER ( HMDS ) K= F
AR T ARG EKEFHEALRE (e dihbit 27, 2451
(1986 ) ), E—FETIAE SHFIAKLH b,

MR (XII ) REAANKSHR Oy, ©TUUAMFEIRFAFGE
BT EER. B, BX ( XII ) & TRAATREF & A AT
P m-FEAETREEELHFRBRRELHTEHELN, AFBAT-_FL- - T
FREAK TR EFPRAALSFAHAMET RVK RVGERAREAGRRET
MR L, wERAFLEST, 1353 (1956 ) FREH.

WA ( XII ) REHZEAZTHRLSD TARATEF 44 KAX
() REAKESREFo-BERET (*1 ) X THAG LT GRK
ABBATE B ERAAMEN 1,2-C_BAT75 Y, RGP 168 T RRsit
KT AR EL, FEATHLTFRAETERAELESA T A ARS8
25 A 8K RSP R,

(HEFEC)

23



AR —AH G Btk e r i, REEHEX (X ) KREMET

B BALS- B
COCHO

Rl (D

1
EFRFRGELPHHL, 5EFYHEREFRHX, RS, R, R,
R7F2 698 X dT AT 64 B X ( T ) 4K K6 BAe & 55 25635 B AT 4L
oW, BERPEARAA, A", A, R WUWEAANEFARASF RUGEY
BEER “BEFE A" THEGTERGEY, RE44LE R ATELAAE
PEBAANFTRY, BRYPEH A GREY 2R 4058,

TR —RERBENTHAT, FAGEGERT R XENERHNE
AEEREFE G RBEIR, AHEERAALZRA LA, Tt AG
ZRMZE, Bldw: MALH, RAMELAFTEMEIE. FPRTRE
W 5BV P — B2 1 ERBESW 1 - 3R, ikl - 1.5
BRETHRTBAEY. RATALLSHRE TR, —KLATEE
RABEMNGERRZET. REHSEHRTAREL S L4 SHFOEGR
¥, TAARBEKEZRRKNALERE, LREF TR TBGESEHN
PR LB PHRAT, HRAIKETAEMEILAELTFI4T.

BERRAPEMN e 3R B o B R Sk R B A KT, #AEA
il o — RALAEEH R Fe RVBRG LBEEST AW EALTE H iS58 X,
(XI) feo-#, 5ok, SELTRAERAFLE T, 6562 ( 1957 ) +
ATFE T R &

CHEFED)Y |

FFRALRTFAHR, R, R°, X, R, R®, R’ *1#*2654
X MEGEX (1) REAARSHELTHATEF 223 BX

( XIV ) RE&EASY
OH

*1 XIV)
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EFRY, R¥$F*1 94 Loedifiik, 58X ( XV) REGASWEE,

z 2 X RY
OG-
R” R”
(¥R, X, R, RY, RO%2 LT idm Z RETHEELH,
REGRFPEAA, A7, A, ROIGEAGBRPAAMRU EHRY L8
ERHEFTEA TRHREGTEREY, 52425 R ITELAEY
AHAGFEN, BPRAAAGREFLZRLEH.
BEEANEMNF, wREEE, ERTF2AEA Rk = L4
T, 5BCCHHBERETHIEX (1) RAGLS Y. “THEEILR
RAFM A EE FAY, P S LB X T aim A & 7 Es L B4
B EFHREMEEGAA. b, —KiE, BERETULAERER
B (XVIRRAUEHA 1 - 10 BERBX ( XIV ) REGEASY £
W T iZ BB & Ak R 4789, AR EZREF, ERBERN
BlinBido PBE, ZREATH, ARBL-_RTEX S, Awirtwi—
RESL T . RERE—HAE 10 - 150 CHEE ARE, &k 70 - 130
C, REHE—H&ES - 100 ) 638 H A 5.
FARAH o B LA £ T 33 R RYBK 89 IR A & B S0 T4 5]
B (XIV) 6%, BRRARETAAARKETRE fALE5 /E
AR BB SAA— R BB LI &3] 2, WA A E T kA
BABEH GRS E S RBHRAERBGETE LS5 HEA
RAEWF MK, RAFERRARBSTED TR TEF EE5]: %L
EERK AP KRR G R LERERE REFREASNEETEAE,
RELRITFTEY.
B (XV) B TRTEF ERH: #X ( VIID) KEGEILE
HHEAX ( XVI) REGLSHE S,

Ho\?/\ . o

RS
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A ROF*2 8 LW kA BARRT, XF5EX ( XVIL) KA
REHEE,

m*%\m XVII)
RG

Ef RO A2 4 Lo FTd, RERZE “Bl&FE A” PHEGLAE
A (D) REGHASDEG 4TS, REAAX ( XVI ) KEHL
e L R BT B 0 B T XA X F A seAL.
(#&FEED

EFRAGSEELEGTHRA“HEFTE” A. B. CAD4HHNSELTR
ABRFHBX (1) S PDFPRATHEFEFRAFTESEX (1)
REGHEY. A, AP RAFPEGEX (1) LEHTATEF H4)
& ENEBEIRENRGFEGEET, EPEIAIALALTEF R
HERTHHAX (1) éH.

WA, XVI ) KEGSY
OH Y

<l2/\0 R'
[‘D (XVIII)
w'
,

##RF w: 5, Y, , RY, R”, *1 fo*2 844 L mif FT &,
%*ﬁﬁ%ﬁ?Rﬁiﬁ%%ﬁi(I)ﬁi%%é%%aﬁ?%&
%&mé%%iﬁﬁ%#EEY%ﬁ,ﬂﬁ*ﬁ%%ﬁi%ﬁ#ﬁﬁA%
R AENE, RALEFEREFGLSY, GG REAR R @R
EAFEAmkL. AYFEEAGEPER YAREFPEHA, A”, A”,
o RREGEXGRYER, RAENE, AR RVESRY LBAFE
¥, FHRE R ATEAABRY AR A AFEN, FFAH A GREYZ
ey, TRHRALFRAFPEAR, R:, R, X, R, R, R,
*1 F0%2 052 i AT 65 X (1) REMGLESD.
BEFAUGAAEHRZ: ENEREENGGARET, AEMNy
ZWER, —PATEE, —FALLERWELG T, HLOHE]L -5
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EENTERIFREERLBERYT. ZLE. S8LARSARGEL
TERE. A—RFEL: BAEGUAEESAERFRETE Py A E81LH
ARG BREERHEXE2 - 10 S SHRAB _FRARTEEEHNY
E iR E TR .

wREE, TRELALVGRECS Y LA, L Pididd B i LS
FrLede RIAZHGEATREACEGEZER R, GEELE, Fik
# ( flush column-) &%, R EEEMGEERIBEEE.

o EAPIE, BX (1) KRESGAKSY TAQH X BHHRE G FHEA
B, BEBRAARGFTETREEFHESSIERRSOY. LERBEARK
LA R IRE,

E b, MWEAFRMAHRRRTFHEX (V) RBX, ( XIII ) 444 i
#&, MAX (1) . ( XI) & ( XIV ) R E6 515K kb Fie 4 4,
AAMREX (1) X XV ) REGSH RSP FLHE, TAHEF
#HRAH(R,R), (R,S), (S,S)&(S,R). LA, MBEX ( III ) XK ( XV)
G e MR T A, Bl B X ( 111 ) 6 R-FMEFLHE, RS
B WA FHERR)F(SR)G RS, wRMEAEBX (). ( XII) X
( XIV ) #3e & Hidk, B TH 240 5 65 sb St M1k,

BHB WM AEXBHFHEGRS DN, TUARABENE RS
BERFHILEFHES B, RES5RAFRB BB, HHEBX
PR ARG MRE., $BEHTAAASENGEN, KREEHARE 4
LBt AR NGRS RIAT.

Plde, B YR IEsToehi bR AERELREFEN S B, XAH
FAF i TH B ik B ASAFRERFHEK. SRBERZ 2
HAEWNE, LI NENRARSYTH B HRALFHEK A
2B BIARAFRFMERFF L4, FEASERELAF FERGHKR
A HHGFHAAATHRAESEFEARBERIER.

ETEBALPAGEAX ( I RANVASDHEGTHTULA L OB
R, Pkt AMRPANBE LR, S568. A, B4 ( hydrogen
sulfuric acid ) . = £ 88 (dihydrogen phosphoric acid). #H . & R&,
BLER. THE. HERAPTHBRONRYE, pEELERRBRER.
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RRBARRARR G AL, L PHARLEEE TES R,

ATHEREX (1) RAGLS DG, $EX (1) LOWETEL
PEERLE, BRARSMAZTEEERTY, SRTEINS S8 MR L.
THERANBROZFACELAFTETESHANBRAANER, w8, S58.
BB, RBREA. —85R. THER. LiE BEE. TLE. RBEA
AR ER.

BEREARGZRe W R F LTRSS EEATH R AN,
TREH M EFHEPIBI-EH, BREMNTRAESEFARAGE3-HLE
RHEOEH. “BI-AAARRK RIBHRBIRI-F LM EFSERNFODEENR
MR B EG—EER, CHFRBER, JCH, Sk, HLELRER
W RREFFFHCERATAG, AR, ¥R, BRALVGLSHA T
BRBRRA, EBEPRGHIE L, B, @FEBAKSEGSYH B 05
Heg 7 i, REARERAEFTHEARGLMNZARLY, TR,
BT A BT B 5 Bg dn. o 74 55 BEBE.

ABBAL\GLSHHLE LN, R ER, KEWH B FHIE X
(IMREAN=ZFE DR EE N T ETHESORARSEBY ARG W
W, HBEFETESHERGEZHARBEN, BOH, B FLFSE
F, BN, AEMNPEFFmA.

ATHEHEEBALXBALESIEE B2 FEL, HHHTUE H.
#H. BEMN, BE. BRAN., BAEHIBROVAORLY. 58
BETREMI L EREY. BBILZO5E, KE, ERAFER
B, ZBRFTHEARAGNZTLYE, —&HEk FTFRAFNTTAL0.01-
2,000mg/ X, —RIRTRGBRIJVKRA. —BRAXFEHGHB T
BEXARBFEERAZHAR, BEEZHERGE L TR 3K Y RAH
) % H =,

HRIAXL B REF X |

TEFAALEARE-FTHERLE, A FRALPREERLERT
o |

S THEE#ERE ( TLC), 8 ( Merck 23] 85 ) FA I 60 F254 .
ARAF/TE ( 100/1-4/1 ) RLEBTE/ETHE ( 100/0-1/10 ) BAEHE
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&, MUV ESHR ( 254om ) e =REERL SR ITHIE. I3 TLC
@ Rf ARIGHEFRAE. BALKABRER L KEBEARTIRANEAN.
. ( Wako-gel C-200, Wako Pure Chemical Ind.,Ltd.#5 =% ) B Fi &,
ik, WA 60 (230 - 400 B, Merck 2865 =%) BT kit iE
# ( flush column chromatography ). 44 60 F254 ( 20 x 20cm ,
2mm; Merck #8) AToBHEEEE. AAKG/FRE (/1) 25
B T 3 AT R ‘
B R Gemini-300(FT-NMR; Varian 2 6] )& 3 2 5 & & 3 4%
( NMR ). oRXEZAKANEBTEAERGEIEN. Audisy
( TMS ) %ARFLBG ALY, 2FH (Sppm ) . A JH)ATI5E
w4. £ JEOL-JMS-SX102 ARKF#E (MS), MEZAREETFE
#R#E ( FAB - MS ) i#tf7ey. MXLERELLEE 1 +.
L) 1
(£)-N-[5-[2-2-(9H-"F £ 2- R RIK) LR/ A)-1- 2 TR 2-F RAERL | Pk
Bt 3k 8L 3
A 2-FRABIRERA-18 TR (PR 0 ) 654
2054 A, ERKKSREMT, DEHEDLE 25022 Lhd 8
( Tokyo Chemical Industry Co., Ltd.3#4%) F= 34ml = Z 69 450ml =
FFBER TR 19ml FEAFRA, ZEFHERHE 19 ot REH
BERGHMAAK. HEBRAAKERF B FLAKRER R, 2
ERAMETRABREELEN. HeWAkkddy, LLRIEAATE
Bhik, IR E] 29.4g LR ATAAASY. RE=0.58 (£45) .
B. 9H-2-2-FREERXB R TAA)~Frk (Fl4 1) 85454
©] 252mg 2-#Z A& Fk ( Aldrich 23 3#4%) F» 292mg H & 4745 4ml
PR FTEEER T A 452mg LE F K 0, HBAWAE 70 T T ik
72 0. MERERESVTRANCR LEFRETER, AMERKS®
TR REEMBEN, Hed AR E #5540 (A TE/&4 1/100 %5%),
W2 184.7mg Lk frM44. Rf=0.77 ( ¥E/$45 1/10 ) .
C.2-(9H-*F=-2- R A X))o (P42 ) 8548
©] 620mg FE4K 1 ¥ v Sml £ S 30 % ZRER, ERAYA
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ERTHIF 1S I EAAREHEFHTOEAERSY P A - L&
RS FHAABRGILE. AKX NaOH K FR4H6E pH AFH 10, 2
BRRGVRMLEBRLUEER. KRANETRAREABEN, HHFs
311.3mg Li#i7Aa4. Rf=0.08 ( FE/£45 1/10 ) .

D. (*)-N-[5-[2-[2-(9H-*F=-2- R &)L &K - 1-F L A1 2-F R A%
AP R Bo i 3h 8 3k 694,

% 500mg F 4k 2 £ 40ml XK LA dml £AK = F R FEEERAE
P EERT AN 670mg 2-38-1-[4-FEA3-[(THBEL) KA LR LH
(70 % %) (¥4 3) (M AA.Larsen ¥A, EHLFLE10, 462
= 472196 )T AT F EH &), BEREVELALRATEO C&#— 83 4
4.

HWiERSYMEEER (422 ) HEH 79 54, ETETHIER
S H F N 352mg 1 SACH 6 30ml KoK LB & . B0 81 4-4FE, /A 1.0N
#8 (pH 4) %R EH G PN 0.89g TEEK. H4F 10 5406, &
RAH A 100ml L& LEEHF, ANERIRRAARKER PR (k=
K, #EKR100ml ) , FTRIFREXREHFE 1.09g 2745,

MEERX( LRLE - 1/8: TA/&45) H 54k, g5 195mg
M g 55 8 Bty iR A AL A4, RI=0.41 ( PAY/EAF 1710 ) . G9R 9354k
PN L] 5F 0. INHCYLE AR L3t A HE . &P F i
ZLEH RS B RNREIE, Ao 8AE, ASOCTRAEFR, gkt
2] 48.5mg B LK LR AR S W
L4 2
(% )-N-[5-[2-[2-(OH-"F%-2- K X)) LR A)-1- 2 T A ]-2- ﬁ&iﬁ]‘?ﬁ%&
e 3k & B

Elatm X ET, #1 /A 406mg 10 % 42/ 2 ( Merck 3244 ) F» 85ml
VEEH 753mg ZAH] 1 LS EREER (TR, 25 06) . B
LTRBRANFAEG A TERE. ERPhTORASFERIFRE
AYBEN, WHFE 520mg LEiFHEAMAY, AEFEHE. RE=0.11 (F
B/ 845 1/10 ) . '
L34 3
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(% )-N-[5-2-2-(—FHf%h-3- 28 R) LRE-1- 2T A 2-FREELK ¥
BB

A. 3-B X X kb 65 AR,

B 1g 3-F R A XK 5%%h ( SALOR 25 #44) & Sml — R FEERE
TEI10.2ml IM ZREMEG —FTRER. HRERSWARKS L
HTHEHI0H, REMAETRREE IS o4 G F— A 26ml
KHLEIOGHAAABEFEZRESIGBEAZETER. 2EANE, XK
ER—RAFPRERBA. SFEHAINI AL A KEERFRST
¥, REBERERSEHE 663.1mg kit #zH b9,

B.3--FRAZEARRA TR -—K5kvh (P44 ) 8544

BRIEF1GTERB VA E 6 5%, ik 321.3mg 3-F 3 — ¥ 5k,
S41mg F 84Kk 0 A= 1.2g K EE4FE 4.5m] — PR VELE PHITEE. G F
WNCELERKETER, HWERKAFRF TR, BEARGERN, &
R AR EEF R, BT E 5742mg LR AFHMALS Y. RE=0.40

(A45) .

C.2-(=FJtkwm-3- AR ) TH (Fa4k5) sgé &

BRI 1 THHRCHFE, 3 Tml 30 % 8L AH TEERMA
554.7mg FH4Kk 4 F, ARGV AETETHIE 1 . ERkAHELELET
WA PRAZ LTRSS B RROTE. AR P eAKF NaOH #i% %
SO pHATE 10, ZEERSVWA LB LEER., BANETFRHFK
BEFEMEN, W 224.6mg L ARMLSd. Rf=0.13 ( PE/&H
1/10 ) . |

D. (%)-N-[5-[2-2-(=%%d-3-R A X) LR A-1- B LA 2-FEA
F )P BB A,

PR ERS 1T RD FRES T EGRSFTE, EEART, £0
C, 3 227mg ¥ R4 3 655%& ( 70 % % A 91.6mg T R4k 5 £ & 4ml
ARTHF Iml AR FEPRREARGRSENTHERY, FFHL
FAN 56.3ul Z 0, ZERMBRAMMAEFTR(422T) FHHE50
4. RERT®ERAYH TN 80mg MENAE 4ml LK LEER.
BH 77 540 )5, A IN L8 ( pH4 EIER B AE A 123p] T8 k.
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BH 10 045, BRADA LR LERS, AIERBI SALAKER
IR, TRIBERGFIABEY. AEGESE (£45 - 3/100 . FE/
fA457) HH LML, HHFEH 52.4mg ERAFENSW. RI=0.37 ( PE/E
1% 3/100 ) .
L) 4 |
(£)-N-[5-2-2-(=% 5k h-3-RAR) LRA)1- R TR 2- 2R X K\ F 5
B A 3k B 3

BREAES 265 %, £ 1latm KET, #1H 30mg 10 % 4e/4 26
AH 4.7ul T8 6.4ml F B 52.4mg L6 3L HEM (T2, 14
W) . AEEIEREAN, REASKGFTELE. Bkl iik
I E—RIFEMEN. ONBELAD T RALR LB BB E AKX
BRMATER, FAMNETRHFBEMBEEN. AMEEH A 1.1 55
0.IN # B/ TR ¥ 4ty s 3k, WbiF5] 433mg Lk fr Mo, %
REEH K. Rf=0.07 ( PE/{45 1/10 ) .
L H#A] 5
(*)-N-[5-[2-[2-(OH-"F£-2- R A R) T &I -1- 2 T R )-2- A F o s I
g

HBeBoP FK 3 098 R F 44 238 -1-[4-R-3-[(P BRI B XA T
B (mAFRATHRA, B, CHFD).

A 1-(4-R-3-FEEERVZE (FREKG6 ) 8542

A DI 13.8g 4- A TEBX ( Tokyo Chemical Industry Co.,Ltd.3%
BE) 2B A 100ml A3 210 CHEAMAR Y. mndPnik 259
o, BBH 4 DH. FERSHBEA 1.0 kKT H A 500ml L8 LE*
B, FAWETRFAREEABEN. ZAPWRAEEEE (91-4/1: ELE
/LR TE) $e4L ok, WiFE] 4.16g Lk iRM400%. Rf=0.50 ( §45).

B. 1-3-2E&-4-AFK)TH (FH4ELT) 944

R &M AR i 69 4.16g F 4K 6 #5 305m1 T B F A 189, 7mg
ffde, HREWAE L atm AAET, EERTERE. i 6 I HE, &
BEXRZERAER, BRERLSWA A AR LR, REARER,
BT E] 3.52g LEARHAA . Rf=047 (LB TE/ECI1/1) .
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C. 1-[4-B-3-[(FHB ) RAIER 128 (FH4k8) w4

EZEETE 3.48g ¥R 7 8 100ml w2 3& F A 1.93ml P&
. 8BH 25 XE, BFERAERASWHAAIFAEREZ FHA 200ml
LERLEFR., ANERRFFAAKERAE (A 100ml ik =k) 5#
T, BEASRENFIEZY. AEEGEE ( 1/l WECKR/LELE)
Ko, WiFE] 3.9z LRAFELAY. Ri=0.23 (LB LE/EOLE
1/1) .

D. 2-i8-1-[4-B-3-[(FHBEAR) KX KX 8 (Pla4k 9 ) 6544

HBH L@ 3.9g FHEK 8 65 S0ml 1,4- —nERE & ¥ mA 2.83g . ¥
FifgitbPm#EkE 60 CHEH 1 o, AHETEEHEROYRER
A. QFRELHFRAK, FRABRGRERSLES, AALELRE.
FRFRNTEFT ELRLE, 5 3.69g LdizHitoH. RE=0.30 ( = kR
I, CERLE/ETIR12) .

E. (%)-N-[5-[2-2-(9H-"F-2- K R I) T RK)-1-B A 2- B ¥ T
B i 38R 3k 60 B R,

BBEEN 1GTRD PHEGFT RO FE, EEAAT, £0
T, 4§ 310mg F &4k 9 6§ 3ml LK Z A & Am N 226mg F 4k 2 £ & 20ml
AR THA 2ml BA PR FEREARG RSN POERT, FALd
AN 103ul Tk, RERERSGY MR EEE (422 C) HHHE 505
4.

EZRT@ERESH TN 189mg MEALAHY 15ml LK LEER.

BH 77045, A1 NEE (pH 4) LR E, KEGRLTMA 479
LB, BH 10 546, MBRAYA LR LEHRE, HIERHBIEL
HARERTHREZR, REFEATRARERLFIR Y. REEER (K
15~ 3/100 1 FEH/RA5) sk, BF5 239.8mg LE M LAH
HEBEEY. QESHTRALL S E0INHCULE ARt hEa s
( BE#FALSY) HREEREN. NGRS hA— LB ER
AR, RERBATHEEREHFLES0 CTRETFE, 535 121.1mg £&
RS, ABRKEH. RfE=037 (FPE/E45 1/6) .
L35 6
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(£ )-N-[5-[2-[2-(9H-*F22- R X)L R A )-1- 2 A 2- 8 5 X | P sb i
E&i

RERTERTEKI NG T EHPE LR SHFEA. B. CHD
AR 89 5 kA 2-38-1-[4-R-3-[(FAs ) |RA XA | 8.

A 1-(4-R-3-FEEF )L (FRIK 10 ) &4

HEH LK 15.5g 4-R LBX ( Tokyo Chemical Industry Co.,Ltd.)
RGN 100ml A3 £-10 CHEZIBAEB F. KT ERA Pk £ ¥ 8
HEHF 4 brf. FERASBBIA 1.6 kKT H A 800ml 78 L8 F K,
KAEWES B, THRABREKREMN. MRRLYWAHEEEE ( 9/1-4/1 :
E LK/ LR OB ) Sedl, WA E 1.2g Lk iM%, RE=0.52 ( £45).

B. 1-G-&X4- £ X Tw (k11 ) 69464

® 1.2g FE4K 10 69 260ml FEE % F A 7.63g 484 ( 11 ) #
5.48ml RER, ZREVWEETETHRIE 35 I o, HiERSWREF A
FRERIAARER R, REALBRLUEER, BAWERERE, Wik
#2] 970mg LA AFMALS Y. Rf=0.49 ( LAEZE/ETE 1/1) .

C.1-[4-R-3-[(PHABINARIERZEH (Fik 12 ) 944

AERET® 970mg T4 11 # 50ml o2k ¥ AwA 48701 FahEE
. BH 25 XB, $ERERERSBEANaFRAERERTHFA 100ml
LB LEFER. AHEREF RAHKER % (A S0ml 6% =4) FF
B, RERBFIM Y. REEEE (ETK/LRLE32-1/1 ) Hisk
A, w1373 890mg Lk iFMAA Y. Rf=041 ( LELE/ETR 1/1).

D. 2-3#-1-[4-R-3-[(FHB ) KA E X 28 (F4K 13 ) 8988

REH %€ 890mg T 12 6 10ml 1,4-—mE5E & F A 605mg
B, HHFRA S MEZE 60 CHBH1 K.

AHEEZBERARGVBERSE. QAFBRARLM AKX, FRR
LA RBRIFUESR, AATREE TRIACHETELHE, 75 620mg
LR fFHAEY. RE=039 (ZBRLE/ETE1/1) .

E. (%)-N-[5-[2-[2-(9H-"F-2- R R X)L RHE|-1- 2 L) 2-RF K| F
BB B AR |

HBRERF 1GTERD PHEGF &S F % EAALAT, £0 |
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T, ¥ 327mg F {4k 13 &5 3ml XK T & A 226mg P 64k 2 /£ 97 20ml
K CHF 2ml RAK—FRPBREARGRSEMNPOER T, At
A 103ul 2L, REWEREAYMAEETR (422 C) HHEH 50 5
.

EEBRTEERESD TN 189mg MEALHAE 15ml XK LEEER.
BH 77545, A1 N (pH 4) £iLRF, KEHLTRA 479
LEE. BF 105485, MMERSYRA LR LEHE, ANERAIEREL
MARBERFTHRZR, REWRATFRIFIAEALFHNRTH., REEEE
(1/9 - 1/6: ¥E/f45) HH ki, BRMAH 129.8mg L IFHAY
B Y. Rf=0.36 ( V& /845 1/6 )

FEFHFRANLL EF0INHCVLERR LA a8 ( Lk
S ) HREBBREN. AMFRESY P A L8 HERTLREGIT
&, REMBTBEEN A SO CTRETRE, A2 34.1mg LiEiFHLS
¥, ABKKFH.

& A5] 7
(% )-N-[3-[2-[2-(OH-"Fr2-2- L B T I 1-2 TR K I P ok s i 2 8k 3

%1 219.5mg F E4k 2 £ 20ml LK THF 2ml £A= TR P EERS
B P EGER P AN 163.6mg 2-38-1-[3-(FP s A RA XA |28 ( FR4&
14 ) UM A.ALarsen FA, BEHLFLEEI, 88 - 97 (1966 ) FAF
BFEHNE), ERAVWELAATEO Cﬁ;#- 83 4-4F.

KEREGY B ETIE (4 22T) FEH 79 54. EEETEHER
A4 F A 110mg 7 S 40446 10ml XK LR %, 853 81 944 5, fHION
8 ( pH4) B g ERE T 0.28m] 8K, $H 10 545,
BRoW A 30ml LR LEHE, AIERBI SAAKRERTRIK, ﬂ'-h"c
HRER%EZE 399mg #7754, A PTLC (A 1/8 ¥ FPE/EHEF) HE
%ib, WILFE 483mg HFH k. RI=032 (FE/f451/4) .

MEFRALL ZEOOINHCYLER A b g d ( LRFHALE
W) FREBEEN. ABRLYFRA_LE, ARAHRIN_LRTE
8, AE S0 CTRAETE. WiFa 38.7mg LEiAHASY, AKX
REH.
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L#Ap 8
(£)-N-B-[2-2-(9OH-"F42- X R X)L RA-1- B R | F A5 X Pobseh 2
B 3

A 1-B-FEZBRALEE|ZH (Fiak 15 ) 648

BRE LA 7T FAHRTEK 14 855k, A 300mg 3-EE AL

(' Tokyo Chemical Industry Co.Ltd.), 427mg FH#EEE ( Tokyo
Chemical Industry Co.,Ltd.) # 3ml "t #]/F 719mg Lk 47 M09 .

B.2--1-3-(FEASBEL)ELIZE (PRK15 - 1) 654%

B ERP) T 675 &, HF 130pl A 700mg FEK 15 65 6.8ml 1,4-
ZHERE R T RATR A, WHFEHSA LA AW B ( 786mg ).
¥4 "H-NMR ( 300MHz, CDCl; ) ¥ 27R5yWEH: 29 % —ib bl 5
M, 58 % ZRAHFMEA 13 % RA B GREY. & EHAXHRAS
BB TEERE.

C. (£ )-N-[5-[2-[2-(9H-"F4-2- XA RV LRI - 1- B LR R R | EA T
5 3. R R

EEZART, £0T, 45 465mg Pk 15-1 ( 58 % %) 4 10ml
K TRE R AN 400mg F 74k 2 f£ % 40m) K T A dml A= PR
TR AR RABEN T ER T, HiERSWEIE 80 54,

HiZREGY MK ETR (422 T) FHHEH 70 94, AT2THE
R F N 244mg MEALHE 20ml £ TEEER. B 60 2B E, A
LON &8 ( pH4 ) bR EH AL P iATBE. SH 10548, %R
WA 60ml L8 LEHBEF A 60ml Kbz, REHHER M SAHK
EREHESK, TRE, BREERFINESH. APTLC (A 18 TR
SR HH i, BHFR 66mg # B BALSY. RE0.16 ( FTE/K
4 1/10 ) .

WRMA LT EF0.IN FAE/TERFLH H 8 H( ERFEE
W), REREBREN. ABREPIFTRALE, RRORIA-LE
Bk 46 CTRETR, WRFEH 60mg LEFHLY, HiEKE
.

F 34 9

36



(£)-N-[3-[2-2-(ZFFxHh-3-R X)) LRA)1- LR E R | Pt sem: &
& 3%

BB LS T 65 &, A 224.6mg FEAK 5 F2 170mg P E4K 14 24
LRSS, FHRRTTHRGE: A, FRA_FTAFESE, B
AT A ERE (TE/E4 1720 - 1710 ) #4784k, A L1 %3
0.IN RIS/ LR H# B B4 Y ( 984mg ) b L Ha s ( Lkig
o), REREAREN. ANBEAY T A LE, RAGIE
MZTBBEFE 46 CTRET R, HHFH LRSS, AHEK
4. Rf=0.27 ( FE/§45 1/10 ) .
k3% 4] 10 ,

(*)-N-[3-[2-[2-(OH-7- LB ER 5 -2- R ARV LR A)-1- B LR 2K T8
B 3k 3

A, N-[7T-R-[(FEER)EA)CRA)IH-%2- %) T8k (Fiatk 16 )
6 BB,

BRI 1T YR BT %, 300mg 2-LEEE-7-B4 % ( SALOR
25 A, 485.5mg F a4k 0 F 241.2mg B ERAPA 3ml = PR PR
HATRE (f£70 CFimt 24 J8) . AERERSY PN L& LEFo
KFATER, AMERMRS R, TR REMeEHN, oW AEtiEt
( T B /845 1/20 ) $64C, 3] 431.9mg LR AZHIA 4. RE=0.47 ( F&
/945 1/10 ) .

B. N-[OH-7-2-BATZEA)H]-2-2.888: (PK 17 ) 824

BREXEH 1 TTECHF %, #572.9mg ¥ a4k 16 FMmA 5ml 30
hRUANG LRER, BRAVEERTHRHE 1 0. ERARSHEHT
Bl FIA = L8 RS ERRYRE. AKX NaOH Fixmd %
PHRATE 10, LEURSHALERCERR, FANETRFRELS
&, HRAE 256.7mg LRAFELSY. RE=0.06 ( FTE/E4H51/5) .

C. (% )-N-[5-[2-[2-9B-7- LB R A 5 2- 2 B TR A)-1- B TR E A
AR B 3 B e AR

BRELEH T 8% %, K 253.2mg FH4K 17 F 154.1mg F H4k 14 &
RERFFANESY, FHRZRTTARE: Ak, FRAZTFTELTFERE,
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BAFHe %R ME#EE (FE/£45 1/10 ) # PTLC ( A FEB/E45 1/5
BIF) . A 11 5% 0INKNUE/TEFEHEBLSY ( 523mg ) #
AR ERE (LEREEEY), IEREAREN. AMBELSE
AN LB, ABRHILEN —LREEFE A6 CTRETR, HhFHLE
FAFHALEY (451mg ) , AHEXKFH. RE=0.40 ( FE/E45 15 ) .
L4 11

(£)-N-[3-[2-[[1-(OH-"F%-2- 2 8 HK) B 2R- AR A - 1- R TR ER |74
Bt 3 & 3 |

A. (R)-[1-OH-"F-2- X &R ) A be-2-35 8 ( Fla4k 18 ) 6542

AERTH 4.82g (R)-(-)-2-85%-1-% 8 ( Aldrich 23 34E) BT
157ml v &k I @A PN 13.84g — g8 — R T8, HiandSwiF
18 /By, MEERENFE 11g G & BKEH,

# 103g LR &K FHE 17.76g (B —RETF 147Tml =4 F
B, ZJEHEKEHFAT AP HX G F A 9.3z N- R A 536 Bt B A&,
BRRAWAAEERTHHI 23 D ob. E R B RE KA S K EBAAF T AL
WMKER LG, ZETRIFREMEREN. Ao Metikédkat, &
3] 5.89g (R)-2-(N-®TRAE ) RK-1-£F/K. Rf:=0.89 ( FE/H45 19 ).

%] 734mg 2-F K Frd Ao 815.6mg L LA He 9.6ml — FILPELEE
&9 A 1,588mg X KB B 4F A 190mg BL4Y, HA B R ERBER L%
1695 % B ¥ &R kAT, HHFH 597mg (R)-2-(N-RTEEE K,
A 1-BmEE)FE. RE=0.81 (FE/E451/9) .

M 597mg L LEH FimA 10ml 30 % B4 S8 LEAER, BERABER
ERBERB LS 18T C FoieRF 347, BibF3) 258mg F 4k
18. Rf=0.06 ( PE/ZB ¥ 1/10 ) .

B. (*)-N-3-[2-[[1-(9H-"Fr¢-2- X & F)/mRx-2R-A )54 )-1-2 TR )X
3] VAR B 3k B 3k 694 8%,

BRFEAY THFE, PRA&1S ( 120mg ) 5 F 4k 14 ( 190mg )
B BTG BMmE R LRSS Y, &L TFTR &S 3
, EBESEEY, A72u (13%) =LEASSBERF, BaEY
LR A PTLC (RVPEB/CRLE 19 RF) £A. B 1.1 %F0.IN K
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E/LEEREHFERLSY ( 875mg ) #HAALEKE ( LEFHL
H¥) FREBEEN. AEShFRA_CLE, ARGRER LR
FHE 46 CTRETFR, HF2 80.5mg Lt frHibs4, HHAK®E
#. Rf=0.19 ( PE/TARTHE 1/10 ) .

LA 12

(R)-N-[5-[2-[2-(9H-*F%-2- X A X)) LRE] -1-FTA]2-FEF R FHst
R

A. (R)-2-32-1-[3-F5 R -4-(FRIEX) T8 (FREIK 19 ) &E68%

ESH4RA, B CKaiser FAEERHAFRE, 17, 49 (1974)
FONF6 kA E e 1.01g 2-8-1-[3-AA4(FRLFXR)ZW (70 % %
J£ ) F 100mg (R)-3,3- — % X -1- ¥ A w & -1H,3H- & % 5f [1,2-
c][1.3.2]oxazaborol [ Tokyo Chemical Industry Co.,Ltd.&5 > &, T X P #k
Z A “RFFREAR ; AR)-F(S)-HI #5 20ml LKW AKkmER (4
Aerm4) Paiim 2.16ml 2M FHE/—FRAIL S g Ak hiER
( Aldrich 28] 484%) , RSP EMERET 84 2 o,

R ERASYHN U UEHE, ol HBEGRSBIRAR 8 RIS
KiE kot RAAREREE, ZETRIREERREN. A4k
GiEE (LRBRUBR/ETR 12 - 1/1) %4b, B 1.015g L4
A%, Rf=041 (ZRLE/ETHR /1) .

HG e R 357 54. 54 &4 B CHIRALCEL OB ( 4.6mm ¢,
25cm ¥K; Daicel Chem. Ind.,Ltd.324%) . AFhA8: ET5/2-578 ( 7/3);
#AiE: 0.5ml/%; ¥R K: 254nm; =mE: 35T

B. (R)-3-AA-4-FEE-R-#-1I-(ZLATREEL TAE (FR4k
20 ) #5ARK

#] 695.6mg ¥ 4k 19 65 30ml &8 & F A 2.96g BL4A ( Wako
. Pure Chemical Ind.,Ltd.3#4%) , ZRA VR A 2 hot. AHEERE,
KEROGVEERAREEARERTHEN. ORASD T RARLGH
K, AMERBFRERARAKRERT X TR LEREAREN. ¥
Pk ES (0782 ), %= ( 408.5mg ) =T HE®®T ( 24.4mg )
T Sml —FRAFEuE, HEAAFEMATARTRA 452mg = ZEAL
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BR. 25, BERSYMEEEEHARH 151 . FAEROHALET
BHE, REERAAK., 2 %RBEAKER. Ko §ARKEZ &,
BETRIBEBREN. BAPWRAEE#EE (LBRLE/ECE 1/3 ) 4%
&, WiFE] 91Smg LR AR S, RE=0.76 ( LR LE/ETE 1/1 ).

C. (R)-N,N-[[2-(9H-"F£-2- 2 E ) LR |- 2-(Z T A Fa R AE)-2-[3-
AR (FEABERN A B (Fak21) 6984

H 289mg ¥ 194520, 165mg ¥ 4k 2 # 0.51ml Huenig 5% ( Aldrich
AR # 15ml TR LBEEER A 60 T FHHE 8 I 6. AMEELS
B T AN 40ml LB TE A 40ml K#AFER, ZEXERR L8 LE
EFR=ZK. et EOAMMATRIREBEEN. ZLWAEEEE (L
15 - TE/RAF = 1/49 ) sb4L, W75 173mg L iz M4, Rf=0.60
( PE/RA51/9) .

D. (R)-N,N,N-[(F &HEL)-[2-OH-"F42- A LX) TR |-R(Z LA P
SEEAR)-2-[3- A 4-(FRIVE L TR B (F k22 ) 654%

# 173mg LR BAAWET 2ml — S TP RHFGE ¥ A 450 = T,
BEREMEKSEHFNHTHEREF A F oA 4300 L TEFE ( Aldrich 2
ABAE) . B0 5HE, ARASVETRTRIES M. REXRON
A T8 T B A A Sk A K Aot e RACA AR SR b b, 15 T 1 5008 B4
REM. A AEEEE (LBRUE/ETH = 1/5-1/3 ) %k, WiE5)
200mg L AFH4AH. RfE=0.55 (LERLE/ETE 172 ) .

- BREEE: 147 54, ¥ &4 B CHIRALCEL OJ-R ( 4.6mm
¢ » 15em K; Daicel Chem. Ind.,Ltd. 324 ) ; A F4m:  0.5M
NaClO4/CH;CN = 20/80; #i: 0.7ml/4-; A% ¥: 254mm; BE:
30 C.

E. (R)-N,N,N-[(F REH)-2-OH-"F e 2- R E X)L A -R-(Z A T
RAK)-2-[3-RAA-(FABD XA TR (FHEK23) 844K

9O A 2R 6G 200mg EE RS Y 14m] FEEZ & T A
Smg AAt44 (XK &, @ Wako Pure Chem. Ind.,Ltd.324%) , #EL4Pi
latm &% KT, ﬁ«'fké'ﬁ’é"’f‘l"'l:ﬁf? WH 6 I WE, ZBREZZERY
B, BRERAWAEGHEN SR, BEARLEMN, HF3 183mg
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LA MiLeH. RfE=032 (LELE/ETHR1/3) .

F. (R)-N-[5-[2-[F LB & -[2-OH-"F=4-2- A fA) LR 841 (224
PaEAA) LA 2-CFARLER | FTastk (TR 24) H88K

% 183mg L& BALA 8 1ml RIRE R T A 20p] FHRER, &R
SHBRE 1 M, BRSO AKSFHALTRAK, HFRGHEHR 3
D, SRRFEGREHTTESE. WREETLRTLE, ANEAR
Fa SACR KB E A HH TR, ZEREMBREMNFE 192mg LRAFANS
4. Rf=0.44 (LERLE/ETH112) .

G. (R)-N-[5-[2-2-OH-"F-2- X S ) ZRA)-1-B LR )2-2E K] T
b A R )

BERBEAN1TFRCHFE, AALHA 4mI30 % BLAHTLERER
4 192mg LK FRABEASHE L FRERAFZCATERE. RE, &
BL#&ES 1 FFEE BH%k EALAT, AA 7Img 10 % LK X ( Merk
) BEAEH, BEAAFTABASAEE, dbfE B
o4,

BgEE: 40.6 540, 2 &4 H: CHIRALCEL OJ-R ( Daicel
Chem. Ind.,Ltd.324%) ; #A%h48: 0.5M NaClOy/CH;CN = 77/23; iit:
0.5ml/%; #Rlk¥k: 254nm; Z=JE: 40T,

L4 13
(S)-N-[5-[2-[2-(OH-"F =k 2- A R ) LR R-1-5 TR ]-2- 2K K| T Atk &
B E&

BBE LA 12 MANFERTRAEFELE, RAEAS)-EHER
sF#k4E4LH ( Tokyo Chemical Industry Co.,Ltd.#28%) .

A. (S)-2-38-1-[3-A A -4-(F R XX LHH 68

RYEF: 473 54. 244 B CHIRALCEL OB ( Daicel
Chem. Ind.,Ltd.324%) ; #zhda: ETRN-AEE= 7/3; Kk 0.5ml/4F;
¥Rk K: 254nm; BE: 35T,

D. (S)-N,N,N-[(F &5 5)-[2-OH--F#-2- 2§ R LA R(Z LA T
BER)-2-3-AE4-CFREE)ER TR BRNE R

B 9.8 54. &4 H: CHIRALCEL OJ-R ( Daicel
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Chem. Ind. Ltd.3%84%) ; #&%48: 0.5M NaClO,/CH;CN = 2/8; Aik:
0.7ml/4%~; #BFEK: 254mm; EE: 30TC.

G. (S)-N-[5-[2-[2-(OH-"F4-2- £ R A) LLK)-1- B L E]2-# XK ¥
BB e 3k B 35 69 8- A%,

RGN 47544, 24 %&H: H: CHIRALCEL OJ-R ( Daicel
Chem. Ind.,Ltd.3%4%) ; #A3h48: 0.5M NaClOy/CH;CN = 77/23; #ik:
0.5ml/4; ARk K: 254nm; EE: 40 T,

b 14
(R)-N-[3-[2-[2-(9H-"F£-2- X & X)L A A -1- B LR E A | P dia

A RER LA 12 95 23T, RAEAEHAL RHTFERGTA
10 % 48/% Z. 3t 4T A 65 42,

A. (R)-2-:8-1-[3-# X F ) T8 (FRK25) 4

5454 W, %1 769mg 2-38-1-[3 - KK LA 100mg A R =t
FAEALH C (R)}-#; Tokyo Chemical Industry Co.,Ltd.3%4% ] ¢ 20ml £
vy &k (A HRE) FHm2.16ml 2M FHR/ = FRILEHH
v Sk whAEk ( Aldrich 28 3#4E) , ZEHITEERELE, HLFI
768mg L& A HMASH. Rf=0.72 (LR TE/ETHR 1/1) .

RGeE: 9.02 94k, 24 &H#: HE: CHIRALCEL AD ( Daicel
Chem. Ind.,Ltd.3%4%) ; #shde: ECRN2-%8 ( 171 ) ; #Hik: 0.5ml/
4 KRRk Kk: 254nm; =EE: 35T

B. (R)-3-2-8:-1(Z LA TR AL TR|FHIEE ( 74K 26 ) 868

% 768mg VA& 25 &5 30ml FHEEE T 2.96g #il4 ( Wako
Pure Chemical Ind.,Ltd.484%) , L EHATE B E. K 795mg i
F4, 408.5mg kA 24.4mg —F R/ AERET Sml —FE 8Lk, f
AAAFLESTOR A 452mg 2 A SR, ZEHFTRERER
2, BiFE 994mg FEFBALS Y. RE=0.43 ( LB TE/ETHK1/3).

C. (R)-N,N-[[2-(OH-"F=-2- X ) LA ]-[2-(Z T A PR ERK)-2-3-
BEFXB)TE ) (FRAAKR27 ) G4

451mg ¥ A4k 26, 330mg ¥ Fl 4k 2 # 1.02ml Hunig & ( Aldrich 2
) ¥ 2ml —FRALBEERSTR pAGELRE, HuFE 217mg L
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28 o R

D. (R)-N,N,N-[(F & &)-[2-(OH-"Fo-2- 2 £ ) Z R |-2-(Z L4 T&
BAA)-2-G-HEXER)THEIE (FRK27) 854K

¥ 217mg L BEASHET 2ml —KFRF @ H FA 66ul =Tk,
MELERAHEATREFBEOL A 63u) L FEFE ( Aldrich 23
FA4t), Z ERATR BA G L, G HfFF 261mg LEIFH4%. Rf=0.32 .

(ZLBTLE/IETKR12) .

E. (R)-N,N,N-[(FAZEL)-2-OH-"F=22- R X)X |- 2(Z LA T
SEAK)-2-G-REAFXL)) TR BEH 6

B8R &8 kit 6 261mg LR AR LS M e 5.5ml FEER T A
smg §iib4s ( ZK6§, @ Wako Pure Chem. Ind.,Ltd.324%) ¥ 1 atm &
SETFHATEE, ZEATE4EFE 236mg Lk fH104-9.

F. (R)-N-[3-[2-[FREX-[2-OH-"F4-2- L8 X)L A& A-1(Z Tk
PERERAL) TR FR]|Fastik ( FH4Kk28 ) 656K

%) 236mg Lk LA 60 1ml B E&E F AmA 30p] FaREL f AT R
B, ZE#7E48A5 253mg L ARELSd. Rf=0.25 ( L& T8/
ETFE12) .

G. (R)-N-[3-[2-[2-(9H-"F:-2- A ) TR A)-1-2 T R A T ot
Joo 3 B 3 0G4 A

BERBELAES 1T % CHFk, Bidd 253mg L& PRGBS T
AN Sml130 % BALER CEERBATRE, ZERTEAETHE Lk
A iaY.

REGuRE: 293 54F. 4444 B CHIRALCEL OJ-R ( Daicel
Chem. Ind. Ltd.324%) ; #&Zh48: 0.5M NaClO,/CH;CN = 7/3; Rik:
0.5ml/%; #R ¥k K: 254nm; J|E: 30 T.

LA 15
(S)-N-[5-[2-[2-(OH-"F-2- R A X)) LR A 1- B LK ]-2- X X TRk &
B3

BEREAS 14 AT ERTREFRELE, REEAS)-EHR

Fr4E4LH ( Tokyo Chemical Industry Co.,Ltd. 3245 ) .
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A. (S)-2-i8-1-G-AEFX ) LEH &

REntE: 8.18 54. 4#&#: H: CHIRALCEL AD ( Daicel
Chem. Ind.Ltd.3¥4%) ; Az ECK/LE = 11; Ak 0.5mld
BREkK: 254nm; =mE: 35TC

G. (S)-N-[3-[2-[2-(9H-"F-2- X AR LR A)-1- B LR F A Fas
28 8 ARk,

REEE: 253 94 24&#4: & CHIRALCEL OJ-R ( Daicel
Chem. Ind.,Ltd.3%4%) ; #EZh48: 0.5SM NaClO,/CH;CN = 7/3; #ik:
0.5ml/%; AR EK: 254nm; BE: 30T
b 16
(£ )-N-FH-3-[2-[2-(OH-"F2-2- R 8BV LEA-1- B LR | Kb s S a8 3

A N-F R 3- LB EFHBA SR,

AERTE2g 3-LBERBA ( Acros 23] 3245) 65 20ml Tk
¥ AN 2.02ml 40 % F /P 5 ( Wako Pure Chem. Ind. Co.,Ltd. 324 ) ,
Rig RS WEH 2 Do, B 2.02ml 40 % F B/ F B F BB 40 540,
SR PN SN R 40ml KSR E (pH 4 ), FHRA LR TE

CORER. RANES B, TRIAOKREMEREN, wbiFH 996mg ik

A%, R{=0.64 ( PE/{45 1/10 ) .

B. N-FK-3-(2- £ LAY E a8k (F 4k 29 ) 8948

] 990mg b & AT 7 ] 654644 49 15.8ml 1,4-—gEX 5% F mA 769mg
i, ERAWAE 6O CHEE 1IN, REXFZEEARSY, ZEAKLY T
AN 18ml X, EAFRABEAARTAIER. R, &
A EARAREE. BN THEERTRETR, WitEs) 1.18g L&
RS, Rf=0.63 ( F&/845 1/10 ) .

C. (£)-N-¥HE-3-[2-2-OH-"F2- X 8 X)L AKX 1-Z LR | R
358 3 695,

BEREEF 1 HTED FHEGTE, 059 LEFRERK29, 0.5
T4k 2 45 HBr-ma 3, 0.39g MEALAR 1m) TEELEE, ZE#FE
432, WibiFE 227.8mg LEFALSY, EPEFEATRTES: A
0.56ml ( 2 3%) = LEFABBEELN, LAEEEE (FTH/LEBLE
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1/5 ) #474640)/E, A PTLC ( PE/ZR L& 1/5 ) #4754k, Rf=0.28
(YE/LBRTE1/5).

£ 17 |

(£ )-N-[3-2-2-(9H-"F%-2- A ) CRRA)-1- B LR X R | Foue iR &

A. 1-3-FTEERAAXE) LW S AL

7 2g 1-3-KAF3X)Z & ( Tokyo Chemical Industry Co.,Ltd.3E4t)
89 15ml —F A FEBEER P 15m] P& F Sml ZE & RSY, HiER
SHEH250H. RE, FEAEZETEHF 1S P HFFGH FA3ml F&&
o 1ml LEHRSY, FEERT HFEH 8 . GERASY T A 150ml
KA 150ml LA LEEH#TER, AMERKRFRBRIFTR, ZBREE
A F 5 1.69g ATEALS4. RE=0.65 ( F&/#45 1/10 ) .

B. (%)-N-[3-[2-[2-(OH-"F=-2- X R X)L AR K- 1- B LX) TEEE
R R )

f 1.6g L& 1-(3-FEERAERA) L 33.4m) 1,4-mERIE & T WA
1.63g £, ERAWE 60 CHRHE 1 1M, BRERFERSY, AMFASL
HF N 40ml K, BREDEXASFTRARE. AEREUFRATE
LEHAITRR, EREMBREMNZINEANETIR. AMREARH TRA
forfk, FRRABROGRITRSE. REMBRERTHENE, £
975mg £ A 2-i&-1- ( 3-FTHRALF X)) LRGREY.

BEBEAES1GTHED PRAENFE, 300mg 448 L& EREZHEGR
4%, 363mg ¥ E4KR 2 & HBr-ma 3, 239mg M & AL#F 0.6ml TEEE
B E, ZEHiTEaE, HhFs 73mg LEiAFELSY, REt TS &
T Fi&zh: A034ml ( 2 5%) ZLEAEABBEEMAN, BA PTLC
(PE/ZER B 1/3 ) a4, Mz hdgd, RERKeNNT 5
LBRUEFREFEERATHBER. R=026 (VTE/TARTE1/3) .
Lep) 18
(£)-2-[N-[2-(9H-"F22- A §E) L X R A)-1-@- AR I3-AHEFR) LER
&3

A. (*)-2-[N-[2-(9H-"F"-2- X £ 8) TR 8 X)-1-[3-AE4-(FAPXK
A LB AR
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BRIEEF 1GTHRD THEGTE, K052 (70 %6E) 2-38.
1-[3-FE K -4-(FARX)X K| T8 (A Carl Kaiser FAEEH L2 L L,
17, 49 - 57 (1974 ) ¥ AF G F 544 &£ 409ul = ZEF 6.4ml £K
LA RAI T 6B %A 287Tmg MEALAH 13ml £K T BB EATF A
435mg ¥ F 4k 2 6§ HBr-mm & 3£ & 25.5ml XK T F 20ml £ K= FHLF
BRB AR A RABEN T8 ER T, ZERATR L Ao 852, 125 61.8mg
R AFHENASY. RfE=0.24 ( T/ 1/10 ) .

B. (%)-2-[N-[2-(9H-"F*£-2- KX &) TR RAK)-1-@- 2 A3 A E )]
LR LR AR

E254R, ERATAR/ARSFMNEITAHGEHLET, A 127.6mg £
EY A S YE 10ml =K FRER T H M 0.69ml 1M =;8LMmeh — 4
Ptk ( Aldrich 23] 3#4%) . RSB AERELETHRE L 1N, &5
BEKREHTHEN S 54, QEEERSY T AN 10ml P 548 K5 40,
FARPERERBKERERLLERSYH AT pHS.TE, HEWRLET
B RIR. AHEMIeS FAAKRER A HF TR ZEREMBEN. &
FRARDECTRIEFIHANLEZRSHHES 87.6mg Lk i
MEFE BB, AM 0N HCYUZ 8545 464k ok 3 3k, Bp bk 47 M 1b 4
# ( 93.0mg ) . Rf=0.33 ( W&/&45 1/10 ) .

E#A4] 19
(*)-2-[N-[2-OB-*F 2 2- R A X)L R 1R/ A )-1-C- A1 4-2E X2 1))
8 - 2HCI

BREAES 12K E FHRESGT X, K 15mg 45 18 LoHE
T Iml T84 Iml @ EAHERGREBEMN T, FEASFE4TEL
A 1.1mg f448 ( K45, Wako Pure Chem.Co.3%4%) , REFHFT
REAJE4E, HfFH 10.2mg LR M4, R=0.15 (FE/L8
ZE1/3) .
64 20
(%)-N-[5-[2-[2-OH-"F%-2- % §.1) Liﬁq 1-72 T3 )-2-(F 830 A Wk 3
R

HRERG 1 OTHRD FREGFT X, ¥ 0.54g 2-8-1-[4-(FEE)-3-
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MEEL|ZH (A Carl Kaiser FAEEHLFLRE 17, 49 - 57
(1974 ) FAF&FEH4E] £ 4090 = ZEH 6.4ml 2K LEHGRLSY
P& A 287mg MEANAE 13m] XK LEEREAF A 435mg + F4E
2 % HBr-Ae i & & 26ml LK T A 10ml XK = 9 24 F Bt 48 % 69 74
BERMFHERY, RERAREPELE, HHF3 593mg Lz
2. Rf=0.15 ( P8/£45 1/10 ) .
L 21
(£)-N-[5-[2-[2-(9H-"F - 2- R AKXV LR/ A - 1-F LR )2- 2 X Bk k&
#6548,

BRELES 2655, FMA10 %4/ K2 ( 25mg ) L#4 20 L4
# ( 40mg LE-HE T S3ml PE&ER) &M, WRs LkizMisd
( 29.8mg ) . Rf=0.08 ( V&/845 1/10 ) .
LA 22
(£)-N-[5-[2-[2-(OH-"F-2- XA R R LRER|-1-B TR )2-(FRI)EX | TP ak
Fic 3k B 35 69 4 A%,

RIS 1 HGFED PREGFE, & 0.52g 2-38-1-[3-(FBLAL)-
4-(CFRA)FER| T8 (A Carl Kaiser FALEHLFRE 17, 49 - 57
( 1974 ) FAFHAF EHE) £ 4090 = TEF 10ml £K TGRS
85 5% e 287mg M AL 13m] KK T BB R AT A 435mg ¥ E] 4K
2 & HBr-m i E £ 9 22ml K ZHEF 6ml LA =T FEEAR G RA
EMFERY, RERMEEAELE, B2 57.0mg LR i7H4LA
M. RI=0.18 ( ¥&/§45 1/10 ) . |
E 34 23 . S
(*)-N-[5-[2-[2-OH-"F=4 2- XA X)L R X[ 1-B L E|2-B A XX | FabE
R ]

BREAS 265 %k, FA 10 %L/RKE ( 27mg ) HFTES 22 44
# ( 40mg A-HET 5.8ml FEMER) &8, WG ERFENLESY
( 28.1mg ) . Rf=0.08 ( P&/&47 1/10 ) .
E#4] 24
(£)-N-[5-[2-[2-9H-"F 2 2- X R X)L & A 1-B LA 2-(FEABEXE)-
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N,N-— ¥ st 8t 3 8% 3 65 &%,

BERBELAEN 19T RD PREGFE, ¥ 0.64g 2-:8-1-[4-(FEHE)-3-
(—FREFHBEA)ER|TH (A Carl Kaiser FALEEHLFLEL7,
49 - 57 (1974 ) $AFEF H44&) £ 410l =B 6.5ml ZAK TH
HRSH TR ERM 287Tmg MEAAAE 15ml LK LEEBRIEFE A
435mg T a4k 2 8 HBr-mA 3£ & 26ml £ K AEF 10ml £A=FHLF
BERARMYRESEMNTHER T, REXTREEFELE, dufF 2] 70.5mg
LiEirHieSH. RE=0.17 ( FE/F45 1/10) .

LA 25
(£)-N-[5-[2-[2-(OH-"F 4 -2- A 8 T EHE)-1-B T 2- 2L F X NN-=
VAR R 3 AR 3 0 AR,

BBEAS 265 %E, AR 10 %4/%KE ( 24mg ) K kb 24 04

P ( A0mg WA HET 5.1ml FEGE &) &8, b R8s
(383mg ). Rf=0.38 (VE/ZETE 1/3) .

E 4 26

(£)-2-[N-[2-(OH-Fo-2- K A ) TR RA-1-3-(F &4)-4-(F B2k ) K k)
LB - 2HCI

HB Carl Kaiser FALEHZLFLE 1T, 49 - 57 (1974 ) FHRiE
6% %, ¥ S00mg LM 22 LS4 Iml v Sk whiE Rk # e E 50mg &
W46 2ml WEARHEFRTHTRAE, KReHITELE, HrFEH
381mg L4744, Rf=0.13 ( FE/845 1/10 ) .

EAp] 27
(+)-2-[N-[2-(OH-"F=-2- A 8 TR & X 1-G-(FRIA)4-2E X 1)) T
B - 2HCI |

HBERS 2655 %, AR 10 %4/8 2 ( 100mg ) ¥ L4 26 14
# ( 200mg LA T 25ml FPEGER) &8, QLG LEfmaes
% (153mg ) . Rf=0.09 ( V& /£45 1/10 ) .

LA 28
(%)-2-[N-[2-(9H-"F=-2- 2R 8 R) LR RA-1-Q- AP emim i
AL (2)2-RAMELTH (FRK3I0) B4
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ARSI EMT, #500g2-FEZH ( Aldrich 23 3%4%) 45 200ml
—RFRER PR 17.7g A L-E X P& ( Kanto Chem. Co. Inc. 324t )4
18.6g B — 4, HRASPEZERTHHS 20 b, AkAFEREGH, &
PO LFBIBATERL, EHAALKARABAKRER

( 180ml ) #%, L EHANATRIFBEBHEER, REAEEE L (T
B LB/ E TR 1/19 ) 64k, drstiFE] 0.38g Lk iR A%, Rf=0.57 ( Z
B LE/ETIH 1/5) .

B. (%)-2-[N-[2-(OH-"F=-2- %X 8 X)L E)REA-1-Q-RER)TEER
He5om

AEAAT, #1.6ml —FEHF 1.06ml N,O-X(Z=FAFHRL)T
Bt (25 % #) LAF% &, B Tokyo Chemical Industry Co.,Ltd. 324 ) Je A
452.6mg TR 2 ¥, MIFREAVELTETEHEIOSH. REA(TRA
290mg F a4k 30 -4 70 T T gk 444 70 8,

KiER B RASWEHEFTEHF A 2ml 6N %E, ERASBHE S5 S
4, Z 5 M SN A KEABHEMFREVFRBME. RE, BREHAL
BUBER, FAWMTRAGEMEREEN, BEAEERE (AG-F
55/ 843 3/100 - 7/100 ) %413 5 L X AR BMALS- B 5B B S, R=0.20

(PE/§45 1/9) . #A 0.IN fLE/T B, 53] 268mg Lk 47844,
L] 29
(%)-2-[N-[2-OH-"F=-2- R A ) LRIRRA-1-W-BRAX R LERERE

A2-8-1-4-FEMERTLE (FHEK3L ) 568K

EEART, ¥ 74g 81648 (1) &%TF 100ml LR T8 F 284
B EE e 5g1-4-F EH)- XX 8 ( Transworld 23] 34 ) &5 100ml
Ak, RAHEEm#. BHF5506E, FEEH5FE62 THA
100ml §45#HF, REIEHARIFRFBREEL. HHARAAHEIFTH
AT, $ESBRE, RERAFARTYHRF TR H0FH4.52g B
WHEASY, AXKRELR.

B. (*)-2-[N-[2-(OH-"F4-2- 2 £ ) LH & A - 1-4-(FRIHE X LH
(fiak 32 ) 6544

BREAM 189 FEDNFE, 400mg FF4k 31 # 534mg F 4k 2
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RATBE B Ao 22, HHEE 120mg LRAFHAS Y. Rit, pAEEH
REEEE (LBRTE/TES8/1 ) k.

C. (%)2-[N-[2-(9H-"F-2- % X)L R )R A 1-W-BE X X)L 8w
=y

H 120mg F R4 325 F 15ml —F A FELE, &3 FA 100u 28
o 120mg A 2ml —PEAFEEFREH 10 %42/ 22, REERAOYE
latm T #4788 50 54, BB ZHEH) 2 5 ETRERAE, 575 88mg
L#EfFHEAAY. Rf=031 (FE/LETE1/3) .
£ 34 30
(%)-2-[N-[2-OH-"F£-2- X E ) LA RA-1-Q-BRAER) L i &

A2-i8-1-2-FARME X LWL

EEEARAT, 146z 8468 (1) £FF175ml LR OB T4
FHiamp F N 6.35g 1-(4-FRHK)-FK X T8 ( Transworld 2] 324 ) &5
175ml A7 E R, FIR @ik, SR EEN 20 95 % A 5 3T E L
2, 534048 L2 edY (9328 ) 9% 5, RS —F @R AT
JEHER. |

B. (% )-2-[N-[2-(9H-"Fr&-2- & 5 LK) A - 1-2-(F R ER | L8
( a4k 33 ) 894

R LS 1T HD &F %, 442mg L &HFH LA 400mg
T2 TR B Ao )e 422, HibFE 31.9mg LR AREAS Y. R,
AW RS EE (PE/RA 120 ) siik.

D. (*)-2-[N-[2-(9H-"F=-2-% &3k )Z A & )-1- (z-ﬁiiﬁ)aﬁiﬁ
A% A %, 2 69 B R,

¥ 31.9mg 4 33 BT 4.7ml F&, AL A ul L8, RE&
BAWAE latm S ETHA 22.3mg 10 %4e/ R ZH4788 (F8, 50
W) . AafrERfed, FREGFTERE. FERPETHRAE
A3f, BEMHEN, hR3) 18.5mg LHAFEASY, AREKEY.
Rf=0.13 ( F&%/845 1/10 ) .
L4 31
(£)-2-[N-[2-9H-"F=2-2- R & X)) T H |8 E - 1- XX o # e 3
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#) 140mg F 54k 2 &9 HBr e 4 110pul = L A4 Sml F 58235 5% F fm
A 920mg AFRTE, HRSWERS LMY 4 54F. AFE, HE 10
L4 AR T OB AMA 120mg M EABF K ERASBETRTHRE 20
M. REEBEBEEMNFQREFTRALRLERKERES T, RETFBRFR
EREZAWERN. ARGV AEEEE ( TE/R4F 1/25 ) 4, GHF
5 116.3mg LB, ATLEBETFTELHFF 93.8mg B max k.
Rf=0.34 ( ¥&/f4 1/10 ) .

L34 32
(R)-2-[N-[2-(OH-"Fr£-2- R R X)) LR A A 1- XX L8 sk &

%1 200mg ¥ B4k 2 F AwA 0.5ml = F EHRF 102p] (R)-(+)-AAETH
( Aldrich 23] 384%) , ATFRAHE 70 TTHH 70 DB, A KK
SRR ERSBPRBE, REALBRLERIR, BETRANE, RE
WrER, MAEREHMAEEEE ( TR/A4H 1/20 ) 44, 537 93.4mg
LRSS, Rf=034 ( PE/HA45 1/10 ) .

RARFHER: # A CHIRALCEL OD-R ( 4.6mm ¢ * 25cm,
Daicel Chem.Ind.) #4765 &R K ERE, K HEBE 100 % (R)-EH A&
AT EHA: A 0.5M NaClOJ/CH3CN 1/1, #ik:  0.5ml/4%,
¥Rk K 254nm , AR 25 C, RGEES A 33.2 54 (FTR)-E)
o324 54 (s FS)-R) . AARKKETHEEZMAF 70mg L8 mak k.
b 33
(S)-2-[N-[2-(OH-"Fo£-2- X § ) LA RA - F A Lo i 3

#1 70.4mg F H 4k 2 A 0.3ml = F BHRFe 36ul (S)-()-RAETHE
( Aldrich 28 3%4:) , MIFRA%AE 70 CTHHE 70 I 8f. mAKFPRR
SARERODHBBYE, REALBRLEER. BETFRANE, BE
WRER, EFAAHA PTLC (A 45/F8 10/1 ) %4k, 3 22.4mg £
EiFAMed. RE=0.34 ( PE/£45 1/10) .

B Z#EH 32 FHARGEAHTRTHN, GREMEEZEXALLT
SEEE: WAL 100 % (S)-BEHR, RENEA 324 54. AARALAT
BEREAAE 15mg L8 k.

%4 34
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(£ )2-[N-2-(=FH=kb-2- AR TR EX)-1- XX oI T

%7 105mg ¥ 4k 2 45 HBr Al 40 110l = T84 Sml F B X & F e
A 69mg XVEHFPE, REHBEIHRHA 31 F8&AF x4, diFgs
63.6mg L AFH LAY, Rf=0.48 ( WE/SA45 1/10 ) . AALKLEHT
BExi&, 1% 40mg a3k,
£ 34 35
(R,R)-2-[N-[1-(OH-"F=-2- R ) AR 2- K| RA-1- A PR m 3

BB LR 11 85 X4 RM 597mg 2-(N-RTEZEEAEX-1-A L
A)-9H-"F=& A\ 10ml 30 % :84b 8.65 TR &, FH B L] 32 96 &
FEBIATR A G AR, WFFD 258mg LA AR ESH. Rf=047 (¥
BR/2A45 1/9 ) . B T4 R S RUGRARE 4 30 CTabfranst, #IAL £4H)
32 PR &4 RS AFHE, KAZHHE 100 % (R,R)-H 6% XH
. BREGWMA 273 o4, FIA 6N RBIEix Sk Lk 3
( 280mg ) .
E P 36
(*)-2-[N-[2-(9H-3-RJkoF=i)2 -k Ak ) 2 K R -1- 24 28 - 2HCI

A. N-[2-(9H-"F-2- 3L 88 L | T8l ( PRk 34 ) 654 A%,

BREHREHT, & 1g FHEK 2 F 093ml =Tk ( Wako Pure
Chemical Ind.,Ltd. 3245 )65 Sml — K FTHRER F A 0.4m] B ( Wako
Pure Chemical Ind. 345 ) # 2ml — QU Vo b3, AR ERS
EHTHRBE2S D, RERBAEFTE. AL TMAZBRLEFK, HHN
Ea 8, LRAFSIAKERBETR ZEREBBREN. HE”
WAEEZRTRETE, WHFH 1.16g LXiFHELESY. RE=047 ( FE/
£451/9) .

B. N-[2-[(9H-3-# A oFek)-2- R AR LA TBeke ( FIEAK3S ) 6 R

A 60 CHHZ4FT % 500mg ¥ 4k 34 65 20m) ZEE & F A 0.4ml
20 % FEE. 14546, AEFieA 20ml kK, BEZRASY, ZEEA
EvmAk, BERTRLEER. AWERKREE, A SN ARLAKE
EBEE pHS, FAhfSAKEREE TBE BEBREMN,
RE&BAEEEE (FE/RAF 1/50 ) 4b4t, W3tF2] 271.2mg E#fRA
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4. Rf=0.50 (A FE/R&G 19 RFAFAEK) .

C. N-2-[(9H-3-A5 R vfed)-2- K A LX) B ( R4 36 ) 65465

3% 100mg T4k 35 BiF T 25N &, ZRAPEEZRTHEHE 10
X, REFALA 100 CTHERHF 4 . GERESH FRATRLEFA
5N 4K S EAABRL pH A 10 AT ER. TRE, REBRERN,
wiFs 71.2mg LRSS, Rf=0.11 (A FE/S&HF 1710 EF=
K.

D. (*)-2-[N-[2-(OH-3-# K rfed) 2. R AR LRI RA-1- XA OB ER
B (FRKIT) 968

¥ 71.2mg FHE4KL 36 , 52.8mg X FE F& ( Tokyo Chemical
Industry Co.,Ltd.324%) # 54.8ul = ZAE T Sml ¥ 8, #mREWAETOT
THESE 4 54, REAASRERSYHFEEFFFHTEE F A 79mg
AL, FeSERF 21 0w, AN2ERNAGELR. A FIALT
B LB AR EZRSWRE 1S54, ZERANESE, TRIEREM
BEM. ALY (112.1mg ) A& #E ( FE/RA4E 125) %, &
HAEF 17.1mg LiE AR, Rf=034 ( VE/R4F 1/10) .

E. ( *)2-[N-[2-OB-3-& & Fe)2- K @R | X )& A 1-X KT
B - 2HCI 848,

%1 71.8mg ¥ 4k 37 LA &5 3.7ml T BEE &R PR ke 0.16ml 3k
B = 68.6mg £:# ( Kanto Chemical Co.,Ltd.334%) , BRASWAZTETHE
#3508, REBE 4 CTHEES 4. AKF SN ALMAKERE
BRSYBES pH 9, BER LB UEERSITIR, I BREMEREN.
A RAE A T A 4ml 0.IN S S/ LB REBEREN, REMNLE/
LRLUETELL., BHARSBRLRARAALRLEF LK
&, MERETR, W3 29mg FfaEte4. RfE=0.14 (#HLE
H, FE/R4H 1/10) .
L4 37
(2 )-N-[5-2-R-(=FHF K9 3- A LX) LEE-1-B TR 2-FAEAEL T
RE LB R |

CAB-C-FEBARATCERL) R HES (RIS ) 4
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¥ 370.6mg 3-# A =¥ &% (A HKudo L E L%, 22(1),
215 - 218 ( 1985 ) PHREMH E44L) F» 768mg H B 476 4ml —F L
FBLB & T A 720mg ¥ EIR 0, ERAWAE 60 T Fhuik 30 8. &
KT AR OEBERKRBTER, ZEHANETRFBEBEEHN, A
# &35 F B/ 47 1/100 V564U E 23] 637meg L& R4, Rf=0.17

(LERTE/ETHE 1/5) .

B. 2-(Z=FHEr-3- KA T (FRIK39 ) 9254

® 637mg F a4k 38 F AuA 12ml 30 % &1L 5.49 LB & RAY
AZERTHEFE LS Do AR HERATARLTRAZ LA ER G R
BRI, MmAKF NaOH W H & B£5 pH10E, ALBLEER, &
WA B E R WA ALET R, WA 334.2mg J::zurﬁwcf-\%
Rf=0.10 ( ¥ &/84 1/10 ) .

C.o (£)-N-[5-2-2-(= % E9-3- L EK) CEA)-1-B LR 2-F 84
FRP ot 288 3k 05 &%

EALRART, £07T, #334.2mg FE4k 39 6 14ml £ K T 5%
AN 980mg T4 3 (70 % ShE) 4 Tml KK T A5 R o 210ul = Tk,
LW E BB R YNk A4S T I BEAE 83 H4F, REATETAL Y M
A 270mg FAAAAE) 14ml XK LEEEE. #4365 &, M LON &8

(pH4) #b R EHF ST IoN 0.7g L8R, $4E 10 245, ERdY |
B LR LEHE, HIERRF SRR A I TR, BEMREH,
WA E] 1.09g HE M. AEEEE (FE/S4 3/100 ) HEL4L, B
28] 240.6mg LEAFHLS B HERETH. RI=0.38 ( TE/S4 1/10 ).
w35 (d6mg ) AR T A 1.1 Z565 0.IN SALS/ B L4640
ALBRE (LRAFEAY) , ZEHEBBREN. AHEELAY 5PN
— ORI RBR WA RARE I, ZBRER LR RHF A 50 C T RET
B, WA 48.5mg LA LY.
L4 38
(F)-N-[S-2-2-(=FHEr-3- 2R K L RA)1- B LA 2- 2 LA E LT85
Bt &R 3%

3mg L& 37 HEHE latm LLETA 30mg 10 %4E/R %

54



( Merck 23]384%) #= 5Sml PRt fT 8. BRELMNFRAARG. T
B FEAE., KiERfrkile) s kkeit, BEMBRER, WAFI
32.5mg LEAFHAAS Y, HaEHFKRFH. Rf=0.08 ( TE/F 4 1/10 ).
LA 39
(£)-N-[5-[2-[2-(= K HE-3-A LB LEA1-ZR T A 2-FREAXE]-
N,N-— ¥ S 5 S 3 8 3

A.2-38-1-[4-FRAI[(SFTERESB) AL XA TR (FEK 40 ) 6
AR,

5 a4k 3 AR e F X, M 4-ZXTEBE ( Tokyo Chemical
Industry Co.,Ltd.3#4%) # X RwWA T L FHmH & LR AFHLSH (A
A.A.Larsen TALEHALFRE10, 462 - 472 (1967 ) FREE 7 % ),
FEEPRAZNE THH 2980T R A FL B ER20E 05 XRATH.
Rf=0.37 ( &45) .

B. (*)-N'-[5-[2-[2-(= % FEs-3- A R A L RA-1- 2 LX) 2-FRE
K )-N,N-= 97 sk mt e 3k AR 3k 09 6~ A

CESEAT, £0T, #462mg ¥ A4k 39 69 20ml KK THEF R F Ao
A 470mg T 4K 40 5 10ml XA ZHER, ZEHERERESHMAKE L
B 110 94, REATETHEAT AN 215mg A AALAE 20ml
EKEER. #HET0545, AINEER (pH4) LEREHFAET
A 0.54g TEERR. I 10 5405, ERSVALRLERE, ANEA
fafe fALARERAERF TR ZEHFLREEL wAFHRRE D, A
&k (( PE/EAS 3/100 ) Fisbit, H3uF3] 200.2mg LEARALS
W B R T . Rf=0.37 ( PE/§45 110 ). A A 1.1 Z245 0.1IN
SILE/LEELABLA RS ( ERFEHLSY) , REMREN, @
BERABIMALHRABRSHRRARGRE (ZFRELR/L), £F
AETFE, 1835 210.8mg LEAFAELED.

%4 40 |
(2 )-N-[S-[2-2( =X HFEH-I3- R AR LRE1- R TR 2-2EEX]-
NN-—PERBEERE

210.8mg L4 39 L& latm A5 ET A 170mg 10 % 48/ % Efe
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22.5ml FE#ATAM. BRBELFNFARTERE FERPELHHE
ko3, BEBSEEN, dFE 137.9mg LFfFHASH. RfE=0.26 (F
B /845 1/10 ) .
%4 41
(£)-N-[3-R-R-(=FHE-3-REKX)TAK-1-ALE| X PHsk i
& 3

EEAART, £0TC, % 462mg ¥ R4 39 65 20ml XK LHE R F Ao
A 320.2mg T4k 14 &5 10ml £ K CAEER, ZEHEZARRESHIKRE
EBAHBEHE 1S54, RELETERTGERSY T A 215mg M A4L4HA
#20ml RAKTEER. BHET554E, R INLER ( pHY ) HLERE
HE@kFmA 0.54g CEERR. B3 10 546, ZREY R LR LE#HF,
AHER T FAKERF ;TR LEWHRLREEL. AREHRZE
(A PE/LERTES 1/7 %) W44, dbFFE 251.3mg 4F Lk 4FH
e H GRS, Hhit—F M PTLC (RTV8/LRTE 1/7
YBL) shde, WtfFE| 134.7mg LEAS W FEE K FH. RfE=0.50 (F
B/LEBTEE1/7). EPRALL EE6 0.IN AR/ TER LA &
B ( LkirHSY) , FRAMLE., LRUEA _UERLE RE
BEFR, @HE5H 93.9mg LEiFHMLEH.
534 42
(£)-N-[5-[2-2-(= %%k -3-R 8 X) ZRA)-1-B LA 2-FREAFXL])-
N,N-— ¥ 2 5 Bt

A. (£)-N-[5-(2-18-1-F T &)2-F LA X R]-NN-Z FAB BB (F 7
1k 41 ) #4R,

FkAH T 15.1g t‘ffr]ﬁi 40 %5 197ml X7k w9 &=k vy i ik F — Foph A
A 61.9ml 1M F#k/v9 E ki S eGeg kb ( Aldrich 23] 3%
B), ZREVERBETEHR 7554, REHEREHA S00ml L& LE
HEHF SR AEFRASFEAEKRKERAREARERL KAMN
Eﬁ“%éf‘ﬁl%frﬂi%%#iﬁi&%ﬁ& BERARBRRALTR RERBEBER

. BT RAAZERETRIR, \iwtﬁi'] 14.91g LR A7H 4L

A#a Rf=027 (ZRLE/ETHK 112 ) .
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B. (*)-N-[5-[2-#-1-(Z LR FARAR) LX) 2-FAE X E)-NN-—
PRt E ( FRIK 42 ) 696K

% 14.9g ¥ Fl 4k 41 #5 212.9m] & EFE & F oA 58.09g BLHA, 524
Rk 105 54, REWERSGWAFETENTE, BEREHS
BN, ABEAPE 214ml —RKFRA 240ml X Z @ #5485 5, AE
A235% (£F) BREAAAKERP R FTAKRERLEHR, ZE5F
BARMBEEREN. AL —FALERRETHR2 6, G1F3F 1551g
BEAHRZY (R FHEK) . HEET 75.6ml = F A FoEHMA 6.1g
ek fo 346mg 4-—F KA, REF A 583ml FRX AR, EH
35 5406, ERASWA 250ml LE LB A 100ml EERFE, REKEA
K (125ml ), AsefsisEmEng (HK, 125ml ), AKX ( 125ml ),
Mfefe RAHKER ( 125ml ) %%k, BETRIFREMEBREN. HHFE
Y RBRBEEEE®NL, RAETRENFS PHIBHFLLSY
(1541g) , AXRFEE B, R=0.86 (TEATE/ETK1/1) .

C. (%)N-[5-[2-2-(= % kwh-3- A FIH) ZAK-1-(Z AT ERR
BT 2-FREFIE)-NN-ZF A sba (F 4K 43 ) 85468

¥ 150mg ¥ A4k 42, 71.6mg F 4k 5 F= 0.44ml Hunig #% ( Aldrich
AF 4 6 0.5ml —FRLEREFERA 60 CTHH 12 1. AEAE
BAW T N 40ml L& T EFe 40ml KT EIR, KAask—F A L8 LEs
ER=ZK. BREIFBEHANAMTRIFREBEREN. MEBEALYAEEE
(45 - PE/E45 = 1/49 ) sb4t, 9633 173mg L inA 44,
Rf=0.74 ( P8 /84% 1/10 ) .

D. ()-N-[5-[2-[2-(=%¥%w-3- 2 8 ) Z AR 1-B L2 F a4
FE]-N,N-= 7 5 Bh e 65 8%,

= 60.1mg ¥ R4k 43 &5 2.9ml XK Sk whiE &k F e 36.8ul L&A
574ul IM RALW TEG WS AR, ARGV ETETEHE 1. &
B R RGN LB LEHEIF AP EREAREREI RAARER
wik, ZETR, BREBREN. HERLWRAEREEELHEL, AR
VE/R A4 ( 7/100 ) HBHE S T/ Lk FHE4L4% ( 50.0mg ) .
Rf=0.39 ( ¥&/§45 1/10 ) . |
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F kA 43
(£)-N-[5-[2-2-(=FH%-3-RE L)L EX)-1- 2 LR 2- 24 %5 4)-
N,N-= 7 R a st i 3 8% 3

LA 42 EHET 5.9ml FEHFAE ¥ 0.92ml 0.1N £4L 5/
LB A 27.6mg 10 % 48/R 2, HRAWAE latm A5 ETHH 2.5 o, &
RABAFFARTEERRE, ZEREEREN. BREe4WA L8R FiE
Wit ERE. £SO CTRETR 2 MEE LEFELSY ( 24.7mg ) ,
AXRFEEELH . Rf=0.25 ( FE/E45 1/10 ) .
LA 44
(%)-N-[5-[2-[2-(9H-7- LB & A 2- AR T AL 1-B T A2 F &4
FIE]-N,N-Z ¥ L Bt

A. (2)-N-[5-[2-[2-OH-7- LB & A H 2- L8 X) L EX)-1- (=249
AR TR 2-F AR -NN-Z PR (FAk 44 ) 6545

AL b 42 695 B C F P14k 43 A0 E] 696 F &, ¥ 486mg T id]
%42, 290.4mg F 4% 17 # 1.44ml Hunig #% ( Aldrich 23] 3242 )49 1.3ml
ZPRLEEBERAE 60 CTHIE 16 I . AZEERAB T MALEL
B KBATEIR, KT MLBLEER= K. ¥ FEHAMNET
BB EARER. R MMEEEE (K45 - PR/EL = 1/49) 4
€, wWFFE 753mg LAz AA4. Rf=0.51 ( P&/845 1/10 ) .

B. (£)-N-[5-[2-[2-(OH-7- LB R A H 2- X A X)) LR A 1(Z AT
AKX TR 2-FREAEL)-NN-—F R B8R

Bl 75.3mg A4k 44 €5 3.3ml LKW SRR T A 43ul L&
667ul IM RALW TEN WA K HER, ARSWETERTHHE 1 M. #
B E RV LR LEHFF Riaf R R EARE Rl FAKER
ik, LEAAKRBALTR REREBREN. MBREMWALE
BrA, wstfia) L dmisd ( 47, lmg ), Aa&mARREH. RE=0.25

( FE/845 1/10 ) .

g4 45
(£)-N’-[5-[2-]2- (9H-7-L&i£a%-2-£§u£a)z,££] 1-2 L A]2-2 1%
A]-N,N-= ¥ sk shhic k& 3
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H# LS 44 A HET 4.8m]l FEF AR FmA 0.78ml 0.1N FiLE/
L& # 25mg 10 %48/ R X, HRAWE latm EAETHHF 2.2 K. &
BALAI A R TR, LEREMBEN. AeYWALEAANE
it k. £ 50 CTREFR 2 A LkinEis% ( 40.6mg ),
ARFEHEXR Y. Rf=0.05 ( FE/£47 1/10 ) .

%34 46
(%)-2-[N-[2-(9H-"F£-2- R E X)) LR )R A)-1-G-HEER) | e igd

EEAAT, £07T, #678.6mg T4k 2 65 HBr w4 3710l =
L6 45ml XK T A 4.5ml XK — 9 3L 9 8L A0 & F m A 539mg 2-
B-1-3-FEAXK)TLE (A A.ALarsen FALEHLFLE9, 88 - 97
(1966 ) FTAFHFEHME) & 20ml LK THER, HaReSHEHE 1
Jou, HERSB B EFER (H220C) #5882 I, EFET
BERAH T N 434mg M EAAE 20ml XK TEER, BH 1 D HE,
A 10N 38 ( pH4 ) AERE, ZEMmA 1.1m] LK. HH 10 945,
BRAW N LB LEHE, AIE RS fACA K &5k = K0 F3%,
RERBEMBRENMEE 093g B2, KNLBELE/LETELS, BEL
BEL 6 A 55 AL &9 I W IR R 5, AT A 5% 4% 1 PTLC( R F 88/ 845 1/10
JEIT ) 44k, Wbt ] 77.4mg H & RS, Rf=0.32 ( PAL/£45 1710 ).

AE PN 0IN fAE/LE (11 S5)Hhibhidnd (L
HMies), REREAREN. GRS Y FTRA_LE, ARGI
KN TELESR, RELASOCTRATE. HRAAH LKy LA
4.

L) 47
(%)-2-[N-[2-(OH-"F-2- 2 8 X)) TR R E-1-G- A X D) | cEER S

1 43.9mg £ 3] 46 4445 2ml F B 5% F mA 38.3mg 28 90ul
AR, BREVAZERTHRIE 4 0. BAERASYRAAFSFFA SN
NaOH # A A%3) pH 10, BER LB LEATER., BRANETERE,
BEAEEN, HHFE S0mg B H. A PTLC (AVPE/LELE 1/4
BIF) Fhsie, diiFa 1omg #&FEAEAY. RE=030 (FE/LRL
B 1/4 ) .
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A 0.IN fALE/LE (11 S5) B8 b s (b2 FALSs
B) FREBEEN. ARRELD T RAZLE, RRGRIALET
TG, REESOCTRETRER, wifFaHLRe L iaHLEY.
Eeb] 48
(£ )-N-[3-2-[2-(9H-*F"22- X A ) LR A 1-Z2 LX) EL)-NN-—F A5
Bt i

BRI 46 HITE Ef B, RZMER 710mg 2-18-1-[3-[(=F %
SHB)RA) AR (A AALarsen FALEEHALFLEY, 88 - 97
(1966 ) TiEMFEHE], LHFESHA PTLC (ATPH/LRT
B 1/4 B JF) sidb, HF3 112.2mg #% & ktbé4. Rf=0.52 (¥8/L
BTEE1/3) .

A 0.IN FAEA/TE (1.1 ) HHAHab & ( LR ese
W) FREBREN. AFBREREEDFPRA_LE, ARGILENTET
TN, REE 50 CTRETHR, dFIHAKRG LTSS
( 93.2mg ) .

E34 49
(% )-N-[5-[2-[2-(OH-7- LB & X 5 -2- R ) LR -1- B TR 2-FRAX
)P aist i sk 3k

BB Eap 1 PREGFE, 500mg F AR 17 A 1.06g FREIAEI (70
% $hJE) HATIES R B, REM 359mg MEARKEHBEDER, ZEH%
RERAWARRESEE (TER/EH 19 ) 44, 53] 245mg L i7H
e FEEESY. R=0.24 (FE/E45 1710 ) . H—32 ( 97mg )
HZEHA 0N fRAS/LERAA HBE ( 100mg ) .

L34 50
(£)-N-[5-[2-[2-OH-7- LB R A H 2- A8 TR A-1-B TR 2-BEFE]
VAR a3

BB E 2 B F %k, ¥ EAEH 49 4% ( 100mg )E T 10.5ml
VE, F#/A495mg 10 w4/ KB FAM. AEZRTAAELBREL
MARBEFHERE. FEEPRIEALSFEREBREN, HEFE
Lk AFHMMAY ( 77.5mg ) . Rf=0.03 ( FE/FA5 1/10 ) .

60




%3 51
(*)-N-[5-[2-[2-(9H-7-RE 7 2- X 8 X)) T EA)-1- B L X 2- FRE¥ER)
ek g 3

¥ 72.1mg £HH) 49 K HEFEASHET 10ml 10 % TS/ FEER
HAEZEBRTERE 41 I, ERAROREFA_CLBLE, REE50T
TREFE (40 54) £3 Lk AM04% ( 49mg ) . RE=0.27 ( P&
£45 1/10 ) .
£ 52
(%)-N-[5-[2-[2-(9H-7- 8 A 5 2- R A X)L RA-1-BLX2- A X X9
BEEERE

BB EAS 2 MR GFE, W EEN 518 ( 49mg ) ETF 5.4ml
P&, FAM 10 % Pd-CQ5.9mg)itfTE&M. AERTAAEE I EREN
Mt REFTEERE FERPAIORAKSFEREMEEN, HFIH
L ArAL S ( 43.1mg ) . Rf=0.22 ( /TR TE1/3) .
£ 34 53
(% )-N-[5-[2-[2-(9H-"F=-2. X A IK) L RAHK)-1- B T HA)-2-F AL EK]2-%F
BRsh e A 3

AL 2-8-1-[4-F R 3-[GrAasm )R A E R LR (F gk 45 ) 54
A

AL Pk 3G AR F X (R, AR ER LA 2090 F%
A FTHREGFERTE), RAAFRZRARTTHBER, THAEAT
BOK 1-3-BA4-FEAXI)ZE ( 2g ) HFERAFH F K ( 2.03g,
£470 % %E) . Rf=0.19 (K4) .

B. (*)-N-[5-[2-2-(9H-"F-2- 2 8 X)L AR 1- £ LR 2-FAEE
R )-2-F Ak sk e 3 B 3 e A%,

BRELAEY 1 HESGFTE, 1.43g FEK 45 (70 % %LE) F» 686mg
Fiaak 2 HABMARL, REM650mg MEAAER, LEBZBRAERSY
RERAEE#EE (FE/S4 11/89 ) %, 53] 369mg L& MW H
BB, RE=0.49 (FE/F451/5). B 0.IN fKMAE/TEF LN
L,
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E 34 54
(% )-N-[5-[2-[2-(OH-"Fo¢-2- A B H) LR A )-1-2 LR 2- A ERX]2-B 5
Bkl e |

BB Ewp) 2 MENF R, W EHEH 531444 ( 369mg )E T 39.9ml
P, FAIB 10 % Pd-C(190mg)i#tfT 4/, EE BT A A% L EREAA
HRABFTEERE BEERFALGRASFEREBBREN, GHFHLE
EIFHNSY (267Tmg ) . Rf=0.27 (FE/TLETE1/3) .

LHp 55
(£)-N-[5-[2-[2-(=%3Fkh-3- R AR LRK]-1-B LX) 2-REL]| P
g

A. (£ )-N-[5-[2-#-1-(Z T A PR AR T ]-2-REKL | FParser: (F
Bl 46 ) 4R,

BEREAES RO TRAFB FPHEAGFERTREFBLE, WM
MR 9 ( 7.48g ) 3] L #8468 ( 10.22g ) . Rf=036 (TH
LES/ETHR1/3) .

B. (£)-N-[5-[2-[2-(=% =% %h-3- X R T RK)-1-(Z LA PHRRE
AT )-2-FER|PHERE (FRAK47 ) 54K

BB LA 2 GTHRCVYRHEGFT ERTREELE, K f
K 46 ( 819mg Yo F R4 5 ( 500mg )73 LEAzMAL44 ( 648mg ).
Rf=0.44 ( P &/#4% 1/10 ) .

C. (*)-N-[5-[2-[2-(=¥5%-3- 2 AR TRA1- 2 TE]2-RFK]
| PRBLE AR 6 A

7 648mg ¥ H 4K 47 65 30ml W Sk hE &R F A 2.15ml 4N FAL S/
ZERER, ARAVWETETHES 1 I, ZEGE P 30ml = L8,
Batad R 2 B S E -T2 408.8meg L AR LS. Ri=0.61( ¥
B/ILRLEE1/3) .
L#H 56
(£ )-N-[5-[2-[2-(= K E9-3- £ 81 LRE]-1-Z T E]2-AF R F sk
g |

A. (2)-N-[5-[2-2-(= ¥ HEH3- LA LEE 1 (ELATERE
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BT E2-REL|THBE (FRK48) AR

BEREAN Q285 %ECTRAGS RRITREFELE, AARTE
%46 ( 811mg Y= ¥ 439 ( 500mg )F 2| Lk frfatt&-4 ( 581.8mg ).
Rf=0.52 ( W& /%45 1/10 ) .

B. (*)-N-[5-2-2-(= % HE3- 28K TRE]-1-2 L] 2-REL]
Vahk i R H 654 R

£ 581.8mg ¥ @4k 48 4 30ml & £k whE & T A 1.88ml 4N RAL 2/
SRR, AROHATRTHESE 1 H, ZEAXK A 30ml = L&,
i Rl 4R 5 B SRR E TR E 412mg R AREALS Y. Rf=0.50 (¥
BR/LER B 1/3) .

LA 57

(£ )-N-[5-[2-[2-(=F % d-3- R B R LRI 1-# TR J2-RF K T s
Rz 3 B 3k

AL (E)N[5-[2-B- (TR T ARAKR) TR]2-RFE L) P HBE (F
B4k 49 ) 84~ Rk,

BB 2 GF%E AR B PHEGFTERTREEFELE, A
Kbk 13 ( 1.72¢ ) A3 E#iEAMS (1.24g ) . RfE=0.65 (L&
LE/ETHR 12 ) .

B. (%)-N-[5-2-2-(= % %H-3- 2 AR LRE1-(Z LA TERR
Bk 2-fERX TS (FRKS0 ) 668K

BRI 2 GTECPREGT ERTR BB LE, Nl ¥ H
K 49 ( 873mg P4k 5 ( 500mg VT2 LRS- ( 544mg ).
Rf=0.49 (PE/LB T8 1/10 ) .

C. (% )N-[5-2-[2-(= % Fxrh-3-R AR T EA-1-F TR ]2-REE]
¥k Be R 3 B 3 69 A A

# 544mg F F 4 50 %5 30ml v Sk hE R F A 1.75ml AN RACR
SRR, ARAMATRTERE 10, ZER LT A 30ml —LE&,
st ad ok 2 B R RUE T 258 296.8mg LR RS, RE=0.67( F
B/ILBTE1/3) .
£ 34 58
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(£)-N-[5-2-2-(=%HFE5-3- 28 A) L RA-1- 2 TR 2-REE] THs
B

A. (2)-N-[5-R-R-(=EHE53- AR LEAI(Z LA TRRR
B A 2-FEX ) FHsem ( Pk 51 ) 656

BERBLAEN 2O TECETRAGT ERTEERELE, AfmATHE
49 ( 480mg Y=+ M4 39 ( 249.8mg MF 2| LR 744 ( 122mg ).
Rf=045 ( LB LE/TR2/1) . |

B. (*)-N-[5-[2-[2-(= % H#E2-3- £ 8 X)TRA-1-FE LA 2-REE]
P mk S 2k AR 3k 64 S,

é 122mg T 4k 51 85 6ml w3 Sk %R T A 0.38ml 4N FAL 2/ =
IR, AROMWETRTHRE 1 I, 26 A-CE, @il
RS BN E T RAE 86.7mg Lk RS, Rf=0.76 ( F&/
LETE1/3) .

L34 59
(£ )-N-[5-[2-[2-(OH-"F £ -2- & fH) LRIK|-1-% TR -2- R K E]-NN-=F
Fh sk s i 3k B 3

A. 1-[4-B-3-[(=FRAEH )AL FER 28 (FREKS2 ) 86

EERT, @& 1g TR 7 6 7.2ml sbediE sk + A 708p1 = F RAH
A, B3 EE, BERSHEASImI K FIHAKGER. AHERAR
Fo AL KRB R RAN TR, REREXRLAFANH. REEMRAEN
THRAT—ALRBEPELE, HFAFHREEHEK ( 21 ETi/
ZLERTE) sk, HEE 1.1g LEFEASW. RE=0.21 (TERLE/E
e 12) . |

B. 2--1-[4-f-3-[(= TR A BL) AL R A L8 (T REK 53 ) 64K

DA 1.1g FHEAK 52 69 10ml 1,4-gBEE R T mA 229 3£,
BiE ROV MM E 60 CHEH 25 . AHETIZEAL FRAK, F
RLBOEER, ZEANERERELAKREREETTR RERE
R bR ipd S, AAEH ( 1.588g ). RE=0.52 (ZERLE/
ETHR11) .

C. (*)-N-[5-2-2-OH-"F72- 2 ) L RE-1-2 TH]2-RF K]
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N,N-= ¥ S sk s i 3 8% 3k 69 6%

AEii 165 BD FREGT F9ESFE A FAELAAT, £0
T, ¥ 1.58g ¥ A4k 53 ¢ 15ml £K THE R A 632mg F Fl4& 2 £ % 30ml
FAKCER15ml A FRAPREARGRSEMTHERTY, REAK
A 824pl ZLEFFEREDMBEER (4227T) HEH 50 9-4F.

AERTEERSH T MA 903mg M EAAA 30ml LK TEER.
B 70 545, RINEE ( pH4) LR EHFEak FmA 1.35ml LE
B BIE 10 940, HRA%A 200ml LE LEAE, AHERBFAL
AR EAEZAF TR REWLAERLFIASYH. AEEFE(T
B/S4F 1/20 )R shAb, 3R 276mg LA H e R,
Rf=0.66 (A4 10 % K {AKeG TE/LELE 1/4) .

Grdima 1.1 5% 01N RS/ LR R A0 R & ( B At
o), REREMBREN. AMBEAAHFRACR/LETE, HHK
et S %I 50 C TR ETF %, Wiff2] 188.2mg Lk A7l
o, ABRKEY.

+ %4 60
(2 )-N'-[5-[2-[2-(OH-"F -2k B%) T 8K )-1-2 T8 )-2-RE SN N-=F
R mh g 3 A 3

A 1-[4-F3-[(Z P RAEHB)ELER| W (FRKS) B8R

ETET, @ 1g TRk 11 4 6.5ml ot sk b A 640p1 = F E &5
B SRR 28 IR ERAWAE 40 T T 650 HE, HE
BIAK A S4B, AIEREREAAKERBES TR RER
EEXBIAEY. REGEE (ETR/TRTE 4/1 ) HHhdk, @it
175) 865mg LA ARMALH. RfE-024 (TLRLEW/ETKEL2) .

B. 2-32-1-[4-§.-3-[(= F R R B) RAEL L (F kK 55) 86 R

¥ B30 & 860mg ¥ 4K 54 65 9ml 1,4-THERCE B F A 168ul ],
BiERo Wik E 60 CHEH 1.5 M. AFEEREAR T RAKITHA
LB LEER, ZEAMERERELAKEREEF TR REREE
%28 LRApESY, AmFH (1.05g ) . RE=0.55 (LERLE/ET
¥ 1/1) .
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C. (2)-N-[5-[2-[2-(9H-"F&-2- X A A) LR E-1- B LX) 2- R ¥E 4 ]-
NN-Z— PR LA 64K

HREAP SONGTRC FRHESTE, FRK2 ( 47mg ) 5+ E
55 (1.05¢ ) RE, BERITELBEFRAEEEE (FE/E45 120 )
tift, BE—F A PTLC 44k (48 10 % R B KRG FE/LBRTE 1/4 ) ,
B E] 251.1mg L AFRA B BB . RE=0.67 (54 10 % K
R PR/ LB TE 1/4) .

A TN 1] ¥ 01N ELE/THEELELH RS ( LR iFHL
H) , REBEMHRER. QMFRAH FRNLR/ TR TE, W
RGBS ES E I £ S0 CTRETE, WFH 253.9mg Lk 478
ot AMERKEY.

L) 61
(£)-N-[5-[2-[2-(9H-"F-2- X EK) L&A )-1- B TR )-3-F R KA T4t
o Jic

A 1-(3,5-— AR ER)TE ( FlaKk 56 ) 694

AE30 54, EEAAT, £-10 CHRFKRGEET, 4 8ml 5K
=P EE G 70ml Ekvg EkvhiEE Pl 78ml 0.92M P IR iR b4k /v £k
wh ( Aldrich 23 34) . BEEHRF 1594, RELA IS4 AGELTH
A2 8.0g 3,5-— AKX FES ( Tokyo Chemical Industry Co.,Ltd.3E4t) #
35ml fAFiERk. RERERSWHZENGEL RS AEE 59 P K
BERRERSHHGEN, KR ELEXERELY ( 36.72g ) E T 42ml
LE/35ml KGR SH T, @E PN Sml KA, ZRASWAERT ik
BH 5 b, BB ERASVBIA 300ml KA F B RS ERARGR
K., ARAKEEALEETRTRETR (6358 ), RZE ( 5ml) ¥E&
da, WILFEF| 2.1g EERAAASY. RE0.79 ( LERTE/ETIR12) .

B. 1-G-£2ES5-HEFH)ZH (FEK 57 ) 94

ES5HA, ERABR/KAFNSFEHT, 2HHLE 503mg F &
56 65 10ml LEUER F A 1.43g FAAEY ( £K) 8 5ml R EBEZ. ¥
HBRAVINAFE LB FHES 3 I, ANEERKITSETER. ¥
BB RAHBIA 100ml afk B EAKERFFERAZESHAEE LN
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AEEREpHABAYES, REALKRLEFR(FR=ZK, XA 50ml).
AHE AR fAA KRR TR, BEREXRREMNFI 160mg £
R AF LS. RI=0.51 (LHRTE/ETHR12) .

C.1-3-#A 5-FAFK)LEH ( FEIK S8 ) 6 R

3% 350mg P4k 57 & T 10ml #LE & #3HF Sml A AwA Sml KA
BamdE), BRSYERSHEHTEH, £ 5 54AmEtTHER Sml
EAEA ( 140mg ) KRR, BRI 25546, AKX TN 10ml Lk
BEFBFEROWE 20 CHANMATHRIE 054, SHEERE, AL
B LE R (WK, K40ml) . FANETRFREMBRER, WA
2 293mg =Y. AR EEE (ARG - FE8/R A5 3/97 - 5/95 Hhi)
Wi, dHAMEE 154mg LEAALSY. Rf=0.40 ( FE/AA4F 19 ).

D. 1-G-FRA-5-AEAFEIK)LE (PHEK S ) 56 A

¥ 154mg FH4K 58 B F 5ml £AK TR TN AL FRIMA
360mg XKBEEAF. 0.22ml FEF 130mg s4LA, i RSMBH 11.5
DB, REFERAH F A 10ml KAL LR EFFF AN SOml K, L&
e BRI (5K, #A50ml) . AHEREM 100ml Kfoiofe KA
WA g, BETFRFBREMEEN, HLFDH 277mg B %, A&
Bigk (MG TE/EDK 1/9 %) HE4dk, 93053 140mg L&
WAEALSH. Rf=0.91 ( FE/R451/9) .

E. 1-G-fA5-FRAF I TH (Fiadk 60 ) #56 A%

AEARAT, ¥ 140mg TRk 59 5T 20ml PEHF AKX FmA Smg
A, RELEAAF THERELEHBAAR. BREWEREHF
BT HEHE 115 I8, REFZEEE E4&HEN AR A 20ml K45, 2
BEIBANE, AERTREEBEER, WtiFs 116mg LRFFELS
. Rf=0.82 ( VE/&A5 1/9) .

F. 1-3-FEA5-[(FHBELHKEFLIZH (FRMEKG61) 6K

BFE AALarsen EEHALFLE 10, 462 - 472 ( 1967 ) FHRiEH
FERATRE B )G & E, KA 116mg T H 4k 60 F= 40ul F A B RELA
B &k (P B/ RAF 5/95 %) St m i) 142mg LR ARHAL S,
Rf=0.47 ( FE/R451/9) .
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G. 2-38-1-B-FAES-(FHBEAHELIER)LH (FEK 62 ) &4
)}

A5 L4 29 5% A PREGERMAGF X, M 140mg ik
61 #= 223mg £ A4AF 2| 172mg LR f78 44, Rf=0.78 ( L& LE/IE
TR 1/1) .

H. (%)-N-[5-[2-[2-(OH-"F2%2- R )T RHE]-1-B LX) 3-FAEAX
2| F BB B 6 A A%,

HBREXRS 1 GFED TRHEGT Z, A 170mg F HIK 62 F 95mg
FE 4k 2 f£%) SSmg LiEARAASH,. RE=0.28 ( PE/R451/9) .
4] 62
(% )-N-[5-[2-[2-(OH-"F = 2- X § X)L AR 1- B LA -3- A A XL | P58
R 3h &R 3

R EHRY 2 TR E, 55mg L] 61 LA 10 %4/ K
E ( 27.5mg ) #ATEM, WHHFEH 30.6mg LEAAHLSY. RiE, B
HEHRAFRF X, BB AEEL AFTR/LBLETEL S
w St eg. Rf=0.05 ( FE/RA51/9) .

EHp) 63
(% )-N-[3-[2-[2-OH-"F2- X f. 1) L&A )-1-B L/ )2- 2L B PHis
Fic 3k Bg 3

A 1-Q-ZRAI-AAELTEH (FRKk 63 ) # 1-Q-FAS-HEER)
LB ( PRk 64 ) 84

AXAFESHT, ¥ 13.2g 2-2X LBX ( Aldrich A F44) BT
140ml RAE, @K T 9.66g FEB47. ZRASWHAE10 - 1S CTHHE
105 54, RESIHASZAMALS A 28z MR LERLYIL,
REZRESPDEXEHTHEHIE 14 I, FIFEERSWEANH I R-KRE
HY, BERACRULEFER (HA, HK500ml ), REAMWERERE
AR EREFTH REBREMNGTE 19238759, ARKE#EX
B, RAAALERLE/ETR 1/9 &Bas 55 6.0g TR 64,
M LB LB/ EC IR 1/4 65 BB 4 755] 9.5 4K 63 .

F 4k 63: RfE=0.19 ( ZELE/ETK 1/4)
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ik 64: RE0.49 (ZRLE/ETIR1/4)

B.1-2-FPRA3-HAXK)TLH (FRAKG6S) 85~ Bx,

4% 2.29g ¥ 4 63 & T 20ml £ A= F 2 F Bl it & 3o 7 4R A 528
FAEBAA 1.56ml TS, ZEHERESBWEN 18 T H. RIE EE R
BRAM T A S0ml RAK LR, BERLERCEFR (6 k, K
soml ) . AWE AR EAAKEREE, B4 TRIAAEREEN, X
7135 229 MY, FAR—FRAZRAETR #31.87¢ B33
o, R{=0.58 ( ZHBTE/ETKR12) . '

C.1-G-8 A 2-FREM)TEH (FRK66) #15 :

EEAAT, ¥ 1.87g ¥ HK 65 % T 150ml FE5Fé 1 A 90mg
im%,%5&*&#T%ﬁ&ﬁ%%%&%%%,ﬁﬁ%%&iﬁ?&
5, REHEAERGEREN AR, A MA SOMI A P41 A
AR R A B R, W AFE] 1.59g Lk ArMiLA . Rf=0.74
( PB/845 1/9) .

D. 1-[2-F §A-3-[(F s s ) B KL 78 ( R 67 ) HE A

4R AA Larsen EEHLFERE10, 462 - 472 ( 1967 ) TR
sk, AP 66 ( 1.59g ) A FHELA ( 750ul ) H4& ERieH, R
it, ERAR B REWE st HAET T E: Ak ( 50ml ) ik R
BHEERAMEHF 12 08, RER LB BRI (A 50ml ER—K,
2 30ml XEHEA) , BAERKAA IN £ (HK, &K 25ml ) FettFe
Sl KREREE, REMEMBBREN, M BE LEFAELED
( 1.93g ) . Rf=0.55 ( FE/R45 1/19) .

E. 1-[2-T A3 N-FAN(THBA)EK)ER] LB (FiR4k68)
AR,

% 1.93g TR 67 5T 15ml £A-FTAFBREFEZET 3 P&
kn 3.32g TAKBEAF. 1.9ml FhiEA 1.2g BRAH, ¥z mAHEH
14 1. REQEELESYFMA S0ml KAKILERS, ZERLERL
BRI (=K, HAK40ml) . HMEARABA (FK, #K 50ml ) #o4e
fo SALHAE R, BETRFREMSSREN, WA 3.042 HEW.
R 6% (A LR LE/ETIR 1/4-1/2 %) FH 8K, RE¥SHB
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FALD B Y ERAFNCR LS/ ECRELJFIN LA FELSD
( 2.00g ) . Rf=0.75 (¥&/f45 1/19) .

F. 2-38-1-[2-F &4 -3 [N-F AN (Fast ) KA XX T8 (FRE4E
69 ) 4R,

AEE#AFA 29 BT R A PRHREGIRBEGF X, M 333mg Fa4K
68 F= 491mg £ L4R7F %] 483mg L 47, RE=0.36 ( LR LEE/E
T 12) .

G. (*)-N-FE-N-[3-2-[2-OH-"F&-2- K 8 X)) LR HA)-1-F T A]-2-F
SAER|FHsE (FRIKTO) 4K

BBEAS 1GTRD FHENFE, AFEKG6 ( 438mg ) Fo 7
W42 (215m g ) 53 LM 4% ( 150mg ) . Rf=0.74 ( FE/R
%1/9) .

H. (%)-N-F#&-N-[3-[2-[2-(OH-"F4-2- X 85 LR EJ-1- 2 LK )-2-%
RERFHmEESEE (FRATL) 46K

AR TFk/ RS M A &4 T, & 100mg F R4k 70 £ 10m] KK
ZHR PR T H A 0.60ml 1M =g meg —F FIER ( Aldrich 24
BB . ERAWH AR 30 54, REEKGHFHT HEHF 30 4
4. QEAERASHTRARFEREAKRERALLERBIFALBRLE
ER (wik, H4K30ml ). ANEREFILAKEREE RETR
BMEBGBEN. MBEASWAARKREEE (MEG/LHRTE/ESA 10 %K
B TR 16/3/1 - 6/3/1 2J) 2i4t, B3bfFF]| 69mg LX ArH A8y
HEREW., RE=047 (FE/EH1/9) . |

A 0.IN HCUZER AL AL B E, NTPR/LRLE T E4 4K
28mg L AFHAALA . A, BRERFEKT 38mg L EAFHAH.

L (#)-N-[3-[2-[2-(9H-"E=-2- X A R) LA E)-1- B LR ]2- 2L FEE)
VB 3 8 e A

BB RS 2 PREWGF E, B 10 %4/RE ( S5mg ) FFEA& T
F MR PR W (% 55mg ) &R 13 I, MEMFEEY
( 25mg ) ANFPE/LBLEEL AT LR ELESY ( 17.3mg ) .
Rf=0.41 ( P&/&451/9) .
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£ 64
(£)-N-[5-[2-[2-(9H-*F = -2- A AR)LR/E]-1-B R | 4-F A E X Faist
B g

A 1-Q-FRES-FHEAFXK)LE (FRIK 72 ) 8548

ML 63 H9F B A B T R4k 64 ( 2.36g ) Bt H:1B L#H) 63
% B T ERTRERELERTH EXIZELSY ( 2508 ) .
Rf=0.37 ( LER L E/ECIHK 1/2)

B. 1-(5-8 A 2-FAXK)Z8M (FR4k 73 ) 854K

griEl 4k 72 ( 2.50g ) A BB LS 63 655 % C 6F5 ERITR EF
EREmRGFEH LR ( 2.13g ) . Rf=0.38 ( FE/£45 1/19) .

C.1-2-FRA-S-[(FTHBALEA|LH ( TRk 74 ) 848

PR 73 ( 2.13g ) B EBEAES 3T R D HSFERTEEF
B mFE LA MAEY (2.656g ) . Rf=0.35 ( P&/§45 1/19 ) .

D. 1-[2-F &5 [N-FREAN(PHs ) EA | ER)Z8 (FE4k75)
6 AR,

T4k 74 ( 2.65g ) it R L& 63 9P B E 655 kTR B
BEREmAREZH ( 429 ). MaRESEE (M LBRLE/ELE
1/4-1/2-2/3 3B )SAG M X Bt 4R BAF A BN B S EL ANTET
Bi/ETHREL &, /3] LE4RMLEH (25538 ). RE=0.68 ( FB/R A5
1/19 ) .

E. 2-8-1-2-F AR5 [N-FEAN(PHSDHEA|ZR 28 (PR
76 ) AR,

AEL#kp 29 5% A PHEGIERARGF X, AFRKLK 75
( 333mg )it 48 ( 491mg T2 LR #7HL4W ( 436mg ). RE=0.28
(ZBmLE®/ETER 12 ) .

- F. (£)-N-F3E-N-[5-[2-[2-OH-"F42- X E 1) 84 )-1-ZR T E]4-F
- REEAFHRERE (FREK 7T ) 84K

BERELEF 1OTRD THENGTE, AFREKT6 ( 436mg ) FF
A2 (215mg ) /38 L fEAe% ( 70mg ). RE=0.52 ( V8 /845
1/9 ) . |
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G. (= )-N-FE-N-[5-[2-[2-(9H-"F4-2- X X)L A E]-1-B L XK]4-#
AER|PHBELIRE (FEKTS) G468

bRk 77 ( 70mg ) BBEBEAES 63 KT K HGFERTEEH
EREFRREEEEE (BRE/TRTE/AH 10 % &K FE 16/3/1 -
6/3/1 M) s m B E LY ( 39mg ). Rf=0.50 ( F 5 /8A45 1/9 ).
A 0IN fSALf/TEEz oA g, BENTR/LELETESL
mfFE Lk ks ( 17mg ) .

H. (*)-N-[5-[2-[2-(OH-"F4-2- X 8L R X 1-B LR ]-4-F R EX]
P Bk 3k B 3 65 A A

BB AN 2 FREAFE, AA 10 %4e/% 2 ( 30mg ) ¥ T EK 78
Fo R P ENICE = (55 30mg ) &M 1308, MEMFHZHNT
B/ LR LE AR miEs EEiFHMAS S ( 9mg ) . Rf=0.34 ( FE/R
45 1/9 ) .
% FHH] 65 |
(% )-N-[5-[2-[2-(OH-"F =-2- X B 5) T R IK)-1- 2 TR )-2-F R A R o Bu ik
e s

A.N-FHR-2-F 8L -4- TR F)Bseh (T a4k 80 ) 94

¥ 2.41g 1-G-8H4-FRAER)ZH (A A ALarsen £EHLFZ
£10, 462 - 472 (1967 ) FREMF EHEI BT Sml ZE&HF @ik F
M Sml R IR, & S054A, £-10 CTF, BHEFIGERESY T A
7ml LA ( 1.0g ) HRER. EkbSFEHTHEEF 2804 EQET
fR kAN 3.5ml LEER A 6.5m] L& E & 3ml —KAMAE ( 720mg )
BREER, ZERERAMEN 6 I, ANEEKIEZEFE. A

SERBYRIFHREETEN, REAKEREN TR MEREAALE

A A2t S0ml kAR, BHHF2-FRAES- LEBEZBA (THKT9) K
15 iR

A FmA 1.0ml 40 % PR KER, BRAMAELETHEHF 165 b
B, @iEBERAW T A S0ml KF5BAME. KEMEA ( 50ml)
EB—K, ER4E5LEAWES A —RIFAIEI THAKERT %,
RETH, BREBREN. MBALVWRARKEEE (&4 - PTR/AL
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1/19 ) %4k, HHFH 200mg LR iFHESHH. RE0.05 (£45) .

B. N-¥3-2-F 8 A 4-Q- B E s (7481 ) H45

BTk 29 ST K A PREGERMABGTX, AFHEK 80
( 200mg Y4448 ( 310mg 75| Lk 478144 ( 248mg ). Rf=0.83
(LB ZE/ECLR /1) .

C. (£)-N-FE-[5-2-2-OH-"F=-2- X & X) L&A )-1- B2 TE]2-F &
E3F 35783 R 5

AEE#P 189FHRD PHREGIEMHEGHTX, RALABKE#E
(PRB/TERTE 1/19-1/9 ) $4em =4, MdmAJiE4k 81 ( 248mg ) #
R4k 2 ( 136mg ) 41/ LE4HALSY ( 118mg ) . Rf=0.55 ( P&/
£451/9) .

% 4] 66 |
(£)-N-F 2-[5-[2-[2-OH-"F4-2- A £ TR A 1- 2 TR ]2- 2 X Kkt
R 3k AR 3

BB LA 2 FRE G E, A 10 %4e/K L ( 55mg ) 3 £HEH] 65
44 ( 110mg ) &8 1 8, AmF3 Edfamesd ( 39mg ) .
Rf=0.05 ( VE/f45 1/9) .

LA 67
(%)-2-[N-[2-(OH-"F-2- A £ X)L R B A-1-[4-F R 3- (BT E)XL)| L8
s

A2-FRES-CBEAEXTRTE ( TRk 82 ) #E A&

H1.94g 5-TBERHETE ( AVOCADO 28 3#4%) & T 15ml £
KPR FEEF AL FEAMA 420 £AKEE4E, 2.5ml FEiEf 3.3g
B, FiERASBEE 60 I . SiERERAW T A 15ml KA IE
B R, ZRAHERSITRE. SRLSERAGRE, AXEEIFE SO
CTRETHR ( 283z ). HAMNFTE/ETIRELHFH 2.54g LEFA
o, RE=032 (ZERZE/ETIK12) .

B.2-FAES5-Q- R LBER)ETRTE (THKS) 54K

BEZ#HN 29 9% A THEGIBMAFRGF X, AFREE 82
( 1.42g ) =3 4t4R ( 151mg ) 3] L #4444 ( 566mg ). Rf=0.71
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( FE/845 1/19 ) .

C. (£)-[5-[2-[2-(OH-"F=-2- X E X)L A X )-1- R X ]2-FEAXF
BYE (FEK84) 6565

BRI 1GTERD PHEGH X, AFEHAE2 (154mg ), =T
B (150p1 ), R4k 83 ( 191mg ) FeMEAS ( 151mg ) F5 Ediz
44 ( 80mg ) . Rf=0.24 ( PE/£451/9)

D. (*)-2-[N-[2-(9OH-"F¢-2- X ARV LA R A)-1-4-F AL 3-(FFH)
FR)TE (TR SS ) 96

) 2mg S AL4E4E69 Sml K9 Sk vhiER PN 34mg T R4k 84 &
Sml XKw K =kwhiE&. 4 30 945, A 1ml & ZEF 1ml 1IN HCI
BB BHFEARERATH pHI10, ZE A LB LEF IO FHA, K 20ml ),
HANETRIFREBREN, REMFASY ( 28mg ARKEFHE( T
BE/8AF 1/9 - 1/7 ) 4L, 53] 2dmg L4781 4. Rf=0.05 ( P8/
45 1/9) .

E. (%)-2-[N-[2-OH-"F=-2- K R8I LX) R )-1-4-B X 3- (AT A%
AL L8 6 E AR

BB LA 2 FRAGT &, B PRk 8S ( 24mg )mAFE ( Sml)
FHFM 10 %4/ R 2 ( 12mg ) &/ 2.5 08, AW ERiz8LE4
( 89mg ). Rf=0.21 ( PBE/fA5 1/7) .
£ 68
(£ )-N-[3-[2-[2-(9H-6-( LEE R L) rErd2- R ) T RA)-1-R TR ER T
BRsmdg i

A, (2)-N-[3-(2-8-1-2 TR XX | FHistik ( FREE86) 694K

TR 14 ( 45g ) BRIER T RK 41 GERIBHTREEFELE
T35 Lk AR A4 ( 50.76g ) . Rf=0.27 ( ¥E/&45 1/10 ) . |

B. (*)-N-[3-[2-B%-1- (wéﬁﬁ‘f’&i*.ﬁ.ﬁt)bi]ig]?”%%ﬁ ( ¥ "4k
87 ) #56-m

BRFEK 42 R E, FrEAk 86 ( 501g ) ETFRAR
( 944ml ) HF AKX ALy ( 257.57g ), GRAVEESERETHR
FH25 00, RERZREVWAFREERNFNE, WERREELET. r
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BAEAMA 7T20ml —£F5EA 720ml KFR, BEBEMERLAR 235 %
( wiw ) BRBREAMAKER (HR), AR AAfEAAKERLE,

FFig, ZEREBREN. ZA4VWAATERR—TFTRETRE HrF3
51.61g BHAK . EEETHAET 35Iml BARK_FAFELE, @i
g A 28.3g skd A 1.61g 4-—F RAEANR, AR RSWEFE 15 54,

Rk —RbmA 27.04ml AR =FRER, ZREVEEETHH 05
b REBRAWRA 840ml LE LEH 336ml EERFE, FRAAK
#& (420ml ), A2 rRiBEAKERZRE (BAR, HK420ml ), AKX
#A& (420ml ), 2B ARFRAAKEEZR ( 420ml ) %, TH X5
BEAR M F 5] 68.25g LR fn o, Rf=0.48 ( FEL/F45 1/10 ) .

C.4-ZELRAFROHE ( T4k 88 ) #54-2&%,

ESo4A, EkHIFFEHT, GEKRSITH 20.85g A X-4-LBuK
RO B 21.6ml KEFZR P AR 9.28z = 8445 ( cromium trioxide )
414365 Jone’s XA, 8.1ml KA 33.4ml K, RSB AEXRSHTH
B s, ZERAELSEATRA2 X, AAKGFHATER (10 X,
H4 70ml ), BRI EEREAAKEREEF TR REREMIREN.
AP ETETH—FRETR, WA 845z LdAfrMiLe4.
Rf=0.40 ( ¥ & /# A5 1/10 ) .

D. (%)-3-ZEERE-7-FTEE-1,234- 987k (FHEIK S ) 54K

¥ 9.77g 3-FREEMERR L ( ACROS 23] 34t ) F» 8.58g F 7] 4% 88
% T 83ml .8, @A FimA 35ml4N £.4b 8/1,4- =185 ( Aldrich 2~9)
B, BRAVEQATHE 3 M. ¥MBREBAFEIEE, BR
RII W BRI R T G ER. A RARRY TN TERRERR, SR
BRABELET, 2EREAYETIELERY, Fak HiRe
REAMBFBTEESE, BEARREHER CTRETE. REXEA
N LEHE, MTERTE ( 200ml ) T4& &, KRtk ALBRLE
hkFETETRLETR, 3 5188 LkizHiLsdw, AmBER.
Rf=0.45 ( F&/f4F 1/10 ) .

E. 9H-6- LB R A 2-PAEF ( FHE4 90 ) &4

ESART, #5188 F 4k 89 #= 9.459g 2,3-=£-5,6-— %k -1,4-
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¥R (97 %) EXPwmEmk 7.5 M. WiEEE RS m#BTE, B
REETLE. WREARPRIGREESI;, REBBREMN. GNFELH P
MANTEE, B3 ESFRARG Y, R3] 269mg LR AFHESY (W
BeEE) . RE=039 ( WE/EA47 1710 ) .

F. 9H-6- 8L R -2- A eked (4R 91 ) 4K

£ 180 C T 3% 269mg F 1El 4k 90 Ae A 2k & wbo( 583t £ 180 T Aedk Sml
et fe Sml R AR 1.5 PHBARKAHS) , ERSDAEDA T m#E
FH 4, FHARSHEAN 100ml k¥, RERMLBLEZR, BKE
ATE pHT7, BFRALBRLEFR., BHAMAHNEESE, Rt fAAKE
Bcd, RETHR SEBEREMN. $MEEed ( 182.1mg ) & TR%

(Sml), EPA Iml T8, ZRASHAETITEE 12 6. FAER

A A S0ml K#HH, REM LR TEFR, BEERAR KPR ZLAK
BRBEITH]R, IEBEMBRER. MARSWET 4ml 5 ( MS3A
B, MEFhN 1mlKF 0.5ml SN ERALHAKRER, ZREWATET
BH 45 54, REZRESW M 40ml AFHH, JFM IN EEAY 3 pH 3,
ZEERSPWM LR OB IR =K, FHFANERER SACAKE R LR
IF 3R, BHEREMEBREN, HHFD 163.8mg LR iFMLA Y. RE=0.10
( VE/845 1/10 ) .

G. 9H-6- LB R -2-Q-FAZKERL T AL Fod (F4K 92 ) 854
A,

BRLAS 1T HRB THEGF &, ¥ 520mg FHK 0 A 161mg
a4k 91 Fo 470mg BKERSFE —F A FELE ( 1.7ml ) B F, HRSHE
@ THEHFA 115 DH, BES0 CTHEHE 8 M. AL FTRATZRTERK,
Bk R U8 L8 R R R R K ek do SALR AR R AR, FRAR
BEABRERN, FIBASYRAEEEE (PE/E4 3/100-6/100 ) 264k, @
72| 105.8mg LR B4, RF=0.37 ( FE/84 1/10 ) .

H. 2-(9H-6- LBt R A F2-2- R 8 X)L (FRIK 93 ) M54

1 105.8mg F R4k 92 FimA 2.1ml 30 % R EH LBERFHER
SHAEERTHE 1.5 0. AL P S0ml — L8 fiddidEsgs &R
#ILE. ¥HETHKHFA NaOH RERKE pHRBRY E£10, KEHA LR LK
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ER. AMETRE, BEBBREMN, witFs 80.1mg LMo,
Rf=0.05 ( ¥&8/&45 1/5) .

L (%)-N-[3-[2-[2-9H-6-( LB & )" F£2- X R X)L R A -1- 2 T A
FR) Pt 8 & eg4 A,

H 117.5mg F &) 4k 87 F= 80.1mg F Fl 4K 93 35 F 0.5ml £ A —F i 8%
B3 @ d e N 493l Hunig 8. X EERAHEE SR T A 60 T 27
D, RERERGHAFNELE, FALBLEHLE, BEAKX (HEL)
Flofo S AKEREEFTBR, ZEREHMEEN. BFrEaZisemsT
LELEFFRENHRESR, ZEREALER. MBAAVRARESE
& (VT 8/245 5/100-1/10 ) 34747 4 4L,

HEANGEZRZEREA AR EHEBRESEH, Hhord e
AL EEET. B ZH (49.6mg ) BT 2.7ml £Kv9 &k a3 mA
35ul LA A 535u1 IM RALwI T /W Sokvh, MARSOYETHYERE
EERTHHE 1 . MERSDA LR LERE, BERABIFEELEM
K gAbale RAHRBER RIS TR, TEREMBEN. HBELY
AR E#%E (A PE/RG 1710 RBARBEL K, ARKK/ FE/EG
1/9/50 3uBL) %4, 443 30.5mg LRAFHI OB HER W, RETAE
AL AERE, BEETIETE, ALRLEHE, 2&4F8
REKE, 43 29.5mg LEFES . RE=0.14 ( PE/SH51/5) .
£ 34 69
(R)-N-[5-[2-[2-(=F 5 =%h-3- X R ZRA)-1-2 LA | 2- A E R P85
BE A 3 &k 3

BR LA 12 PRHEGFE, APEE 19 ( 220mg ) ¥4k S
( 121.7mg ) #3 L@ 48484 ( 37.6mg ) .

REHE: T R-A, 363 94 (F S-H, 41.7 54F) ; H#L&
#: & H%E, 4.6mm x 150mm, CHIRALCEL OJ-R ( Daicel Chem.
Ind.$&4%); A48 0.5M NaClO/HCIO, £ 3% ( pH 2.0 YT A ( 7/3 );
RE: 0.5ml%; BREkK: 254nm; BE: 40T
%34 70
R)-N-[3-2-2«(=F 5 k-3- 2 8 H) LR E)-1-R LR )54 | Faisb e &
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B3

BREES 14 PRHEGFE, AFEK 26 ( 815mg ) b H4k 5
( 455mg ) FE] L& j7H 44 ( 167.0mg ) .

HENE: ST RE, 28754 (T S-2, 254 54); o4&
#: 4 H4, 4.6mmID x 150mm, CHIRALCEL OJ-R ( Daicel Chem.
Ind. 3244 ); #FH48: 0.5M NaClO/HCIO, & %% ( pH 2.0 )/Z A ( 7/3 );
Aig: 0.5ml/4; Kedlg¥: 254nm; BE: 40T
L35 71
(R)-N-[3-[2-[2-(9H-7- LB R A 7 -2- R B LR A - 1- R LR ¥4 | P ab %
eiEd

B EAS 14 TRHEGF %, AFRIK 26 ( 815mg ) FF 4k 17
( 564.6mg ) 73| E#irML4% ( 55.5mg ) .

KEHE: AT RAE, 77.6 94 (55T S-B, 64.7 54) ; H¥4&
#:4#: B %E, 4.6mmID *x 150mm, CHIRALCEL OJ-R ( Daicel Chem.
Ind.324%); A 0.5M NaClO/HCIO, £ 743 ( pH 2.0 VT ( 8/2 );
MR 0.5ml4; Rk k: 254nm; BE: 40 C
e 72
(R)-N-[S-[2-[2-(=F I E9-3- R QX)) LKA 1-B TR 2- 22 £ 1) P&
B 3k BR 3

HREES 12 FHEGF E, APRK 19 ( 642mg ) F=F A4k 39
( 380mg ) &3] LaizHt&4 ( 223.2mg ) .

REHE: 2T RE, 363 54 (T S8, 38.654): 4245
#H:#: W%, 4.6mmID * 150mm, CHIRALCEL OJ-R ( Daicel Chem.
Ind 344 ); #3h48:  0.5M NaClO/HCIO £ %3k ( pH2.0 VI ( 73 );
#iE: 0.5mU4; kK 254nm; =EE: 40T
EHp 73
(R)-N’-[5-[2-[2-(9H-"F4-2- R A ) L RHE)-1-2 LA 2- B A EX]-NN-=
YRGS ES L

A. (R)-N’-[5-(2-£-1-F L H)-2-F EIFE K )-NN-Z W L a8kl 0 &A%

BROT MK 19 BT HEGTE, RFREK40 ( 1.058¢ ) 55 L
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#AF LA ( 925.7mg ) .

REGHE: F R, 196 54 (T S-H, 174 54); 4%
#: H: 4.6mm ID * 250mm, CHIRALCEL OJ ( Daicel Chem. Ind.
B4 A TE/EDK (11 ); &g 0.7ml/4; A%k ¥: 254nm ;
BE: £

B. (R)-N-[5-[2-B-1-(Z LA FHEREX) LA 2-FEA X A]-NN-=
FRBEE (FREK 94 ) M4 &

A ik 42 (ShKR) SEABRAMF %, ALEHEHGFHRK
( 925mg ) 4 #HF 2| Ltz 4H ( 1.27g) .

C. (R)-N-[5-[2-[2-(9H-"F%-2- XAV LE A 1-(Z A FHREAR)
ZAR)-2-FRAEE)NN-ZFRBEE (FEIK5 ) 6544

AL TRk 43 6 AR F %, KPR 94 ( 590mg ) F P 4k
2 ( 294mg ) #3| L AFHMAL44 ( 262.2mg ) . Rf=0.54 ( P&/§45
1/10 ) .

D. (R)-N’-[5-[2-[2-(9H-*F " -2- XA 8 TR HK)-1-B T A ]2-F AL E
A)-N,N-Z PR ghmeiic ( FHE4K 96 ) 6545

BREAY] 42 PRREG T, KPRMK 95 ( 120mg ) £33 Lk A7H
&% ( 83.7mg ) .

E. (R)-N’-[5-[2-[2-(OH-"Fo£-2- X B L&A )-1- 2 T ) 2- B R ER -
N,N-= §7 S a e e 3k 8% 3k 09 6%,

TEK 96 ( 82mg ) B 4] 25 PREMGF ERITREMELE,
3] L Ar 444 ( 75.6mg ) .

FEEE: T R-A, 380 454 (FS-B, 477 94) ; 5¥E&
fr:#: H4, 4.6mm ID * 150mm, CHIRALCEL OJ-R ( Daicel Chem.
Ind.$24%); #3h48:  0.5M NaClO/HCIO, £ #3& ( pH 2.0 VT ( 7/3 );
RiE: 0.5ml/4 #R K 254om; BE: 40T
LHB 74
(S)-N’-[5-[2-[2-(9H-"F-2- R B X)L A A )-1-2 LA ) 2- B R EANN-=
LB -3k

A. (S)-N’-[5-2-3%-1-F L A)-2-F B XX |-NN-—F R BB 65 42
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BRETRAMK 19 G685 %, AFREE40 ( 1.05g ) #) A (S)-B Rt
B T2 L4 H 44 ( 928.1mg ) .

REHE: (T R-E, 196 54) 4 FS-&, 174 54; H¥&
#: #E: 4.6mm ID x 150mm, CHIRALCEL OJ ( Daicel Chem. Ind.
RABL); A TE/ETHK (1/1 ); %iE: 0.7mU4; @k ¥: 254nm
mE: R

B. (S)-N-[S-[2-B-1(Z A FHAREX) T A ) 2-F AR ERA)]NN-=
VEAERE (K 97 ) $54A

A5 PR 42 (SF3HaR) 696 MABR 8957 s, M E@ILE 6 & 4k
( 868.1mg ) £ #H ¥ A2 L4 iL4% ( 1.18g ) .

C. (S-N-[5-[2-2-(OH-"F4-2- A BV LRI )-1-(Z T A FTAREL)
LA 2-FRAFE)NN-ZFRBBE (FHKIS) K

A5 7 R4 43 658 BRI 5 %, KPRk 97 ( 300mg ) #=F 4k
2 ( 144mg ) # 5] Lk iaMi1e64 ( 120.8mg ) .

D. (8)-N-[S-[2-[2-(9H-"F£-2- X R LRI 1-B LA 2-FEAE
AR]-N,N-= PRt sk (4K 99 ) #98-4%

B R TAY] 42 Lo 096 T MR G &k, WP K 98 ( 120.8mg )
3| LR AT M4 ( 83.7mg ) .

E. (S)-N'-[5-[2-[2-(9H-"F-2- R A X)) LRHA)-1-Z TR 2- B R E K-
N,N-=F I 2 Bhlc 3k Bk 3k 65 &A%,

TR 99 ( 65.8mg ) BB EHH) 25 FHE 5B E L FE L
B, 73 LA NAY ( 423mg ) .

RENE: (T RE, 38554) XF SR, 47.7 54 244
# A B4, 4.6mm ID x 150mm, CHIRALCEL OJ-R ( Daicel Chem.
Ind.#4%); 348 0.5M NaCIO/HCIO, £ #3% ( pH 2.0 VT A ( 773 );
Wit 0.5ml%; R EK: 254nm; BE: 40 T
LA 75
(R)-N’-[5-[2-[2-(= 2 5 = *h-3- iiﬁ)cﬁ;ﬁ] 1-# 7% )-2-# X ¥ X ]-N,N-
WAL RS

BREES) 73 THESTE, APHEK 94 ( 240mg ) ﬁnrivﬁ]ﬁ: 5

80



( 115.4mg ) 53] L 78444 ( 32.9mg ) .

BEeE: T RE, 1834504 (T S-%, 21.554); HHE
#:H: 4, 4.6mmlID x 150mm, CHIRALCEL OJ-R ( Daicel Chem.
Ind. 34 ); "WHH48: 0.5SM NaCIOy/HCIO 2 & ( pH2.0 YT ( 6/4 );
#iE: 0.5ml/% B Rk K: 254nm; EE: 40T
x4 76
(S)-N’-[5-[2-[2-(= %5 %h-3-RER) LRA)-1-F T H)-2- X FE]-NN-
PR E AR 3

BRELES 74 FREGTE, AFRAK 97 ( 240mg ) FoF 4Kk 5
( 114.4mg ) 5| LA AFHANEH ( 39.6mg ) .

HwEE: (T RA, 183 94) 3T S-&, 21.5 54 444
A B4, 4.6mmID * 150mm, CHIRALCEL OJ-R ( Daicel Chem.
Ind. 3244 ); RBhA8:  0.5M NaCIO/HCIO, & #F & ( pH 2.0 )/ TAF ( 6/4 );
Ak 0.5ml/4-; ¥R KK 254nm; EE: 40 C
Lt 77 |
(R)-N-[5-[2-[2-(9H-"F=-2- X BIK) LR K-1-B Tk | 2- R ER | Paisb i 3
B 3

A. (R)-N-[5-(2--1-F T 8)-2- R ¥k Paestie (F R4 100 ) 694

BB REK 19 96 R T RHENGFH, WFRIKI (1.53g) @A
Fo i L A3 kAL EH ( 1.79g ) .

FEEE: 3T RAE, 311454 (FFS-H, 333 454); 45
#: #: 4.6mm ID * 250mm, CHIRALPAK AD ( Daicel Chem. Ind.
R4 A CR/ETR (171 ); &E#E: 03ml4; 2%k ¥: 254nm;
RE: ER

B. (R)-N-[5-[2-#:-1-[(Z LA FTARN A TR )2-RE R | Fast i
B4R 101 ) #54A%,

BRP AR 20 96 RF &, ATHEAE 100 ( 1.78g ) B R FfEL
HAP Ex i ed (229 ) .

C. (R)-N-[5-[2-[2-(9H-*F%-2- X &KV L E K- 1-[(Z A THRE)E]
A 2-FEX)PHscm (FE4K 102 ) 648
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BREEEMK 21 68T &, AFEK 101 ( 445mg ) FeFREE 2
( 294mg )iBL R B fo 5 5247 3| LR 4n 44 ( 243.0mg ). Rf=0.50
( P8/¥45 1710 ) .

D. (R)-N-[5-[2-[2-(9H-"F%-2- X 8 X)L R/A)-1- B A1 2- A XA ¥
B 3 e A,

FFE4k 102 ( 243mg ) BETAKRWESH% ( 15ml ), GHFHA
AN A S/1,4 - i85 ( 1ml ) , ERADETERTHREL IH. BRH
HREREFRARakBhE ZERALEIOTCTREFR HREHL
#AFMEY ( 96.8mg ) .

FEHE: 3T R-A, 42,1 54 (55T S-&, 385454); 4a#%&
& B4, 4.6mmID * 150mm, CHIRALCEL OJ-R ( Daicel Chem.
Ind.344); #h48:  0.5M NaCIOy/HCIO, % #4F3% ( pH 2.0 YZH ( 73 );
ik 0.5ml/4- Rk 254nm; EE: 40 C
%3645 78
(S)-N-[5-[2-[2-(9B-"F»£-2- L L IK) LR IK|-1-2 T A 2- RER | P ohsb i 3
B 3

A. (S)-N-[5-(2-3#-1-F T 3)-2-RF K| Parstie (4K 103 ) 6905,

BH AR 19 W6 AAE, AFRK 9 ( 1.53g ) FA(S)-A R4k
WA BE R L o6 b 27 E L fr 4% ( 1.36g ) .

FEHRAE: (T R-E, 311 454) T S-#, 333 494 944
#: A 4.6mm ID *x 250mm, CHIRALPAK AD ( Daicel Chem. Ind.
F4h); A CB/ETKE ( 1/1); R 0.3mU4; &Rk ¥: 254nm;
mE: ER

B. (S)-N-[5-[2-#-1-[(Z LA TR E| LA ]2- R R4 )Pk (F
B4R 104 ) #4-A% |

BR TR 20 968 % %, AP 103 ( 1.36g ) AT A B HFE L
BFE LR rHbeH ( 1.85g ) . |

C. (S-N-[5-2-[2-(OH-"F2-2- R 8 X)) LEA-1-[(Z LA TFEELHE]
LE2-REX|FTHEE (FEK105) 52K |

BRFEK 21 6588 F %, AFEK 104 ( 445mg ) F= b 4k 2
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( 294mg ) BRR GH )G LA F3) LR IFHIEH ( 198.2mg ) .
D. (S)-N-[5-[2-[2-(9H-"F4-2- A X)L R A |- 1- 2 A |2- R AL P54
Bhiec 3 8 3 69 &A%,
W EHA 105 ( 154.8mg ) ATAKWE%S ( 6.8ml ), GE T
A AN RACE/1,4 - 05 ( 430p1 ) , ERAWETETHRE 1 6. 5
AP REREF AT IR IhE, ZERLAEWOTCTRETR Wui
2| L& ArH4e44 ( 109.0mg ) .
HEHE: (3T R-A, 421 54) 5T SR, 385454 Sk
#: B #4, 4.6mmID x 150mm, CHIRALCEL OJ-R ( Daicel Chem.
Ind.324%); A 48: 0.5M NaClO/HCIO, £ #43% ( pH 2.0 Y8 ( 7/3 );
Mg 0.5ml/%; BRKK: 254nm; mE: 40 C
534 79
(R)-N-[5-]2-[2-(9H-"F " - z-ﬂiﬁ)aﬁﬁ] 1-7 TIR]-2- 8 R K P ot se i 3
AR 3
A. (R)-N-[5-(2-3£-1-& THR)-2-FE L Pokse i (K 106 ) #9244
BHT K 19 5685 %k, KFEKI3 ( 800mg ) it K 55 &b
17 3] B 474044 ( 880mg ) .
REHEHFE: T R-A, 14154 (35 SH, 16.8 54); 54L&
#: H: 4.6mm ID x 250mm, CHIRALPAK AD ( Daicel Chem. Ind.
PHL); RshAn: LE/ETK (41 ); Eik:  0.5ml/9 #Aaml»z'a& 254nm ;
BE: TR
B. (R)-N-[5-[2-88-1-[(Z LA Fa iR 2) Q| Z &) 2- R E L | Pabmi( &
Bl 107 ) #4-A%,
B E R 20 6568 %, AP MK 106 ( 880mg ) LR B A5
R FE| R ARAASH (1.24g ) . |
C. (R)-N-[5-[2-[2-(OB-"F&-2- 2 S ) LRA)-1-[(Z LA TR E]
LR]2-RFEK|PHBE ( FRK 108 ) 25
BET R 21 898685 %, RFREK 107 ( 489.4mg ) #F 4k 2
( 294mg )i R B A6 4 B R3] Lk bz B9 ( 135.9mg ). Rf=0.57
( 7 8/845 1710 ) .
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D. (R)-N-[5-2-[2-OH-"F-2- X §R) Z R A 1-B A 2-HER 7
RBE: AR AR

FrEAK108 ( 73.2mg ) B TAKWESS ( 4.2ml ), GEF A
4N RALE/1,4 - —pBd% (24001 ) , ERASBETETHE 106, #x
MEGTWRECE AW akbibk, ZEWALE I CTRETFR, WrEEH
ERAFAAAY ( 36.3mg ) .

REEE: T RE, 617 54 (55T S-&, 584 54F); 544
A 4, 4.6mmID *x 150mm, CHIRALCEL OJ-R ( Daicel Chem.
Ind. #2344 ); iK5h48:  0.5M NaClO/HCIO, £ 43 ( pH2.0 VTR ( 773 );
MIE: 0.5ml/%; R k: 254nm; BE: 40T
%34 80
(S)-N-[S5-[2-[2-(9H-"F-2- A RH) LRA-1- B TR 2- R EA | Pabst b 2
B3

A. (S)-N-[5-(2-3-1-% T J5)-2- K E L P ok sl (F [4K 109 ) #4%

BRoPEE 19 968 F %, ATEEK 13 ( 780mg ) #) F(S)-B Rt
FRARACT L BB Ao o 5 AT 2] LR Ar AL A% ( 753.4mg ) .

REHE: (T RE, 141 54) 3F S-B, 168 94 9%
#: A: 4.6mm ID *x 250mm, CHIRALPAK AD ( Daicel Chem. Ind.
RAL); Adhdn: LE/ETKR (41 ); Aik:  0.5ml/4; @k ¥: 254nm ;
BE: ER

B. (S)-N-[5-2--1-[(Z LA FERL) A LA | 2- R EX | T absae (F
F4K 110 ) 8988 |

HBHREOTRK 20 9685 %, AFREK 109 ( 753mg ) B3R B
R EFE] LR AR e ( 1.06g ) .

C. (S)-N-[S-[2-[2-(OH-"F4-2- 2 R ) LR A1 [(Z LA TR RE]
ZA]2-8E A PHEE (FREK 111 ) 84K

HRET AR 21 4R FE, KPEAE 110 ( 490mg ) F ik 2
( 294mg ) BHER B fo 2 B2 LR 4FHALA% ( 111.2mg ) .

D. (S)-N-[5-[2-2-(9H-"F-2- 2 ) LRE-1-R TR 2- L5475
BhA 3 Bk 3 6942,
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FPE4E111 ( 111.2mg ) EFEKWE %% ( 63ml ), L ¥
A AN fACE/1,4 - —nZ5 (360ul ) , HRAMWATETHELIH. ¥
A TEREFAYEXHeE ZEHEEWOTCTRETFR GrE
2| L 3744 ( 70.4mg ) .

FEEE: (T R-AE, 61.7 54F) s+F S-#, 584 454 HH%&
#:E: #H4, 4.6mmID x 150mm, CHIRALCEL OJ-R ( Daicel Chem.
Ind. #4%); w3hA8: 0.5M NaCIOy/HCIO s £ 4% ( pH2.0 VTH ( 73 );
AR 0.5ml/4; #BakK: 254nm; BE: 40T
% 3.4 81
(R)-N-¥ 35-[5-[2-[2-(OH-"F - 2- R B X)) CRA-1- B LR |2- 24 K ok
B3k g 3

A. (R)-N-F K [5-(2-if-1- £ T Hk)-2-F G E ek s ( F 4K 112 )
AR,

BRFEK 19 GERFT %, KFEK 8] ( 800mg ) il R A5 &
B3 LA AR HAEY ( 752.2mg ). Rf=0.15 ( LB LE/ECE 12 ).

B. (R)-N-¥J&-[5-[2-8-1-[(Z LA Fa R )R Tk -2-F R 558
B (FHEAK 113 ) 8946-5%

BB E R 20 696 F ik, PRk 112 ( 462.8mg ) Bt R S5
A EFE| LR ARAAEH ( 587.9mg ). Rf=0.53( ZERZE/ETH 1/2 ).

C. (R)-N-FR-[5-[2-[2-OH-"F 4 2- X A X)L R A)-1- (A FrE
BRI TR 2-FRK EEE (FRK114) 8945

BEREOPEMK 21 98 RFG &, ATPEEK 113 ( 587.9mg ) F=F R4k 2
( 295mg )it B B Fo 5 4 73] LR #2804 ( 2653mg ). Rf=0.45
( V8/845 1710 ) .

D. (R)-N-¥Z-[5-[2-[2-(OH-"F4-2- A )T A A - 1-B LA 2-F &
AIESBE: (FRAK 115 ) 8454

w4k 114 ( 2653mg ) #5 13.3ml £KWY SRR F AT
( 169.6p1 ) #= IM AW TEMGwELhER ( 2.65ml ), ERAHE
ERTEHR 1 I, BAERAVYALBRLERBIBRPEREMAKE
RAnafe RAKERBE, REEAKARALTR, I EREMBRE
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M. FRAKURLENE, B2 LEH5H0S% ( 1113mg ) . F—5
W, BXBREHNTHESYW AR E#EE ( TR/ 7/100 ) 564L, A
53] L fr M4 ( 59mg ) .

E. (R)-N-F5-[5-[2-2-OH-"F£-2- R S LR A 1- 2 L 4 ) 2- 8 4)
F s 3B 3650,

BR LS 2 PRESS X, FHK 115 ( 166.3mg ) At R AE
e, 73| LR ARASY (136.3mg ) .

REHE: T RE, 1178 54 (T S8, 132.6 94 ) ; 44
F4: A B4, 4.6mm ID x 150mm, CHIRALCEL OJ-R ( Daicel
Chem. Ind.3&4%) ; R348 0.5M NaClO/HCIO, & # 3 ( pH 2.0 ) /T
M 78/22) ; Ak 0.5ml/%; A& K: 254nm; BJE: 40 C
LA 82
(£ )-N-[S-2-[2-(9H-"F £ -2- R R LR K- 1- 2 Tk 2- R X ) P bt
BB 3

A 1-(4-TBAX3-FEFER)CEH (FREK 116 ) 844

RBEH A G 4.5ml k3965 TE T 5 R EH A 0.5ml K IBAEEE. &7
24N, @3 g % e 350mg 4- LELE:- LK ( Lancaster 23] 3245) 84 2,
Bk (1.8ml), FIMERFBEMKT 12°C. A5 CTHE IS SHE,
AN 10ml KA 10ml ZER ZEEH - BAME. KER 10ml T8 L8 H 5K,
HAMESH, H4HFEQOHIAEA 200ml AR EARERT, &
REWHH 30 04, BAMES S, KEA SOml LELEER, BHM
Eeit, fei bt B AR TR, MBEN, 55 0.41g L& 47244
H. Rf=0.67 ( VE/EA 1/19) .

B.1-3-8E&4-ZBEAEXR)ZE (FRK 117 ) 82K

EEAKT, # 410mg FFHK 116 65 40ml FEZ & F A 20mg &
RAFEASHTHERLRABRALA. BRAODETERTRIE 125
N, REWERB 2RBHBH LA AELE RS W F A 20ml £45.
HRAH S BHMNERTEEBREN, HRELAWARKEEE (AL
BRLE/ETH 3/7 - B LRLERM) %L, HHE5 029 Liks
HSY. RE=0.06 ( PE/S451/19) .

86



C.1-[4-ZHERI-[(FTHREEDRA| XL T8 (FRHK118) 844

BB AALarsen FAREHLFRE 10, 462 - 472 ( 1967 ) ¥i&
B H &, AFEKI117 ( 290mg ) F PR ( 118.5ul ) 414 L& iz
MG, R, AR BERSHGHEMLFETT —RKEF: A 10ml
KEERBHFAINERF pHAYEL, I ERLBRLEER (44 &
K 30ml) . AHERBRRAARERLEF TR REBREHN. R
Aev Mk &Ex (/R4 3/97 ) b4k, 53] 315mg L#E kM4
#. Rf=037 ( PB/E4 1/19) .

D. 2-i8-1-[4- B R A 3-[(Fas )R ER |28 (F4k 119 ) &
AR,

AEFEARB 29T KA FRHEGIBRMEAGFT X, REIAKE RS
FREASWIARKEEE (N LB LE/ETK 713 - 2R LB TE
L) 7R, MK 310mg T E4K 118 #» 570mg ;& 4L4AMF ) 267mg Lk
A, Rf=0.68 ( LBRTE/ETKE 1/1 ) .

E. (%)-N-[5-[2-[2-(9H-*F=-2- A F ) Z A% )-1-B LR )2- T8 &L
FIR)Faistie (¥4 120 ) 8965

A5 ZHH 1 BT RD FRHEGIRBEAGFF, XZHREAWAEE
B &%k (7 B8/R A5 5/95 - 15/85 ) i#474k4t, M P E4R 119 ( 147mg )
AP A4k 2 ( 90.5mg ) AR EEAFENESY ( 53mg ) . Rf=0.17 ( ¥&#
/A5 1/9) .

F. (£)-N-[5-[2-[2-(9H-"F=-2- R A H) LR/ K- 1-B T E]2-B X E A
W Rk R 3 8% 3 g A A%,

# 70mg F a4k 120 A 8ml 1,4- BB H A3 A 2ml R EB, 2
EEBBREMERAT R 1 M. HEROWBREELETF, Ff
FAEAY ( 60mg ) NFE/ZBLETEL L, HHEFFH 13mg LikiFH
a-%. RE=0.05 (K/FE/&H5 1/15/25) . -
E3p] 83
(£ )-N-FE-N-FE-[5-[2-[2-OH-"F22- A E X)L AR 1- 2 T R)2-2 4]
XL g i

AN-FENFREQFEES- LB Eama ( FRK 121 ) 44
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AL LS 65 T HA FPHESGIRMAGFX, K I1-G-8X4-F
R ERTWHELE L FAEY. Rid, BARMA 40 % FRAgKE
%, 2 02ml N-FE-¥KL5 0.7ml = ZEE 10ml —KFRFEE 31.5
DB, AERERAY T A 10ml KK EAWE. AMER IN $84
tode FALH KRB R BEIF TE]R, LEREMBER, dHFD 398mg L&k
LAY, RE036 (LERLE/ETR12) .

B. N-FEA-N-FR-[2-FEEAS Q-2 L) BB (FRKk122)
5~ A&,

A5 £#P 299 F R A PREGIEMRANF X, RAZAAKE#EE
( LB LB/ ETHR 1/9-1/4 ) 3H47464k, KP4k 121 ( 205mg ) Foikik
48 ( 246mg ) HF ExArA 444 ( 228mg ) . Rf=0.50 ( ZRRTB/E
T 172 ).

C. (£)-N-F I -N-F - [5-[2-[2-(OH-"F=-2- L § ) TR J-1- ﬁaﬂ]
2-F R ESHEE (FHEK 123 ) 4%

BREHRL 1T HRD FPRHEGTE, RRAFYWRABKE#E (A
W EL/ AT 5/95 F— KB, M PE/CERGE 1/19 #BLE =k ) sh4T4k4L,
M ial 4k 122 ( 228mg ) Fef 4R 2 ( 102mg ) #3 L#& M6
( 0.20g ) . Rf=0.25 ( ¥E/§451/19) .

D. (£ )-N-F &-N-F E-[5-[2-[2-(OH-"F 2 -2- L L) TR A 1- R T K-
2- 50 3R | R AR B 2k B 2 g AR

B g 2 T RE Tk, 0.20g T 4K 123 A 100mg 10 % 48/ % 2
HAERL DN, BERASUAEBREFNTR/LERLEEL S, dit
3] 62mg LR A7, Rf:=031 ( PE/RAF5 1/9) .
£ 3645 84
(2)-N-[5-2-2-OH-"F42- R E ) L RA-1- B THA2-BF XX T
B R

A 1-[A-(LRER)F A LWE L8 (FRMK 124 ) B4R

EEAAT, ¥#9.61g 4-LEETHR L% ( Wako Pure Chem.Ind.3%
)3T 200ml FEFAEF A 20ml Z=8F 200mg K43 FEH R,
ZJGERA WA Dean-Stark X E L@k 24 B, AHBREIK. RE .
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HEEERSWEHRETR, PEEKARKEE (HK, H4100ml),
Aiafe fALARER ( 100ml ) &%, BETRFREEZLET, OiF
3| L#kirAed (12.76g ) . Rf=0.58 ( LERLE/ETH1/2) .

B. 1-[4-(BFE)ER)ZM ( FREK 125 ) 6965

EEAAT, ¥ 1.90g &4 5% T 120ml LK &=k F 3£ 90
SR, ERAFTALTHEMI12.76g TR 124 65 40ml XK Sk
Bk, REBIE I 44, £25 504 AAHR FHEIMA 100ml T 58 T8 1L
KRB, REE30454AMA 100ml IN . ZROVFEERTHR
F 45 940, RE A 100ml KK EA VAR, KR LB LEHRTER(H
K, #4100ml ) FAFAME, RELHSIHFEGAIARAK ( 100ml )
ek, Miafe FALMAER ( 100ml ) %k, BE TR EMREN.
g ad ( 1225g ) AT &S ( 200ml ), mAKRESTEHR
( 200mg ) , ERESHEETRTHI 2016, A 'H-NMR EER B &L
B, BEMHREFEHN. HeWA S0ml T8 LEH 50ml KRz 48, &
HAWESE, LRtaffAKEREAES TR LEREMBREM, W
HfE 3] 6.688g LEAFAMILSP. RfE=0.19 ( ZARZE/ETIT 1/2 ) .

C. 1-[4-(ZLEALEFTIR)ERX T8 (F R4k 126 ) 656

¥ 6.67g F 4R 1255 T 7.3ml R H AR F oA 6.3ml LA, HiR4A
HATETEE 125 DH. AL PRA300ml KK LR B, HREGHA
SOml AR ZESHEAT R, KEMLERTEFR (HA, #k 50ml ) H4
FAWE, A EHaAMAREAR 100ml &, 50ml 1IN # &% 50ml /&4
KACAAKE R L, BETRFREERLEN, HibF2 8.27g L fnMl
&%. Rf=056 (LRLE/ETHR1/1) .

D. 1-3-F A -4-(LBHEAFTRER W PRIk 127 ) 896

f R/ EAIMAFHEHAT, @ 80ml X MAEER T — 5B A 8.09g
Fiak 126 . REERE, ERASWEBE 10 24, RERKFEAENA 300ml
KK BRLSY., RARALBROUERER (K, #K 80ml ), AMEKRLAK
ik (=K, 4 100ml ), AeFRREMAKRERREE, APFINLA
KERELE, MBETRER, REBREN. HRALY ( 9.70g ) AR EE
B LERLEE/EC IR 172 Y4k, diFH) 841 L kRHiL4%. Rf=0.36
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(ZBLE/ETKR12) .

E. 1-3-BA-4-(ZBEXTR)EA| 8 (FRK 128 ) 8454

EEARTH 1.97g ¥ A4 127 & F 358ml FEEH & 3L & A 10.55¢
RAEGF 7.5ml RER, ZTEERSWELZTHEHE 2 I, ] 2 o Fe
A 200ml fe e BB AMAKER, AROVETBTRE TS 54, REAR
RELBRRLAMBERE, BAKELLEY 200ml . LALELE
( 300ml ) ¥R, FERALFFAHAKERALEA TR 2EREHE
BR. MEEAaW (132g) AskéEs (LRLE/ECE 12 ) #4L,
W] 0.56g LiEAFEAAS Y. Rf=031 ( LR LE/ELE 172 ) .

Fo 1-B-(TH8A) ZR4-(LBEAFTR)ER| 28 (FRE4K 129 ) &
AR,

BEARRTH 0.56g PRI 128 BT 3.6ml @4 b 21500
THEER, ZREWETBTRIE 261 6. GEF A Sml A, %S
ROBLEER (2K, H420ml ), HWEEAM IN 8 (HkE, #
R 50ml ) Faio e R E RIS, ME TR, REAHRER. S
0.58g L 7M. RI=039 (LB ZE/EDLE 1/1) .

G. 2-3R-1-[3-(FP A BL) RE - (LHARX T R)EL| 8 ( Fik 130 )
AR,

AL LA 29 55 % A TR TR X, RFRK 129
( 285mg ) #4648 ( 491mg, Kanto Chem.Co.,Inc.32 4% ) #45 Lk Ar
AW (430mg ) . Rf=0.44 ( LB ZE/ETE 12 ) .

H. (%)-N-[5-[2-[2-(OH-"F&-2- A R E) LRA)1- R LA 2-(LB AL
FTR)VER)FasbE ( T4k 131) 845 |

BRLES 1 ST R D FREGF %, RRBEYRARK E#FE (A
TR/ LB TEE 1/9-1/4 F— KM, AEH 10 % R EAKE FTE/E4H 2/25
RS =R ) HATHAL, AF R 130 ( 405mg ) A= 42 ( 226mg )
FE LR AFHAAY (68mg ). RI=0.18 (44 10 % KB KK FE/E4H
1/9) .

L (*£)-N-[5-[2-[2-(OH-"F2-2- X AV LR A)-1- 2 LA 2B FA)E
)P s 3wk 36 A%, "
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%1 68mg F 4k 131 F A 10ml 2N K AALH/KRER, EREVAEE
ETFHEFE 25 0. L8 30ml K5, F&HEFiA 50ml faf KK
Kk, BERACLBRUEER (=K, H450ml) . HEWNETRFALES
RN, IFREDRBEKREEL(SA 10 % REKGFE/ LB LE1/9)
shit, WHFEH ERAFECSHGHEBRTY. AFABRAFLEAE
B RENFTE/LBLETELLEE 22mg L iFH4L44. Rf=0.11
(44 10 % R BKRGFE/AHG 1/9) .

L %) 85
()-N-[5-[2-[2-(OH-"F-2- A E X)L /A 1-F LK ]-2-38 K K| T oese i

REZAF 6HTHRB. CHD FTHRAGFE, HEFEKIS &6
AL & 2-38-1-[4-8-3-(FHB A EL| R A TH.

A. 1-G-£K-4- 25 K) LR A&

# 5.0g 4-38-3-75 3L T8 ( Lancaster 23] 344 ) 69 890ml F 85Lix &
F A 19.4g F404 (1) Fo 17ml R AR, EREVAELTRTEHFF IS
. MR FmA 470ml 4855k B S A K ERSFIBRIARGGINE, FRATE
LESER, FANWETRFAERS, HRHFH 3.97g LMk sH.
Rf=0.43 ( LB LE/ETI12) .

B. 1-[4-if-3-[( P L) RAVER| 8 (F 4k 132) 6

AERTH 3.97g L#ALSHE 21ml B ER T A 1.8ml F ikt
£, ERASHHEBE 1. FaRsHeEA 142ml AF, EHEAE, &
S ESBERPAGAEFETLHRLE. AIERARSAAREREE
T8, REREZHNATY ( 408z ). RfE=0.41( LR TE/FETHK 1/1 ).

C. 2-i-1-[4-3£-3-[(FHB) R AR A 28 (P HEMK 133 ) H46R

EEART, LHEHAEG 4.08z R4 132 45 40ml 1,4-—0ERER T
Aan 0.75ml &, HHRRSW B E 60 CHHEHF 1S5 I H. AHEERE
MAK. EREWALBRTUEER, AIEREH KA KER LK T
2., BEREDBRELREFIAZY (6282). GATRAVINTLRT
B/ E TR BARRASY, i, A, BXIESBERRGIE, WHF
5] 4.0g B4z M. RfE=0.54 (LERLE/ETEH 1/1) .

D. (*)-N-[5-[2-[2-(OH-"F4-2- X 8 X)) LEA]-1-Z T R]-2- 2 X KT
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BBt LR A6

BREES 1 S5 R D FHENF R, KPHEK 2 6 HBr-m 3
( 452.5mg ) =P A4k 133 ( 742.1mg ) B E B F B L2, REF PTLC
(ATPER/AH V10 ) SAm$F R4 A0O B 58 B = %
( 191.6mg ) . Rf=0.58 ( FE/ZE 7.8 1/3 ) .

WIEFHT AL EF0IN fAK/TEAEE S a2 Fix
WRAEY) FREBBREN. AREELY F AN = T it 4
RO, NCEFELS, REESOCTRETE, HnEs bkhg
e ((112.6mg ) , AH XK =9,

% 4] 86
(%)-N-[5-[2-[2-(9H-"F£-2- A E ) L RA-1- 2 TR ) 2- s E X | P sl

REXEF 6HTHRA. B, CH DAAFRGHF E4 4 2-5£-1-[4-5h-
3-[(FPHB) AL RN 8.

A 1-(4-B3-FE R F)LE (PIa4KR 134 ) 658%

#20g 4-# LEEE ( Tokyo Chemical Industry Co.,Ltd. ) £ ¥ 4 s
A 130ml Ao/ B4t B IMAERE . 3 15 545, BB RAoHBIA |
FakAKFHA 1 FCRUEFIR, BHMES B, TRALXBEMN, Bi
2] 20.7g LEAFALEY. RE=0.19 ( LBLE/ETLR 1/5) .

B. 1-(3-RA-4-5 % )8 ( FE44K 135 ) 6524,

] 14.3g ¥ H 4K 134 69 2134ml P EEE % & A 40.5¢ §444 (11 )
40.8ml RE®, ARGVWEZTRTHEHE 475 I o, HEREY T oA
1100ml fefe 5 8 S KK &R I Bt B B RREG TR, BERFRORSE
FACBRTEER, BANETRAREXRSEET, WAL 11. 87g J;:i
wRAEH. RE=0.67 ( FE/E45 1/10 ) .

C. 1-[4-8-3- (PR RAER 28 (FRK 136 ) 845

AERT 6 11.87g T H 4K 135 65 S0ml o 5% F AmA 3.55ml W ok &t
. BH 2.5 1B, WERERASHEAK ( 250ml ) &, FEHIER
ROTEAET LRLE. ANER i S RARERESE, Bk, F
EXRGEFREATY. QAP RALRLE/EEE ( 1/1 ), SRR
LI TR, BFE 1044g LEAFHEAY. RE=0.14 ( T8 L&/
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EETH 173 ) .

D. 2-38-1-[4-83-[(Fa B A) KA R 28 (PEK 137 ) &84

EEARAT, 2EHFE S 10.4g F R4 136 & 102ml 1,4-=5EL 5 & +
M 1.66ml 2. FATRARESHMEE 60 CHEH 1S K. AFEERE
FERKPLRUBEFR, REANE, TRFEEAL, HHFH 1177
LR AFEAEY. RfE=025 (LETE/ETE12) .

E. (£)-N-[5-[2-[2-OH-*F=-2- XA X)L RA]-1- B TR 2-E A F
BRELE: 3B B e A A

BBELES 1 HTRD FREGTE, RFREK2 ( 500mg ) FF
#4137 ( 1.385g ) BAREFERIE, REMBARALBAEEEE ( 63
% FE/ R A7) L, FAPTLC (A4A4F 10 % REKGFE/LETE
1/4 B Jt) Momsbibm i3] L iz oo BB % ( 211.5mg ) .
Rf=0.49 (44 10 % RA|KKG FTE/LETE 1/4 ) .

SEEHF A 1] 5F0.IN §ACE/ TR AL A e ( bk
FAALAH ) SFFREMBEN. £ S0 CTRETFREMS 218mg Likiz
LA, HEEKEY.

%A 87
(*)-N-[5-[2-[2-(9H-"F-2- X R ) L RHA-1-52 IR )-2- B AR K-N-F 5
-N-F Jo st s i 3 &% 3 ,

A. N-F 3-N-F X 858 869 5 &,

ASART, £15594A, & 3.0ml BB S0ml — S FIeg k%A
FERF A 6.45ml N-FR-N-F A 7.0ml = k. ®FE 15986,
A S0ml AKAEIER B, WHEMES B A S0ml IN R AN T8, 26
REMBRER. QRFAE2Y ( 835z ) FieA 100ml ETK, FiERS
Mddp, BERRGRE., FERREALET, 53 5308 L#irHmLs
#. Rf=0.64 (LERLE/ETIR1/4) .

B. 1-[4-FEE 3 [(N-FE-N-FEAGB) AL | XL )28 (FEK
138 ) #41%,

M B f A4k ( 880mg ) A 1-B-BE-4-FRAXA)TH ( 482mg )
W/ LRSS ( 671lmg ) (3B AALarsen FALEEHFLE
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10, 462 - 472 ( 1967 ) THREMF HHATI . Rid, At/ =
KFRAGRAEN (Tml, 2/5), RERSHELETETHE 66 B,
REFAGRT oBEH2 o, 528 F 20ml KF S0ml 2.8 2.8
EBUEA 30ml IN ZBAAANERET. SHEHAMER LR LESR
B OHR, FR30ml ), 655 A MAT R bR RACR KB & 2% T2,
ZEREMBREN. IBEAAWRAREE#EE (LBLE/ETE 1/3 ) 4%
. Rf=0.47 ( F8/&4F5 1/19 ) .

C. 2-#-1-[4-F fIR-3-[(N-FTA-N-F A KB 80) KA ER | 28 & 4k
139 ) #9544

A£G 29 K A TRHENHIRMARAGF X, AFHK 138
( 670mg ) F=:4t47 ( 780mg ) FfHF L& AFH 44 ( 810mg, % 80 %
$E) . Rf=041 (ZERTE/ETI12) .

D. (#)-N-[5-[2-[2-(9H-"F £ 2- A R K) LRI 1-F TR )-2-(F R
FI-N-FIEN-F AR (FHEK 140 ) 6544

HRIAH 1T D PREGF FRATR S48, MoFak 2
( 400mg ), =T ( 280pl ) o F 4k 139 ( 805mg ) L&Ak 6,75 ( A
TR/ LB LB 1/9 5ebl) ShF Ll 4784044 ( 251mg ) . Rf=0.47
( P &/&45 1/9 )

E. (£)-N-[5-[2-2-OB-"F%-2- X & X)L & A )-1- B LR )2- 24 %
AN-FEN-F A8 2 8 2k eg &% |

BRELES 2 FREGFTE, # 250mg P EK 140 A 50ml FEHF
A 122mg 10 % 4e/% BHATEM, BB A FRG EHAD LR & HF AT/
LELEEL S, #FLEFELSY (46mg ). Rf=0.33 ( FE/&45
1/9 ) .
%34 88
(*)-N-[5-[2-[2-(OH-"F=22- X 8 X)L R HE]-1- ﬁLﬂ]-Z-ﬁﬁziix}-N N-—
LAmstdg i

A NN-ZZE ARG

BREIEPISTHTRA PHENSF &, AEAAT, £21HA, ¥
2.07ml N,N-=Z e #= 2.8ml = Z i A 1.6ml #5586 5,69 20ml — £ F k4
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FEET. BH 1 ADHE, A 20ml KRAKEEE. FEMESEH A
20ml IN £ B #HEHF TR, ZEHEBEEMN. ARZELY T A 30ml
ELLe, HERESWAY, BRRARORE. FERREERLET, 23
2.19g LR AR A%, RfE=0.59 ( LB LE/ETE 1/4 ) .

B. 1-[4-FAA3-[(NNN-Z ZE R R A EA128 (P 4K 141 )
6 G- 1R,

M EE FEAE ( 686mg ) #» 1-3-RA4-FAXER)ZH ( 482mg )
WFLEARHELESY ( S13mg ) (HE A.A.Larsen FARLEHLFLE
10, 462 - 472 (1967 ) FiREMF EFHRITI . Rad, b A/ —
AFREGRESEMN (Tml, 2/5), RERSHEAETE TR 66 /5,
REFEGRT BB 2 Doy, H40283 8 20ml K 20ml 258 &
FROFR 30ml IN 2MAFANERRAT. S FEHKMERNLBRLER
B(O®mA, #430ml), &I )G b AR B 4 e RACEA KRB 5k s ik I F 32,
ZERBEMREN. MBEASWRARKE#EE (LROE/ECE 13 ) %
.. Rf=0.42 (B TE/ETH 172 ) .

C. 2-%-1-[4-FRAAI[(NN-ZZ A KB R A EL]| 28 ( F4k
142 ) #4-8%,

AL KHF] 29 T K A PHRAGIBMANFT X, ATk 141
( 500mg ) #2404 ( 670mg ) 413 L& fz ML o9 ( 693mg ., % 70 %
%) . Rf=0.64 (TLERLE/ETE12).

D. (*)-N'-[5-[2-[2-(9H-"F£-2- 2 S X)) LRE-1-B LA 2-(FAEL)
EE]-NN-Z SR ( Pk 143 ) 45

BREES 1 BTRD PHEAGTEHAEBFE LR, KFEk 2
( 390mg ), =T ( 280u ) Fo ¥ 4k 142 ( 673mg ) B2k &2 ( A
VE/ LB LE 1/9 %) L4145 Lk iz 809 ( 256mg ) . Rf=0.46
(PE/EA51/9) .

E. (£)-N-[5-2-[2-9H-*F4&-2- R A X)L AR - 1- B LA ]2- 24 %
A]-N,N-= T A S BB 3 8 3 698K,

HRBEKEP 2 FHAGF &, ¥ 250mg ¥ 4K 143 oA 50ml ¥ 85 5F
A 120mg 10 % 42/ % B#ATEM, FHERAERF R840 &8 3 0 5y
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LERLEEZLSL, #1FELEFHELSY ( 85mg ) . RE=0.32 ( PE/§45
1/9) .

%34 89

(%£)-NN-=F E-[5-[2-[2-OH-"F 4 -2- 2 A ) LB A )-1-2 LI]-2-F K
F et 3k &% 3

A. NNN-ZFPR-2-FEES5-2- LB K8 ( Ptk 144 ) 455
X,

ME#EBIS3 T RA DB THEGME G F £, K 1-G-RA4-TE
AER)LMHAF L4149 ( 705mg ) (3% A.A.Larsen FALEE
HUFREE 10, 462 - 472 (1967 ) FHREMFEHE) . Fid, &
AN N-FEFE, MEAMA NN-ZFE., Rf=033 ( L& ZE/EDE
1/2) .

B. NN-Z W &-[2-F R -5 [2-8k-1-[(Z A P58 R 2L £ 5%
e (P a4k 145 ) 54

A& TRk 42 96 RAF G5k, 700mg F 4K 144 S B G Fo e
P, 5 407mg LR AFEAAY. RE=0.74 (LB LE/ETE 1/1) .

C. (£)-NN-ZPRE-[5-[2-[2-OH-"F4-2- X BR) L&A 1-[(ZTRT
AR THR)-2-F AR sl (F K 146 ) 6545

BREFRME 43 S6R8F %, RRBEWARKEEE (AVE/E4H5
1725 3e/BL) #ATHAL, A FEMK 145 ( 398mg ) F=f a4k 2 ( 193mg )
73] LEAFHAASY (138mg ) . RE=0.43 ( FE/§45 1/10 ) .

D. ()-N,N-=F H-[5-[2-[2-(OH-"F s 2 % F ) T &K ]-1-%2 2 K] 2-
FRA] Eoesh (PEK 147 ) 948K

# 135mg T A4k 146 2 F 7ml XK w9 &2k, B3 & fua 38.2ul &
A= 314pl IM RALw T4/ ki, HRAOVWATETHE 145 1 i,
RERRGCUALRLERE, RAPRLARERYHRFTFER 25K
BEBBRER. ZLHA PTLC (R PE8/E45 1710 &) %ie, 23] 4.9mg
LRAFHEAEY. RE=023 (FE/E4 1/10 ) . AEABAE LR &
B ( 7.7mg ) .

E. (£)-N,N-=F2&-[5-[2-2-(9H-"Fd2- R &%) L KA [-1-% T ) 2-
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2R B EREGoK

BRBEES 2 FTHESGFE, FRK 147 ( 7.7mg ) # A 10 % &/%
E (d4mg ) #TEMH2 I, REBEREANFREBBEN, AGHEHF
L# A (5.0mg ) . RfE=0.31 ( FE/&45 1/9) .

E 34 90
(% )-N-[5-[2-[2-9H-*F=2-2- R A K)LEA)-1-FACH2- 2 A XX |78
Bac A 3

A. (£)-N-[5-[2-[2-(9H-*F - 2- X )L EA)-1I-FR K- FAL
FR)FHBE (TR 148 ) 8544

120mg %L#&EF] 1 e-HE ST AMmE L4 T A 10ml 10 % KLE/ FET
BH 2400, REARGVWALETRETHREI X, HEAERSHERER
EEF, MEPRARPEBEIAKRERF AR LEER (HL, HK
20ml ) . FRE, #TEKE, ReLPRkée#dx (PE/EHS 1719 ) &
1, wHfFE] 72mg L fRHALSH. RE=0.55 ( P&/§45 179 ) .

B. (%)-N-[5-[2-2-(9H-"F-2- X F )T AR 1-FATH)-2- B E
ARV B8t 2 AR 3 69 4 A%,

BB LAY 2 FREGF X, T0mg FREK 148 #1 A 30mg 10 % 48/5%
EHATEM L D, ZERHRAEHEGKE, MEBERL ETHA=T B F o4,
32| 60mg LiEIFHAEH. RfE=040 ( PE/EH51/9) .

%4 91
(£ )»N-[5-[2-2-(%HEp3-RE X&) 1-FR LA 2- A (47
FR B 3 8 3k

¥ 28mg £#H] 38 LAHEE T 3ml 10 % RAE/FEH, HmRADE
HAThREEH I X. REFGL PN 10ml 10 % KA/ TE, ERES
HEEF2X. FEREREVAEELET, ZReWETFE, B PTLC
(AP 8/845 1/10 5 ) sbdb. @i — 28 F 514 38, 5% 11.8mg
L fEAmed. Rf=0.38 ( FE/§451/10 ) .

FiH 92
(% )-N-[5-[2-[2-OH-"F%-2- 2 RE) L RE)-1-F R A 2- KA F X 75
Stac g 3
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B R4k 120 ( 35mg ) A 10 % FALE/FTE ( Sml ) +, ER4YW
ARART AR 2 . AdALEFHS LEEHLESY (3Tmg ).
Rf=0.29 ( F&/471/9) .

241
APB3I-Fa A FH:

AR CHO @fe (FTRERAIIFLBIE) BBARI-AEFER, HHK
MIEAAP3 B4 pcDNA3 ( E4SN(in vitrogen)) st g. # AAPB3
W ARERT AL cDNA ( Clontech 3#4%) it PCR BHAB3 K B
( Krief FA, ABRLE, 914K, p3dd - 349 (1993) 1, KEH
AR BAEATAT LB AR AH &K,

BHERASA 10 % 4 2F, 400pg/ml 4% 4 ( Gibco BRL ),
100U/ml -FH &4 100pg/ml £ E£65 HAM F-12 2 A 324, £ 6-3Li8
EHANS x 10° Wi i3855k 24 I, Z B F AKX T A R L 0 iE 6 HAM
F-12 3& 3 R4 48 2 i, AR AL S S5 L5 T DMSO, KERAA
ImM J+ T PR g% P ImM FIR 8 65 HAM F-12 325X 48, %k
10°-107"2 6. B A 69 10 4 A B3 Ao\ Sl o

IR 30 o4b B, WE3EEE, A 0.5ml IN NaOH 5424 20 9-4.
REMA 05ml IN T8, MEBRHEFES. &AM cAMP EIA
KIT(Cayman)£-#7 3 & cAMP 3R B, £#4]1 1 - 92 F 4 65 #iLddh e
BAFHS EDs) BTk 2 F. BRL37344 21 “kkBH” 16 %,
p797-800(1991) F AT 464 o5 x4~ 65, CL316,243 A EHIFLE, 35
%, p3081-3084 VAL FEERY. FHEELEEYA Research
Biochimicals International . %% 2 ¥ A7, LS ERST
BRL37344 #= CL316,243 .

] X 4] 2
3 RE S 4E A

FAE A 180 - 250g LB A e S IR R S REMI R R B HAE S &
G, FEBAALFLEY Krebs ERGBESF. AAL $dE
AL ( Nippon Koden 2] 45 MR-6000 a8 65 ¥ k45 % £ ( Nippon Koden
2885 TB-611T ) MR AEFHFEH. LR FHEALAHAEHE EDs 1L
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s TR3 4, HXEASWILERLECRMEN, HRENIRIERGHA
HEAFRRKGENIER.

X5 3

xt KBS B 4 6 64 B R 75 e

BEPAOMBYOREEALFERLER, %k, L5488 FMA
3ml 4 1mg/ml B & ( Sigma ) #= 1 % 4 £ 74 & & @ &9 Krebs-Ringer
Bk, REiXLmief 37 CTHIBRZR 30 \@P RAREEZEREXH
WAL, FFRE 2R Krebs-Ringer £ &k wki, REALAH 4
% 2 dn 7% €1 % & 69 Krebs-Ringer & 4 & R EHHE2 2 x 10%ml. ¥
REmPHEBHBER ST, &4 300ul.

@R EEFHEE A 300p AR XS W IR A FDIRBDE 37
CTFH#HE 1 o, didAkArmd b, EvE, AREZSHEEES
feiR i, Z &4 A F-KIT GLTCEROL(Behringer-Manheim)®] Z Hid. 4»
£ 3 FRF, AEXBLSYEKRISZTE TRASE, BREHTK
M B bR A R
] X 4] 4
M A 45 o i REAE A -

% 6 Bl ey 4 ddy & ( Nippon Charles Liver 23] 384%) KT i
5t 2g/kg 93 HAE. X LW AR EKASH L 0.1ml/10g R EHF
ZORXBBEALEHTLE. 1 IHE, ABEEZHRLERYE, KoE
25t AAEH &,

B 34 - |

A 844 ( M.C.Medical 23] & SUPER Z ) R R 4o L4 &9 e
HeghZH HHRE. ETHHE4, #8(Wako Pure Chemical 23]
#5)Glucose I HA TEST WAKO .

R BERAL% =[(A - BY(A - Q)% 100, A FAREZLTFHEENY
HHBRE, BRAWSCHLEEHHEHERE, CAFIBRENETA
K.

kP 31 HEPRT: BAIORLHBRIKT 345 %, kb 2
HehE7 BAIEBEALH BERKT 77.1 %. Hib, ZREHEREL
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KRGS HEA LT AGRERBGHMNZA Y.
ERAER: '

#| i ( Wako Pure Chemical 2] §5) NEFA HA TEST WAKO 3| Z
HaTHBRERGE. L4431 746087 #id45 5 R 30 F
100mg/kg & K ¥ T 32.4 %F 47.7 %. Lab) 246 WEF: BIHEE
M4 10mg/kg R T 672 % . kXL ESWA R MBS, A,
CA1 T RAETREr Fo i 57 B I8 S vA B 77 AR BE &Y 25 .

XA 5
FH E B

4 6 Pl a9 ddy b & ( Nippon Charles Liver 23] 384t ) JRA
100mg/kg #) L34 7 o 31 4odp. X 8 R K, KAXART, T
F AL WL XH, BARERBRALHHLSY I T RIKFE.

P &L &3

HB AL PGS I, BT T4 A FRER3-4X KBl K

R NEHER NG a6 2 W48 oF .
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&4 | TH-NMR (CDC1:) : 6 (ppm), J (Hz) | MS
A5 m/ z
wHE4MK| 3. 47 (2H, t, J=6. 0)., 3. 61 (2H, ¢q
0 » J=6. 0), 5. 11 (1H, s), 5. 29 (1H
, brs), 7. 30~7. 38 (5H, m)
P4k | (DMSO—d6) :3. 44 (2H, bt), 4. 08 361
1 (ZH, t, J=5.7), 5. 05 (2H s). 6. | (MH+)
76 (1H, dd, J=2. 1, 8. 7), 6. 96 (1
H bd, J=2, 1), 7. 10 (1H, dd, J=7
. 8), 7. 24~7. 38 (6H, m), 7. 41 (1
H d, J=8. 1), 7. 52 (IH bt)., 7. ¢
S (1H d, J=8. 7), 7. 87 (1H, d, J=
7. 5), 1'1. 08 (1H, s)
¥Rk | (DMSO—-d6) : 1. 8~2. 1 (2H brs), 227
2 2. 93 (2H, t, J=5. 8), 4. 00 (2H, t| (MH+b)
» J=5.8), 6. 74 (1H dd, J=2. 2, 8
. 5), 6. 96 (1H, d. J=2. 2), 7. 10 (
IH, dd>, 7. 27 (1H dd), 7. 41 (1H
» d, J=8. 0), 7. 95 (1H, d, J=8. 5)
» 7. 97 (1H, 4, J=T7. 7), 11. 08 (1H
, S)
%4 | (DMSO—-d6) : 2. 69 (d, 2H J=5. 7) 546
1 2. 89 (s. 3H), 2. 96 (t, 2H, J=5. 2 (MH+)

), 4..09 (t, 2H J=5. 2), 4. 59 (m,
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1H), 5. 15 (s, 2H), 5. 31 (bs, 1H)
, 6. 76 (dd, 1H J=8. 5, 2. 2), 6. 9
6 (d 1H, J=1. 9), 7. 05~7. 17 (m,
3H)., 7. 25~7. 42 (m, 6H), 7. 54 (d
, 2H, J=6. 6), 7. 96 (t, 2H J=8. 5
>, 11, 08 (s, 1H)

5 34

(DMSO—-d6) :2. 75 (m, 2H), 2. 93

(s, 3H), 3. 04 (m, 2H), 4. 14 (t, 2
H J=5.2), 4. 60 (m, 1H), 6. 77 (d
d 1H, J=8. 8 2. 2), 6. 85 (d, 1H,
J=8.2), 6. 97 (d, 1H, J=1. 9), 7.
04 (dd, IH, J=8. 2, 1. 9, 7. 10 (m
, 1H), 7. 21 (d, 1H, J=1. 9), 7. 28
(dt, 1H J=8. 0, 1. 1), 7. 41 (d, 1
H J=8.0), 7. 97 (m, 2H), 11. 10

(s, 1H)

456
(MH+)

¥ 18] 4k

3. 66 (q, 2H, J=5. 2), 4. 12 (t, 2H
» J=5.2), 5. 13 (s, 2H), 5. 27 (bs
» 1H), 6. 91 (dd, 1H, J=8. 5, 2. 2)
,» 7. 06 (d, 1H, J=2. 2), 7. 26~7. 4
1 m 7H), 7. 52 (dd, 1H, J=8. 2, 0
. 8), 7.80¢(d, 1H, J=8. 5), 7. 85

(m, 1H)

362
(MH+)

¥ i 4k

3. 14 (t, 2H, J=5. 2), 4. 09 (t, 2H
» J=5.2), 6. 96 (dd, 1H, J=8. 5, 2
. 2), 7. 10 @, IH J=2.2), 7. 28~
7. 41 (m 2H), 7. 52 (m, 1H), 7. 81

102

228
(MH+)




(=L ¢ [
g oo €
..

(d, 1H, J=8.5), 7. 86 (m 1H)

5 364

(DMSO-d6) : 2. 71 (d, 2H, J=5. 5)
» 2. 94 (s, 8H), 2. 98 (m 2H), 4. 1
4 (m, 2H), 4. 60 (m, 1H), 5. 13 (bs
» THY, 5. 16 (s, 2H), 5. 31 (bs, 1H
), 7. 00 (dd, 1H J=8, 5, 2. 4), 7.
07 (d, 1H, J=8. 5), 7. 15 (dd, 1H,
J=8. 5 2. 2), 7. 26~7. 48 (m, TH)
» 7. 54 (m, 2H), 7. 64 (dd, 1H J=7
. 4, 0. 8), 8. 00(d, 1H, J=8. 5), 8
. 04 (m 1H)

547
(MH+)

5% 736 5

(DMSO-d6) :2. 68 (d, 2H, J=6. 3)
v 2. 92 (s, 3H), 2. 96 (t, 2H, J=5.
5), 4.713 (t, 2H, J=5. 5), 4. 54 (m
IH), 6. 83 (d, 1H, J=8. 2), 7. 01
(septet, 2H), 7. 19 (d, 1H, J=2.
2), 7. 30 (d, 1H, J=2. 2), 7. 35
(dt, 1H, J=7. 4, 1. 1), 7. 42 (dt,
IH, J=7. 4, 1. 4), 7. 64 (d, 1H J=
8. 0), 8. 00 (d, 1H, J=8. 8), 8. 03
(d, 1H, J=17. 4)

457
(MH+)

)4k

2. 68 (s, 3H), 7. 42 (dd, 1H, J=10
. 2, 8. 4), 8 26(ddd, 1H, J=38. 4,
4. 2, 2. 1), 8. 65 (dd, 1H, J=7. 2,
2. 1)

R4k

2. 55 (s, 3H), 3. 88 (bs, 2H), 7. 0
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e - e
u L o
@

7 4 (ddd, 1H J=10. 5, 8. 4, 0. 6),
7. 28~7. 35 (m, 1H), 7. 41 (ddd,
IH J=8. 7, 2. 1, 0. 6)
vHEAE 2. 61 (s, 3H), 8. 09 (s, 3H), 6. 69
8 (bs, 1H), 7. 25 (dd, 1H J=9. 9, 9
. 6), 7. 82 (ddd, 1H, J=8. 4, 4. 8,
2. 1), 8. 17 (dd, 1H, J=7. 5, 2. 1)
PEM 1316 (s, 3H), 4. 41 (s, 2H), 6. 62
9 (bs, 1H), 7. 28 (t, 1H, J=9. 0)., 7
. 86 (ddd, 1H J=8. 7, 4. 8, 2. 1),
8. 21 (dd, 1H, J=7. 5, 2. 1)
%#&H] | (DMSO-d6;HCI1) :3. 05 (s, 3H), 3| 458
5 13 (m IH), 3. 31 (m 1H), 3. 49 (| (MH+)
m 2H), 4. 38 (m 2H). 4. 99 (m 2H
), 6. 31 (d, 1H J=4. 2), 6. 84 (dd
1H, J=8. 4, 2. 4), 7. 03 ( d, 1H
J=1.8), 7. 12 (m 1H), 7. 26~7. 3
8§ (m, 3H), 7. 42~7. 50 (m, 2H), 8
.01 (m, 2H), 8. 97 (bs, 2H), 9. 71
(m, 1H), 11. 19 (s, 1H)
TEAE |2, 65 (s, 3H), 7. 68 (d, 1H J=8. 4
10 ), 8. 09 (dd, 1H J=8. 7, 2. 1), 8.
43 (d, 1H J=2. 1)
YHR4& |2 55 (s, 3H), 4. 19 (bs, 2H), 7. 2
11 8~7. 37 (m. 3H)

104




PEK (2. 61 (s, 3H), 3. 07 (s, 3H), 6. 86
12 (bs, 1H), 7. 54 (d, 1H, J=8. 4), 7
. 75 (dd, 1H, J=8. 4, 2. 1), 8. 21
(d, 1H J=2. 1)
TEMKR (3. 10 (s, 3H), 4. 41 (s, 2H), 6. 90
13 (bs, 1H), 7. 58 (d, 1H, J=8. 4), 7
.78 (dd, 1H, J=8. 4, 2. 1), 8. 24
(d, 1H, J=2. 1)
*#H] | (DMSO-d6:HCI) :3. 06 (s, 3H), 3| 474
6 17T (n 1H), 3. 27 (m, 1H), 3. 48 (| (NH+)
m 2H), 4. 38 (m, 2H), 5. 00 (m, 1H
), 6. 35 (d. 1H J=4. 2), 6. 84 (dd
, 1H, J=8.4, 2. 7), 7. 02 (d, 1H J
=2. 1), 7. 12 (m, 1H), 7. 27~7. 34
(m, 2H), 7. 44 (d, 1H J=7. 8), 7.
52~7. 59 (m, 2H), 8. 01 (m, 2H), 8§
. 91 (bs, 2H), 9. 55 (m, LH), 11. 1
7 (s, 1H) .
Fak4l | (DMSO-d6) :2. 72 (m 2H), 2. 96 (| 440
7 s, 3/, 2. 98 (m, 2H), 4. 11 (t, 2H| (NH+)

» J=5. 7), 4. 35 (bs, 1H), 4. 65 (m
» 1H), 5. 40 (bs, 1H), 6. 76 (dd, 1
H J=8.5, 2. 2), 6. 96 (d, I1H J=1
. 9), T.07~7. 13 (m 3H), 7. 24~7
.32 (m 3H), 7. 41 (d, 1H, J=8. 2)
» 7. 986 (m 2H), 11. 09 (s, 1H)

105




¥ J5] 4k
15

2. 58 (s, 3H), 4. 38 (s, 2H), 7. 15
(bs, 1H), 7. 22~7. 48 (m, 6H), 7.
62~7. 75 (m. 2H), 8. 57 (m, 1H)

3H), 3. 84 (s, 2H), 4. 07 (m, 2H),

10686

53&4) | (DMSO-d6) :2. 73 (m 2H), 2. 98 (| 518
8 m 2H), 4. 11 (m 2H), 4. 42 (s, 2H| (NHD)
), 4. 64 (m I1H), 5 38 m 1H), 6.
76 (d, 1H, J=8. 8), 6. 96 (s, 1H),
7. 06~7. 13 (m 3H), 7. 20~7. 48
(m, 9H), 7. 96 (m, 2H), 11. 09 (s,
1H
Ka#&H) | (DMSO-d6) :2. 71 (m 2H), 2. 96 441
9 (s, 3H), 2. 97 (m, 2H), 4. 14 (m 2| (NH+)
[H), 4, 63 (m 1H), 5. 39 (bs, 1H),
7. 00 (dd, 1H J=8.5, 2. 2), 7. 09
(m, 2H), 7. 23~7. 46 (m, 5H), 7. §
4 (d, 1H, J=7. 4), 8. 02 (m, 2H)
TR (2. 20 (s, 3H), 3. 11 (t, 2H, J=5 2
17 ), 3. 84 (s, 2H), 4. 04 (t, 2H J=5
. 2), 6. 92 (@ 1H), 7. 08 (m IH),
7. 24~7. 38 (m 3H), 7. 58 (d, 1H
J=2.2), 7. 61(d 1H J=2. 5), 7.
83 (s, 1H)
L#EH | (DMSO-d6) :2. 05 (s, 3H), 2. 71 496
10 (m, 2H), 2. 94 (s, 2H), 2. 96 (m (NH+)




4, 63 (m. 1H), 5. 39 (bs, 1H), 6. 9
2 (dd, 1H, J=8. 5, 2. 2), 7. 06~T7.
15 (m 83H), 7. 24 (s, 1TH), 7. 27 (t
., IH, J=8. 2), 7. 46 (d, 1H, J=8. 2
>, 7. 65 (d, IH, J=2. 7), 7. 68 (d,
1H, J=2. 7), 7. 86 (s, 1H), 9. 95
(s, 1H)

P 8] 44
18

(DMSO—-d6) : 1. 10 (d, 3H, J=6. 3)
1. 74 (bs, 2H), 3. 19 (m I[H), 3.
80 (m, 2H), 6. 78 (dd, IH, J=8. 5,
2. 2), 6. 970, IH J=1. 9, 7. 10
(t, tH J=7. 4, 7. 28 (t, IH J=7
. 4), 7. 42 (d, 1H J=8. 0), 7. 94 (
d, 1H, J=8. 5), 7. 97 (d, 1H, J=38.
5. 1. 16 (s, 1H)

% &5
11

(DMSO—d6) :1. 10 (m, 3H), 2. 63
(mi 1H), 2. 78 (m 1H), 2. 93 (s,
3/2H), 2. 94 (s, 83/2H), 3. 06 (m,
I1H), 3. 90 (m, 2H), .4. 60 (m 1H),
6. 75 (m, 1H), 6. 96 (dd, 1H, J=8.
2, 1. 9, 7. 08 (m, 3H), 7. 26 (m,
3H), 7. 42 (d, I1H J=8. 0), 7. 96
(m, 2H), 11. 19 (s, 1H)

454
(MH+)

W A4k
19

2. 70 (d, 1H, J=3. 3), 3. 50 (dd, 1
H J=10. 4, 8. 5), 3. 63 (dd, |H, J
=10. 4, 3. 3), 4. 92 (m, 1H), 5. 25
(s, 2H), 7. 13 (d, 1H, J=8. 5), T.
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830~7. 48 (m, SH), 7. 53 (dd, IH J
=8. 8, 2. 5), 7. 91 (d, 1H, J=2. 5)

¥ 8] 4
20

0. 53~0. 62 (m 6H), 0. 91 (t, 9H,
J=7.7), 3. 81 (m, 2H), 4. 75 (t, 1
H J=5. 8), 5. 24 (s, 2H), 7. 13 (d

IH, J=8. 8, 7. 831~7. 52 (m, 6H)
» 1. 87 (d, 1H, J=2. 2)

o ja] 4K
21

0. 51~0. 60 (m 6H), 0. 89 (t, 9H,
J=T7.7), 2. 78 (dd, 1H, J=11. 8, 4
. 4), 2. 89 (dd, 1H J=11.8, 7. 7)
,» 3. 04 (m, 2H), 4. 12 (m, 2H), 4. 8
4 (dd, 1H, J=7. 7, 4. 4), 5. 19 (s,
2H), 6. 80~6. 86 (m 2H), 7. 05 (d
v 1H J=8.5), 7. 20 (m, 1H), 7. 30 ~
7.52 (m 7H), 7. 86~8. 09 (m, 5H)

F ] 4k
22

0. 39~0. 57 (m, 6H), 0. 77~0. 91 (
m 9H), 3. 40~3. 52 (m, 1H), 3. 49
(d, 2H, J=5. 2), 3. 55~3. 68 (m 1
H), 8. 75 (m, 1H), 3. 88~4. 17 (m,
2H), 5. 10 (s, 2H), 5. 14 (d, 2H J
=10. 2), 6. 70~6. 83 (m 2H), 7. 0
0 (dd, 1H J=18. 1, 8. 8), 7. 20 (d
d, 1H J=8. 0, 4. 7), 7. 27~T. 50 (
m, 12H), 7. 80~8. 00 (m, 4H)

745
(M+)

I 4k
23

0. 40~0. 58 (m, 6H), 0. 79~0. 92 (
m SH), 3. 42~3. 50 (m, 3H), 3. 49

1o3g




(d, 2H, J=7. 7), 3. 55~3. 66 (m 1
H), 3. 71 (m, 1H), 3. 86~4. 16 (m,
2H), 5. 03 (d, 2H, J=2. 5), 5. 18 (
d, 2H, J=16. 5), 6. T1~6. 85 (m, 2
H, 7. 16~7. 45 (m, 16H), 7. 88 ¢
m 1H), 7. 96 (d, 1H J=7. 1)

P ] 4k
2 4

0. 40~0. 58 (m, 6H), 0. 79~0. 92 (
m 9H), 2. 98 (s, 3H), 3. 42~3. 590
(m 1H), 3. 49 (d, 2H, J=7. 7), 3.
95~3. 66 (m I1H), 3. I 7T(m 1H), 3
. 86~4. 16 (m 2H), 5. 03 (d, 2H, J
=2. 5), 5. 18 (d, 2H, J=16. 5), &.
71~6. 85 (m 2H), 7. 16~7. 45 (m,
16H), 7. 88 (m IH), 7. 96 (d, 1H
J=7. 1)

¥ Ja] 4
25

2, 86 (d, IH, J=3. 6), 3. 56 (dd, 1
H J=10.7, 8. 5), 3. 70 (dd, 1H J
=10. 7, 3. 6), 5. 06 (dt, IH J=8.
5, 3. 6>, 7. 58 (t, LH, J=7. 7), 7T.
75 (ddd, 1H J=7. 7, 1.1, 0. 5), 8
. 200 1H), 8. 30 (dd, 1H, J=2. 2
, 1. 6)

W ] 4k
28

(DMSO—-d6) :0. 50 (m, 6H), 0. 83 (
m 9H), 2, 72 (m, 2H), 2. 96 (s, 3H
), 2. 98 (m 2H), 4. 08 (m 2H), 4.
75 (m 1H), 5. 04 (s, 2H), 6. 76 (d
d, 1H J=8. 8, 2. 2), 6. 96 (d, 1H,
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<
2

J=1,9), 7. 07~7. 13 (m 3H), 7. 9
4~7. 32 (m, 3H), 7. 41 (d, 1H, J=8§
. 2), 7. 96 (m 2H), 11. 09 (s, 1H)

] 4k
29

2. 72 (s, 372H), 2. 73 (s, 3/2H),
4. 46 (s, 2H), 7. 70 (dd, 1H, J=T.
8 7. 8), 8 11 (ddd, 1H J=7. 8, 1
. 8), 8. 21 (ddd, 1H, J=7. 8, 1. 8)
» 8. 45 (dd, 1H, J=1. 8, 1. 8)

5% 76 B
16

(DMSO-d6:HC1) : 2. 41 (d, 3H), 3
16 (m, 1H), 3. 35 (m 1H), 3. 49 ¢
m 2H), 4. 42 (m, 2H), 5. 21 (d, 1H
» J=10. 4), 6. 48 (bs, 1H), 6. 84 (
d, 1H, J=8. 2), 7. 04 (d, 1H J=1.
9), 7. 11 (t, 1H J=7. 4), 7. 29 (m
» 1H), 7. 44 (d, 2H, J=8. 0Hz), 7.
50~7. 78 (m, 4H), 7. 88 (s, 1H), 8
. 00 (d, 2H, J=8. 0), 9. 22 (bs, lH
), 9. 56 (bs, IH), 11. 29 (s, 1H)

440
(MH+)

&
17

(DMSO-d6;HC1) :3. 16 (m, 1H), 3
. 28 (m 1H), 3. 50 (m 2H), 4. 41 ¢
m 2H), 5. 08 (m, 1H), 6. 84 (dd, 1
H J=8.2 2. 2), 7 03¢, 1H J=1
9, 7011 (L, 1H J=T7.4), T. 15~
7. 95 (m, TH), 7. 74 (m, 1H), 8. 01
(m, 2H), 9. 09 (bs, 1H), 9. 38 (bs
» 1H), 11. 25 (s, 1H)

390
(MH+)

I1to




5% 3.4
18

e

-

(DMSO-d6) : 2. 77 (m, 2H), 3. 00 (
t, 2H, J=5. 5), 4. 12 (t, 2H, J=5s.
5), 4. 68 (m IH), 5. 17 (br. s, 1H
), 6. 76 (dd, 1H J=8. 5, 2. 2), 6.
96 (d, IH, J=2. 2), 7. 09 (m, 2H),
7. 28 (m 1H), 7. 41 (d, 1H J=8. 0
), 7. 53 (dd, 1H J=8. 8, 2. 2), 7.
87 (d, 1H, J=2. 2), 7. 97 (m 2H),
11. 10 (s, 1H)

408
(MH+)

% 365
19

(DMSO—-d6;2HC1) :8. 06 (1H m),
3. 20 C(1H, m), 3. 49 (2H, m), 4. 39
(2ZH m), 4. 95 (IH, m), 6. 19 (1H,
br. s), 6. 84 (1H, dd, J=8. 5, 2. 2
), 7. 00 (1H, d, J=8. 5), 7. 03 (1H
» dv J=2.2), 7. 12 (2H m), 7. 30 (
2H, m), 8. 01 (2H, m), 8. 96 (1H, b
r. s), 9. 19 (lH br. s), 10. 60 (1
H br. s), 11. 21 (1H s)

378
(MH+)

5% 364
20

(CD30OD) :3. 20~3..29 (2H, m), 3.
53 (2H, t, J=4. 7), 4. 38 (2H, t, J
=4. 7), 4. 90 (1H. m), 5. 07 (2H, s
), 6. 82 (1H, d, J=8. 2), 6. 87 (1H
, dd, J=8. 5, 2. 2), 6. 95 (1H dd,
J=8.2 1.9, 7 05 (H d J=1. 1
>, 7. 12 (1H, dd, J=7. 1, 1. 1), T.
18~7. 46 (TH, m), 7. 86 (1H, d, J=
1. 9), 7. 94 (2H d, J=8. 5)

205
(MH+)
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5% 364
21

(DMSO-d6) :3. 00 (1H m), 3. {1
(1H, m), 8. 39 (2H m), 4. 33 (2H

m, 4. 80 (1H m), 5. 86 (1H m), 6
- 25 (2H, s), 6. 79 (2H, s), 6. 83 ¢

IH dd, J=8. 5 2. 2), 7. 02 (14 d

» J=2.5), 7. 12 (1H m) 7. 30 (1H,

m), 7. 44 (1H, d, J=8. 2), 7. 90~8
- 02 (3H. m), 8. 08 (1H, s), 8. 60
IH, br. s), 10. 02 (1H, s), 11. 17
(1H, s)

415
(MH+)

g X
22

(CD3OD) :2. 92 (1H m), 3. 04 (1H
»m), 3. 63 (2H, m), 4. 18 (2H m),
4. 82 (1H. m), 5. 11 (2H s), 6. 73
(1H, dd, J=8. 5, 2. 2), 6. 80 (14,
d, J=8. 2), 6. 88 (1H, m), 6. 93 (1
H d J=1.9), 7. 10 (14 dd, J=38.
2), 7. 24~7. 52 (8H, m), 7. 86~7.
95 (2H, m)

490
(MH+)

5% 364
23

(DMSO—-d6;HC1) :2. 82~3. 00 (2H
.m),3.44(2H,m),4.34(2H,m).
4. 46 (1H, m), 6. 83 (2H, s), 6. 86
(1H, m), 7. 04 (1H d, J=2, 2), 7.
12 (1H, dd, J=8. 0), 7. 30 (1H, dd
,» J=6. 6, 7. 7), 7. 44 (1H, d, J=8.
5), 7. 72 (1H, m), 8. 02 (2H, d, J=
8. 2), 8. 91 (IH br. s), 9. 28 (1
H br. s), 9. 76 (1H, s), 11. 18 (1
H, s)

112

400
(MH+)




5% 76,4
24

(DMSO—-d6) : 2. 61 (8H, s), 2. 73

(2H, m), 3. 00 (2H, m), 4. 11 (2H

m, 4. 61 (I1H, m), 5. 16 (2H, s), §
.38 (1H, m), 6. 76 (1H, m), 6. 96 (
IH, s), 7. 02 (1H, d, J=8. 8), 7. 1
0 (2H, m), 7. 24~7. 46 (6H m), 7.
56 (2ZH m), 7. 97 (2H, m), 11. 09 (
1H, m)

2975
(MH+)

%34
25

(DMSO—-d6;HC1) : 2. 67 (6H, s), 3
.04 (IH. m), 3. 18 (1H m), 3. 45 ¢
2H m), 4. 39 (2H m), 4. 93 (1H m
), 6. 11 (IH, br. s), 6. 83 (1H, dd
. J=8.8 2. 2, 6. 91 (IH m), 7. 0
3C2H. m), 7. 11 (1H m), 7. 30 (IH
,m), 7. 35 (1H, d, J=2. 2), 7. 44 (
I1H, d, J=7. 7), 8. 00 (2H, m), 8. 7
2 (1H, s), 8. 99 (1H, br. s), 9. 28
(IH, br. s), 10. 07 (1H s), 11. @
5 (1H, s)

485
(MH+)

5% 2841
26

(DMSO-d6; 2HC1) : 2. 81 (s, 3H),
3. 17 (m 1H), 3. 27 (m, 1H), 3. 48
(m, 2H), 4. 38 (m, 2H), 5. 00 (m 2
H), 6. 35 (d, 1H, J=4. 2), 6. 84 (d
d, 1H J=8. 4, 2. 7), 7. 02 (d, 1H
J=2. 1), 7.12@m 1H), 7. 27~7. 3
4 (m, 2H), 7. 44 (d, 1H J=T7. 8), 7
. 52~7. 59 (m 2H), 8. 01 (m 2H),

113

482
(MH+)




8. 91 (bs. 2H), 10. 21 (bs. 2H), 1
1. 17 (s, 1H)

K#&P] | (DMSO-d6:2HCI) :2. 80 (s, 3H), | 392
27 3. 17 (m 1H), 3. 27 (m, 1H), 3. 48| (MH+)
(m, 2H), 4. 38 (m 2H), 5. 00 (m, 2
H), 6. 35(d, 1H J=4. 2), 6. 84 (d
d. 1H J=8. 4, 2. 7), 7. 02 (d, 1H
J=2. 1), 7. 12 (m 1H), 7. 27~7. 3
4 (m, 2H), 7. 44 (d, 1H J=7. 8), 7
. 52~7. 59 (m, 2H), 8. 01 (m 2H),

8. 91 (bs, 2H), 9. 55 (m, 1H), 10.

21 (bs, 2H), 11. 17 (s, 1H)

PR 2. 79 (dd, 1H J=5.7, 2. 7), 8. 17
30 (dd, 1H, J=5. 7, 4. 2), 4. 15 (m, 1

H), 7. 01~7. 31 (m, 4H)

%#&HF | (DMSO-d6:HCI) :3. 19 (m 1H), 8| 365
28 .32 (m 1H), 3. 49 (m 2H), 4. 40 (| (MH®)
t, 2H, J=5. 1), 5. 32 (m, 1H), 6. 3
4 (d, 1H, J=3. 9), 6. 84 (dd, 1H J
=8. 7, 2. 4), 7. 03 (d, 1H J=2. 2)

, 7. 12 (m 1H), 7. 19~7. 34 (m, 3H
), 7. 36~7. 46 (m 2H), 7. 59 (dt,
2H, J=7.5 1. 8), 8. 01 (d, 2H, J=

8. 4)
R 4. 39 (s, 2H), 5. 15 (s, 2H), 7. 04
31 (m, 2H), 7. 32~7. 46 (m, 5H), 7. 9

114




7 (m, 2H)

T RE4K | (DMSO—d6) :2. 72 (m 2H), 2. 97 (
32 t, 2H, J=5. 4), 4. 10 (t, 2H, J=5.
4), 4. 61 (m, 1H), 5. 26 (bs, 1H),
6. 76 (dd, 1H J=8. 7, 2. 1), 6. 93
~6. 98 (m, 3H), 7. 09 (m 1H), 7. 2
4~7. 46 (m, 9H), 7. 95 (t, 2H J=38
. 4), 11. 07 (s, LH)

%74 | (DMSO—-d6) :2. 69 (m 2H), 2. 96

29 (m, 2H), 4. 10 (m 2H), 4. 58 (m, |
H), 5. 12 (bs, IH), 6. 67~6. 78 (m
3H), 6. 96 (d, 1H, J=1. 2), 7. 06
~T7. 18 @m 3H), 7. 27 (m 1H), 7. 4
1 (d, 1H J=8. 1), 7. 95 (m, 2H), 9
.21 (bs, 1H), 11. 06 (s, 1H)

363
(MH+)

T HE4& | (DMSO-d6) : 2, 62 (dd, 1H J=12.
33 . 8.5), 2. 83(m 1H), 2. 94 (m 2
H), 4. 07 (m 2H), 5. 10 (m 1H), 5
. 23 (bs, 1H), 6. 76 (dd, IH J=s.
5, 2. 2), 6. 96 (m 2H), 7. 03 (d, 1
H J=8.2), 7 11 @m 1H, 7. 20 (m
, 1H), 7, 25~7. 83 (m, 2H), 7. 34~
7. 42 (m, SH), 7. 94~7. 97 (m 3H)
v 7..97 (m, 2H), 11. 11 (s, 1H)

%36 | (DMSO-d6;ACcOH) :1. 89 (s, 3H),
30 2. 69 (m 1H), 2. 85 @m, 1H), 2. 99

115

363
(MH+)




(m, 2H), 4. 13 (t, 2H J=5. 2), 4.
91 (m 1H), 6. 77 (m, 3H), 6. 96~7

14 (m, 3H), 7. 24~7. 33 (m, 2H),
7. 41 (d, 1H J=8. 0), 7. 97 (m, 2H
), 11. 10 (s, LH)

5 364
31

(DMSO—-d6) : 2. 6~2. 67 (2H. m), 2
. 97 (2H, bt), 4. 11 (2H, bt), 4. 6
6 (1H, bt), 5. 33 (1H, brs), 6. 76
(I1H, dd, J=2. 1, 8. 4), 6. 96 (1H,
d, J=2. 1), 7. 10 (1H, dd, J=8. 0)
. 7. 2~7, 38 (6H, m), 7. 41 (1H d,
J=7.8), 7. 95 (1H, d, J=8. 7), 7.
97 (1H, d, J=7. 5), 11. 08 (IH, s)

347
(MH+)

% 364
34

2. 83 (1H, dd, J=9, 12. 3), 3. 04 (
lH, dd, J=3. 6, 12. 3), 3. 1~3. 16
(2H, m), 4. 19 (2H, t, J=5. 1), 4.
78 (1H, dd, J=3. 6, 9), 7. 04 (1H,
dd, J=2. 7, 9. 0), 7. 26~7. 48 (9H
,»m), 7. 55 (1H, bd, J=8. 4), 7. 90
(IH, bd)

348
(MH+)

5k 6.4
35

(DMSO—-d6) : 1. 12 (3H d, J=6. 3)
, 2. 77 (2H d, J=6. 0), 3. 07 (1H
a J=6.3), 3. 42 (2H t, J=6. 0),
4. 49~4. 56 (1H m), 4. 60~4. 66

(1H m), 4. 71 (1H t, J=5. 8), 5.
32 (1H bd), 6. 73 (1H, dd, J=2. 2
, 6. 8), 6. 94 (1H d, J=2. 2), 7. 1

116

361
(MH+)

e AR



0 (1H, dd), 7. 20~7. 39 (6H m), 7
. 42 (1H d, J=8. 0), 7. 95 (1H d,
J=8.8), 7. 98 (1H d, J=9. 0), 11
. 08 (1H, s)

W J8] 4k
34

(DMSO—-d§) : 1.
a, 2H, J=5. 8), 4.
8), 6. 77 (dd, 1H, J=8. 5, 2. 2), 6
. 97(d, 1H, J=2. 2), 7. 10 (m 1H)
, 7. 28 (m, 1H), 7. 41 (d, 1H J=38,.
00, 7. 97 (m, 2H), 8. 15 (m 1H), 1
1. 11 (s, 1H)

85 (s, 3H), 3. 45 (

06 (t, 2H, J=5.

¥ a] 4
35

1. 85 (s,
), 4,

3H), 3. 49 (q, 2H, J=5. 8
23 (t, 2H, J=5. 8), 7. 22 (m,
2H), 7. 41 (m LIH), 7. 52 (d, IH J
=8. 0), 8. 10(m IH), 8 18 (d, IH
,» J=8. 2), 8. 81 (s, 1H), 11. 74 (b
s, IH)

¥ 18] 4k
37

(DMSO-d6) : 2. 75 @m, 2H), 3. 02 (
t, 2H, J=5. 5), 4. 27 (t, 2H, J=4.
7), 4. 66 (m, 1H), 5. 31 (d, 1H J=
4. 1), 7. 18~T7. 26 (m 3H), 7. 27~
7. 45 (m, 5H), 7. 52 (d, 1H J=8. 0
), 8. 19 (d, 1H J=8. 0), 8. 83 (s,
I, 11..71 (s, 1H

392
(MH+)

% 34
36

(DMSO—-d6) :2. 73 (m, 2H), 8. 03 (
t, 2H, J=5. 6), 4. 27 (t, 2H, J=4.

117

378
(MH+)




LRV L U S N
.

8), 4. 65 (m, 1H), 5. 31 (d, 1H, J=
4. 1), 7. 16~7. 25 (m, 3H), 7. 27~
7. 46 (m, 5H), 7. 52 (d, 1H, J= 3.
0), 8. 18 (d, 1H J=8. 0), 8. 83 (s
» 1H), 11. 71 (s, 1H)

g 18] 4k
38

(CDC13) :3. 66 (2H m), 4. 13 (2H
,m), 5. 12 (2H, s), 5. 26 (1H, br.
s), 7. 01 (1H, dd, J=38. 8, 2. 2), 1T
. 23~7. 50 (8H, m), 7. 80 (1H, m),
7. 99~8, 60 (2H, m)

378
(MH+)

W] AR
39

(DMSO—-d6) : 2. 93 (2H, t, J=5. 8)
» 4. 04 (2H, t, J=8. 8, 2. 5), 7. 39
~7. 49 (2ZH m), 7. 61 (1H, d, J=2.
5), 7. 95 (1H, dd, J=6. 9, 1. 9), 8
. 23 (2H, m)

244
(MH+)

= 36,41
37

(CDC13) : 2. 82~2. 95 (2H m), 2.
91 (3H, s), 3. 09 (2H m), 3. 95 (3
H br. s), 4. 18 (2H, t, J=5. 2), 4
. T35 (1H, m), 5. 11 (2H, s), 6. 99 ¢
IH, d, J=8. 5), 7. 05 (1H, dd, J=8
.9, 2.2), 7. 18 (1H, dd, J=8. 5, 2
. 2), 7. 34 (lH, d, J=2. 5), 7. 35~
7. 46 (TH o m), 7. 51 (1H, d, J=1. 9
), 7. 80 (1H, m), 8. 03 (1H, d, J=8
. 8), 8 05 (1H dd, J=6. 3, 1. 4)

9563
(MH+)

% 36 41

(DMSO-d6;HCI1) : 2. 95 (3H, s), 3

1138

473




38

.08 (1H m), 3. 22 (U1H, m), 3. 47 (
2H, m), 4. 44 (2H. m), 4. 92 (1H m
), 6. 12 (1H, d, J=3, 8), 6. 94 (1H
, d, J=8. 2), 7. 09 (1H, dd, J=8. 2
, 1. 9), 7. 17 (1H, dd, J=8. 5, 2. 2
), 7. 27 (1H, d, J=1. 9), 7. 46 (2H
»m), 7. 69 (I1H d, J=2. 2), 7. 98 (
IH, m), 8. 27 (2H. m), 8. 82 (1H b
r. s), 9. 06 (2H, br. s), 10. 06 (
1H, s)

(MH+)

W ] 4K
40

(CDC13) :2. 87 (6H., s), 4. 39 (2H
, 8), 5 20(2H s), 6. 89 (IH br.
s), 7. 03 (1H, dd, J=8. 5, 2. 7), 7
. 35~7. 46 (5H m), 7. 74 (1H, dd,
J=8.5 2. 2), 8, 10 (1H d, J=22)

427
M+)

o X
39

(DMSO—-d6) :2. 61 (6H, m), 2. 67 (
2H, d, J=6. 6), 2. 95 (2H, m), 4. 1
3 (2H, m), 4. 56 (1H. m), 5. 16 (2H
, 8), 5. 28 (IH, d. J=4. 1), 7. 01 ¢
1H, d, J=8. 5), 7. 09 (2H, dd, J=38§
. 5.2.2), 7. 33CH d, J=T7. 4), 7
. 35~T7. 40 (3H. m), 7. 44 (2H, m),
7. 55 (2H, m), 7. 60 (1H, d, J=2. §
), 7. 96 (1H, m), 8. 23 (2H, m)

592
(MH+)

%35
40

(DMSO~-d6;HC1) : 2. 67 (6H, s), 2

.99 (IH m), 3. 12 (I1H m), 3. 12 (

1H, m), 3. 35 (1H, s), 3. 39 (2H m

119

502
(MH+)




b SES S R U [ Lo

), 4. 84 (1H m), 5. 98 (1H, br. s)
, 6. 88 (1H d, J=8. 2), 7. 02 (1H
dd, J=8. 2, 1. 9), 7. 15 (1H, dd, J
=8. 5, 2. 2), 7. 34 (1H d, J=1. 9)
, 7. 46 (2H, m), 7. 67 (1H, d, J=2.
2), 7. 98 (IH m), 8. 27 (2H, m), 8
. 61 (2H br. s), 10. 01 (1H br. s

% 34
41

(DMSO-d6 ;HC1) :3. 00 (3H, s), 3
. 08 (IH m), 3. 26 (1H, m), 3. 47 (
2H, m), 4. 43 (2H m), 5. 00 (1H m
>, 6. 25 (IH m), 7. 12~7. 20 (3H,
m), 7. 30~7. 40 (2H, m), 7. 40~7.
51 (ZH. m), 7. 69 (1H, d, J=2. 2),
7. 98 (I1H, m), 8. 27 (2H. m), 9. 05
(2ZH br), 9. 87 (1H br)

457
(MH+)

¥ a4k
41

(CDC13) :2. 71 (IH br. s), 2. 79
(6H, s), 8. 51 (1H, dd, J=10. 2, 8

. 5), 8. 59 (1H, dd, J=10. 4, 3. 6)
» 4. 48 (1H, dd, J=8. 5, 3. 6), 5. 1

2 (2H, s), 6. 89 (1H br. s), 6. 95
(IH d, J=8. 2), 7. 09 (1H, dd, J=
8.5 1.6), 7. 33~T7. 45 (5H, m), 7

. 92 (1H d, J=1. 9)

430
(MH+)

¥ 7 4k
42

(CDC18) :0. 52~0. 638 (6H, m), 0.
87~0. 94 (9H. m), 2. 77 (6H, s), 3

. 28~3. 33 (2H m), 4. 71 (1H m),

5. 10 (2H, s), 6. 83 (1H br. s), 6

120




. 93 (1H dd, J=8. 5, 5. 2), 7. 05 ¢

1H, dd, J=8. 5, 2. 2), 7. 837~7. 43
(5H, m), 7. 50 (IH, d, J=2. 2)

R
43

, m),

(CDC13) :0. 50~0. 59 (6H, m), 0.
89 (8H, m), 2. 76 (6H, s), 2. 71~2

. 79 (1H m), 2. 89 (1H, dd, J=11.

06 (2H, t, J=5. 2), 4.
15 (2H, t, J=5. 2), 4. 80 (1H, dd,
J=8.2, 4. 1), 5 09 (2H, s), 6. 90
(1H, d, J=8. 2), 6. 93 (IH, dd, J=
8. 5 2. 2), 7. 05 (1H, dd, J=8. 5,
2. 2), 7. 07 (1H. d, J=2. 2), 7. 29
(1H, dd, J=7. 4, 1. 1), 7. 34 (1H,
dd, J=5. 2, 1. 6), 7. 36~7. 45 (5H
7. 49~7. 54 (2H, m), 7. 80 (1
7. 85 (1H, m)

8, 8. 2), 3.

H d, J=8. 5),

690
(MH+)

32 36,451
4 2

(CDC18) : 2. 78 (6H, s), 2. 72~2.
78 (1H, m), 2. 99 (1H, dd, J=11. 8
, 8.6), 3. 11 (2H, m), 4. 17 (2H m
>, 4. 68 (1H, m), 5. 11 (2H, s), 6.
93 (IH d, J=8. 5), 6. 94 (1H, dd,
J=8. 5 1. 9), 7. 08~7. 12 (2H, m)
, 7.30 (1H, m), 7. 834 (1H m), 7. 3
6~7. 42 (5H m), 7. 52 (2H, m), 7.
81 (1H d, J=8.5), 7. 86 (1H m)

576
(MH+)

%351
43

(DMSO-d6;HC1) : 2. 67 (6H, s), 3
.06 (1H m, 3. 19 (1H m), 3. 48 (

121

486
(MH+)




2H, m), 4. 42 (2H m), 4. 88 (1H m
>, 6. 11 (1H, d, J=3. 3), 6. 88 (1H
» d, J=8. 2), 7. 03 (1H, dd, J=8. 2
» 1. 8), 7. 07 (1H, dd, J=8. 8, 2. 9
), 7. 41~7. 50 (4H, m), 7. 66 (1H,
d, J=8. 2), 8. 06 (2H, m), 8. 71 (1
H, s), 8. 88 (1H, br. s), 9. 04 (1
H br. s), 10. 01 (1H, s)

a4k
44

(CDC13) : 0. 50~0. 59 (6H m), 0.
88 (9H. m), 2. 17 (3H s), 2. 74 (1
H om), 2. 76 (6H s), 2. 87 (1H dd
, J=11.8, 8. 2), 3. 02 (2H, t, J=4
. 9)., 3. TT(2H s), 4. 08 (2H, t, J
=4. 9), 4. 80 (1H, dd, J=8. 0, 3. 8
), 5. 08 (2H, s), 6. 86 (1H dd, J=
8.5 2. 2), 6. 90 (1H d, J=8§. 5),
7. 01 (1H, d, J=1. 9), 7. 04 (1H d
d, J=8.5 1.9, 7 31 (IH dd, J=
8. 2, 1. 6), 7. 85~7. 44 (5H m), 7
. 51~7. 58 (3H m),-7. 78 (2H m)

745
(MH+)

52 46,41
44

(CDC13) :2. 18 (3H, s), 2. 78 (6H
. §), 2. 72~2. 78 (1H, m), 2. 97 (1
H dd, J=11. 8, 3. 6), 3. 07 (2H m
), 3. 77 (2H s), 4. 10 (2H m), 4.
68 (1H, m), 5. 10 (2H, s), 6. 89 (1
H dd, J=8. 5, 2. 2), 6. 91 (1K 4,
J=8.5), 7. 02 (1H d, J=1. 9, 7.
04 (1H dd, J=8. 5 1. 9), 7. 32 (1

122 .

631
(MH+)




H dd, J=8. 2, 1. 7)., 7. 35~7. 41 (
5H, m), 7. §1~7. 57 (3H. m), 7. 79
(2H, m)

5% 3.4
45

(DMSO—-d6:;HCI) : 2. 06 (3H, s), 2
. 67 (6H, s), 2. 86~3. 10 (2H, m),

3. 26 (2H, m), 3. 86 (2H, s), 4. 24 |

(2H, m), 4. 76 (1H m) 5. 80 (1H, b
r. s), 6. 85 (1H d, J=8. 2), 6. 99
(2ZH m), 7. 18 (IH d, J=2. 1), T.
32 (IH, d, J=2. 1), 7. 48 (1H d, J
=8. 0), 7. T0(2H, m), 7. 88 (1H, s
>, 10. 01 (1H, s)

541
(MH+)

5% 341
46

(DMSO—-d6) : 2. 7~2. 86 (2H, m), 2
. 95~3. 11 (ZH. m), 4. 07~4. 13 (2
H,om), 4. 84 (1H, br. s), 5. 69 (1H
» br. s), 6, 76 (1H, dd, J=8. 5, 2.
2), 6. 96 (1H, d, J=2. 2), 7. 10 (I
H dd, J=8. 0, 8. 0), 7. 27 (1H, dd
, J=8. 0, 8. 0), 7. 41 (1H d, J=38.
0), 7. 62 (1H, d, J=8. 0, 8. 0), 7.
84 (IH, d, J=8. 0), 7. 95 (1H, d, J

'=8. 5): 7-. 98 (al dn J=8- 0)’ 8- 1

0 C(1H, m), 8. 25 (IH, br. s), 11. 0
9 (1H, s)

392
(MH+)

5% 364
47

(DMSO-d6) :2. 68 (2H, 4, J=6. 3)
» 2. 96 (2H, br. t, J=5. 5), 4. 10 ¢
2H, br. t, J=5. 5), 4. 50 (1H, br.

123

362
(MH+)




-

t), 4. 96 (2H, s), 5. 14 (1H br. s
), 6. 42 (1H, d, J=7. 7), 6. 48 (1H
. d, J=7. 7), 6. 59 (1H br. s), 6.
76 (1H, dd, J=8. 5, 2. 2), 6. 94 (1
H dd, J=7.7 7.7, 6. 96 (14, d,
J=2.2), 7. 10 (1H dd, J=8. 0, J=
8. 00, 7. 27 (1H, dd, J=8. 0, 8. 0)
, 7. 41 (1H, d, J=8. 0), 7. 95 (1H
d, J=8.5), 7. 97 (1H d, J=8. 0),
I11. 08 (1H, s)

5 #6471
48

(DMSO—-d6) : 2. 89 (6H, s), 2. 94~
3. 02 (2H, m), 3. 29~3. 36 (2H, m)
, 4. 10 (2H, br. t), 4. 63 (1H, br.
s), 5. 41 (1H, br. s), 6. 76 (1H, d
, J=8. 8), 6. 95 (1H, s), 7. 0~7. 1
3BH m), 7. 2~7. 3 (3H, m), 7. 92
~8. 0 (2ZH, m), 11. 09 (1H, s)

469
(MH+)

3.4
49

(DMSO—d6) : 2. 06 (3H, s), 2. 68 (
2H, d, J=6. 0), 2. 89 (3H s), 2. 9
3 (2H, m), 3. 83 (2H, s), 4. 06 (2H
, m), 4. 58 (1H, m), 5. 16 (2H, s),
5. 30 (1H, br. s), 6. 92 (1H dd, J
=8.2 1.9, 7. 07 (1H d, J=8. 5)
, 7. 15 (2H m), 7. 26~7. 50 (5H, m
), 7. 53 (2H. m), 7. 67 (2H m), T.
85 (1H, s), 9. 95 (1H, s)

602
(MH+)

5% #.4]

(DMSO—-d6;HCI) : 2, 06 (3H, s), 2

124




50

< LV 4
LY [
oo [

. 95 (3H s), 3. 05 (1H m), 3. 20 (

1H, m), 3. 42 (2H, m), 3. 87 (2H, s
), 4. 34 (2H, m), 4. 89 (1H m), 6.
08 (1H, s), 6. 93 (1H, d, J=8. 5),
6. 99 (1H m), 7. 08 (1H, d, J=9. §
>, 7. 20 (1H, s), 7. 26 (1H, s), T.
48 (1H, d, J=8. 5), 7. 70 (2H m),
7. 89 (1H, s), 8. 86 (2H, br. s), 1
0. 03 (2H, br)

(MH+)

X
5 1

(DMSO-d6) : 2. 73 (1H, dd, J=1 2.
I, 9. 6), 2, 90 (3H, s), 2. 99 (1H
dd, J=12. 1, 3. 6), 3. 07 (2H, q, J
=4. 9), 3. 49 (IH, s), 3. 77 (2H, s
), 4. 11 (2H, t, J=4. 9), 4. 67 (1H
, dd, J=9. 6, 3. 6), 5. 10 (2H, s),
6. 69 (1H, dd, J=8. 2, 2. 2), 6. 8686
(2H, m), 6. 97 (1H, d, J=8. 5), T.
04 (1H m), 7. 18 (1H, dd, J=8. 8,
1. 9), 7. 832~7. 50 (TH, m), 7. 53
(1H, m)

560
(MH+)

5% 364
52

(DMSO—-d6; 2HC1) : 2. 95 (3H, s),
3. 07 (1H, m), 8. 17 (1H m), 3. 43
(2ZH, m), 3. 94 (2H, s), 4. 37 (2H
m, 4. 91 (1H, m), 6. 09 (1H, br. s
), 6. 94 (IH d, J=8. 5), 7. 05 (2H
,»m), 7. 25 (8H, m), 7. 45 (1H s),
7. 83 (2H, m), 8. 82 (1H, s), 8. 94
(1H, br. s), 9. 22 (1H, br. s), 9.

125

470
(MH+)




z
[ S

80 (1H, br), 10. 06 (1H s), 10. 0
3 (2H, br. s)

o 8] &
45

(CDC13) : 1. 36 (6H, d, J=9. 6), 3
.29 (1H, m), 4. 40 (2H, s), 5. 20 (
2H, s>, 6. 79 (1H s), 7. 05 (1H, d
» J=8. 5), 7. 35~7. 47 (5H, m), 7.
78 (1H, dd, J=8. 5, 2. 2), 8. 21 (]
H d, J=2. 2)

E 341
53

(DMSO—-d6) :1. 16 (6H, d, J=s. 9)
, 2. 69 (2H, d, J=6. 3), 2. 96 (2H,
t, J=5.2), 3. 12 (1H m), 4. 10 (2
H t, J=5. 2), 4. 58 (1H m), 5. 14
(2H, s), 5. 31 (1H m), 6. 78 (1H,
dd, J=8. 8, 1. 7), 6. 96 (1H, d, J=
1. 9, 7. 02~7. 15 (3H, m), 7. 25~
7. 44 (6H, m), 7. 54 (2H m), 7. 97
(2ZH, m), 11. 10 (1H s)

574
(MH+)

5% 3647
5 4

(DMSO-d6;HC1) : 1. 27 (8H d, J=
6. 9), 2. 95~3. 28 (3H m), 3. 47 (
2H, m), 4. 39 (2H, m), 4. 91 (1H m
), 6. 11 (1H br. s), 6. 84 (1H dd
, J=8. 5, 2.2, 6. 92 (1H m), 7. 0
5 2H m), 7. 12 (1H t, J=7. 4), 7
.80 (2H m), 7. 44 (1H, d, J=8§. 2)
, 8. 00 (2H m), 8. 73 (1H s), 8. 8
4 (1H m), 9. 18 (1H, br. s), 10. 0
7 (1H ), 11. 23 (1H )

126

484
(MH+)




g 6] 4k
46

(CDC138) : 0. 52~0. 62 (6H m), 0.
87~0. 94 (9H, m), 3. 03 (3H, s), 3
. 3~3. 34 (2H m), 4. 74 (1H, m), 6
. 54 (1H, br. s), 7. 08~7. 2 (2H m
>, 7. 57 (1H, dd, J=7. 6, 2. 2)

& ] 4k
47

(CDC13) :0. 51~0. 6 (6H, m), 0. 8
5~0. 92 (8H, m), 2. 78 (1H, dd, J=
11. 8 4. 0), 2. 87 (1H, dd, J=11.
8, 8. 0), 3. 00 (3H, s), 3. 06 (2H
t, J=5. 2), 4. 16 (2H t, J=5. 2),
4. 84 (1H dd, J=8. 0, 4. 0), 6. 93
(1H, dd, J=8. 5, 2. 2), 7. 08 (1H,
d J=2.2), 7. 10 (1H m), 7. 15~7
.21 (UH m), 7. 31 (1H m), 7. 38 (
IH m), 7. 52 (1H, d. J=8. 2), 7. 5§
9 (1H, dd, J=8. 0, 2. 2), 7. 81 (1H
. d, J=8.5), 7. 86 (1H, m)

3% 764
55

(DMSO—-d6;HC1) :3. 05 (3H, s), 3
12 (1H, m), 3. 29 (1H, m), 3. 48 (
2H, m), 4. 43 (2H. m), 5. 01 (1H, m
), 6. 31 (1H, d, J=4. 4), 7. 08 (1H
» dd, J=8. 5, 2, 2), 7. 29 (1H, m),
7. 32~7. 50 (6H m), 7. 66 (1H d,
J=8. 0), 8. 07 (2H. m), 8. 96 (2H,
m, 9. 71 (1H s)

459
(MH+)

¥ i 4

(CDC13) : 0. 55~0. 61 (6H m), 0.

127




48

85~0. 92 (3H, m), 2. 77 (1H dd, J
=11. 8 4. 1), 2. 88 (1H, dd, J=11
.8 7.8), 2 99 (3H s), 3. 06 (2H

t, J=5. 2), 4. 16 (2H t, J=5. 2)
, 4. 83 (1H, dd, J=7. 8, 4. 1), 7. ¢
4 (1H, dd, J=8. 8, 2. 5), 7. 10 (1H
,m), 7. 15~7. 21 (1H, m), 7. 32 (1
H d J=2.2), 7. 35~7. 46 (2H m)
,'7. 58 (1H, dd, J=7. 7, 2. 1), 7. 8
0 (1H, m), 8. 03 (1H d, J=8. 8), 8
. 04 (1H, m)

g 764
5 6

(DMSO—-d6;:;HC1) :3. 05 (3H, s), 38
11 (IH, m), 3. 32 (1H, m), 3. 49 (
2H, m), 4. 42 (2H, m), 4. 98 (1H m
>, 6. 31 (1H, d, J=3. 3), 7. 17 (1H
, dd, J=8. 8, 2. 5), 7. 27~7. 37 (2
H m), 7. 43~7. 52 (3H, m), 7. 69 (
I1H, d, J=2. 5), 7. 98 (1H, m), 8. 2
8 (2H, m), 8. 95 (2H, br. s), 9. 71
(1H, s) ]

475
(MH+)

4k
49

(CDC138) :0. 54~0. 63 (6H, m), 0.
87~0. 95 (8H, m), 3. 02 (3H, s), 3
. 28~3. 34 (2H, m), 4. 74 (1H, m),
6. 81 (1H, br. s), 7. 16 (1H, dd, J
=8. 2, 2. 2), 7. 40 (1H, d, J=8. 2)
» 7. 65 (1H, 4, J=2. 2)

P [ 4k

(CDC13) :0. 52~0. 62 (6H, m), 0.
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50

o £l F N Py o
w < . . s . + e

(-
-

86~0. 93 (9H, m), 2. 80 (IH, dd, J
=12. 0, 4. 2), 2. 88 (1H dd, J=12
. 0, 8. 0), 2. 98 (3H s), 3. 08 (2H
» t, J=5.2), 4. 15 (2H, t, J=5. 2)
» 4. 85 (1H, dd, J=8. 0, 4. 2), 6. 9
2 (1H, dd, J=8. 5, 2. 2), 7. 08 (1H
» d, J=2.2), 7. 17 (1H dd, J=8. 2
» 1..9), 7. 28~7. 41 (3H m), 7. 5~
7. 96 (1IH m), 7. 67 (1H d, J=2. 2
), 7. 81 (1H, d, J=3. 2), 7. 86 (1H
, m)

3% 754
57

(DMSO-d6:HCI1) :3. 08 (3H, s), 3
12 (IH m), 3. 29 (1H m), 3. 48 (
2H, m), 4. 42 (2H, m), 5. 01 (1H m
>, 6. 34 (IH m), 7. 07 (IH, dd, J=
8. 8 2. 2), 7. 31 (1H, dd, J=8. 2,
2. 2),7.34~7.41(2H.m),7.45(
IH m), 7. 52 (1H, d, J=1. 9), 7. 5
7(lH d J=8.2), 7. 66 (14 m), 8
. 06 (2H, m), 9. 02 (2H, br. s)

475
(MH+)

7 19 4k
5 1

(CDC13) : 0. 52~0. 62 (6H, m), 0.
86~0. 92 (3H, m), 2. 79 (1H, dd, J
=12. 1, 4. 1), 2. 87 (1H, dd, J=12
I, 7..7), 2. 97 (3H, s), 8. 05 (2H
» br. t), 4. 15 (2H, br. t), 4. 84 (
1H, dd, J=7.7, 4. 1), 7. 03 (1H d
d J=8. 7, 2. 5), 7. 16 (14, dd, J=
8. 7. 2. 2), 7. 81 (1H, d, J=2. 5),
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7. 35~7. 46 (3H m), 7. 66 (1H d,
J=2.2), 7. 80 (IHL m), 8. 02 (1H,
d, J=8. 4), 8. 04 (IH m)

5% &4
58

(DMSO—-d6;HC!) :3. 06 (3H, s), 3
. 08~3. 15 (IH m), 3. 27~3. 35 (|
H m), 3. 44~3. 53 (2H, m), 4. 40~
4. 48 (2H, m), 5. 0~5. 09 (I1H m),
6. 37 (IH, br. s), 7. 17 (14, dd, J
=8. 6, 2. 2), 7. 31 (1H, dd, J=8 9
» J=1.9), 7. 46~7. 57 (2H. m), T
53 (1H, d, J=1. 9), 7. 56 (1H d, J
=8. 2), 7. 68 (1H, d, J=2. 5), 7. 9
5~7. 99 (UH m), 8. 23~8. 3 (2H m
>, 9. 02 (1H, br. s), 9. 18 (1H, br
. 8), 9. 55 (1H s)

491
(MH+)

P ] 4k
52

(CDC13) :2. 60 (3H, s), 2. 90 (6H

» 8), 6. 53 (1H, br. s), 7. 19 (1H

dd, J=8.5 7. 7), 7. 73 (1H m), §
14 (1H, dd, 7. 7, 2. 2)

4k
53

(CDC18) : 2. 90 (6H, s), 4. 41 (2H
. 8), 6. 69 (1H br. s), 7. 23 (11
dd, J=9. 9, 8. 8), 7. 77 (1H ddd.
J=7.0, 4.9, 2. 2), 8. 17 (14 dd,
7.4, 2. 2)

E3 X2
99

. 0~3. 14 (lIH, br. s), 3. 22~3. 34

(DMSO—-d6;:HC!) :2. 71 (8H, s), 3

13 0

487
(MH+)




(IH br. s), 3. 48~3. 53 (2H m),
4, 33~4. 46 (2H, m), 5. 02 (1H m)
, 6. 34 (IH, br. s), 6. 83 (1H dd,
J=8.5 2 2,7 03 (lH d, J=2. 2
>, 7. 12 (1H, dd, J=7. 7, 7. 1), 1.
2~7. 38 (3H. m), 7. 44 (1H, d, J=8
. 0), 7. 52 (1H dd, J=7. 7, 2. 0),
8. 00 (2H, d, J=8. 5), 8. 94~9. 10
(1H, br. s), 9. 14~9. 30 (1H, br.
s), 9. T1 (1H, s), 11. 22 (1H, s)

¥ ] 4k
5 4

(CDC13) :2. 60 (3H, s), 2. 89 (6H
, 8), 6. 85 (1H, br. s), 7. 48 (1H,
d, J=8. 2), 7. 65 (1H, dd, J=8. 2,
1. 9), 8 17 (IH d. 1. 9)

T 6] 4k
55

(CDC13) :2. 90 (6H, s), 4. 41 (2H
» 8), 6. 80 (IH, br. s), 7. 52 (1H,
d, J=8.5), 7. 68 (1H, dd, J=8. 5,
1. 9), 8. 20 (1H, d, J=1. 9)

o JE] 4k
56

-

(CDC13) :2. 79 (3H, s), 9. 08 (2H
» dv J=2.2), 9, 25 (1H, dd, J=22)

1 4R
57

(CDC13) :2. 63 (3H, s), 4. 19 (2H
» br. s), 7. 53 (1H, dd, J=2. 2), 7
. 87 (1H, dd, J=2. 2), 8. 10 (1H, d
d, J=2. 2)

(CDC138) :2. 68 (3H, s), 6. 34 (1H

131




58

w4k |, br.s), 7. 79 (1H dd, J=2. 5), 7

. 92 (1H, dd, J=2. 2), 8. 34 (1H d
d, J=1. 9)

59

¥ 8] 4k

(CDC13) :2. 66 (3H, s), 5. 20 (2H
» 8), 7. 30~7. 48 (5H, m), 7. 88 (I
H, dd, J=2. 5), 8. 01 (IH, dd, J=2
.9 1. 9), 8. 36 (IH, dd, J=1. 9)

¥ ] 4R
60

(CDC13) : 2. 53 (3H, s), 3. 80 (2H
, br. s), 5. 07 (2H, s), 6. 50 (1H,
dd, J=1. 9), 6. 89 (1H, dd, J=1. g

), 6. 98 (1H, dd, J=2. 2), 7. 30~7
. 48 (5H, m)

o X))
6 0

(DMSO~d6:HC1) : 2. 73 (6H, s), 3
. 0~3. 15 (UH, m), 3. 24~3. 36 (1H
» m), 3. 4~3, 54 (2H, m), 4. 35~4.
46 (2H, m), 5. 05 (IH, m), 6. 38 (1
H br. s), 6. 84 (1H, dd, J=8. 5, 2
. 2), 7. 03 (1H, d, J=2. 2), 7. 12 (
1H, dd, J=8. 0, 8. 0), 7. 23~7. 34
(2H, m), 7. 44 (1H, d, J=8. 0), 7.
52 (IH, d, J=8. 2), 7. 61 (1H, d, J
=1. 9), 8. 01 (2H, d, J=8. 5), 8. 9
4~9. 08 (1H, br. s), 9. 15~9, 28 (

l1H, br. s), 9. 46 (1H s), 11. 22 ¢
1H, s)

503
(MH+)

(CDC13) :2. 58 (3H, s), 3. 00 (3H
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Ak
61

. 8), 5. 12 (2H s), 6. 88 (1H bs)
, 7. 15 (1H, d, J=2. 2), 7. 27~7. 4
7 (TH, m)

TE4k | (CDC13) :3. 02 (3H, s), 4. 40 (2H

62 » §), 5. 13 (2H, s), 6. 95 (14 br.
s), 7. 16~7. 18 (1H, m), 7. 31~T7.
50 (TH, m)

%4 | (CDCI3) :2. 74 (2H m), 2. 86 (3H| 546
6 1 » 8), 2. 96 (2H m), 4. 00 (2H, m), | (MH+)
4. 68 (1H d, J=5. 5), 4. 94 (2H s
), 6. T4 (4H. m), 6. 84 (1H, s), 7.

18 (IH.m), 7. 27~7. 39 (7TH m), 7
. 85 (1H, d, J=8. 5), 7. 92 (1H d,

J=7. 4), 8. 26 (1H, br. s)

%£#EH) | (DMSO-d6) : 2. 98 (3H s), 3. 23 (| 456
6 2 2H. m), 8. 47 (2H, m), 4. 39 (2H t| (MH+)
» J=4. 7), 4. 91 (1H, d, J=10. 4),

6. 18 (1H d, J=3. 6), 6. 57 (1H s |
), 6. 64 (IH dd, J=1. 9), 6. 73 (1
H s), 6. 84 (1H, dd, J=8. 8, 2. 5)

» 7. 083 (1H, d, J=2. 2), 7. 12 (1H
dd, J=7. 4), 7. 30 (1H, dd, J=7. 1

), 7. 44 (1H, d, J=8. 0)
THEMAE | (CDC13) :2. 73 (3H s), 7. 05 (1H
63 » dd, J=8. 0), 8. 06 (1H, d, J=8. 0

), 8. 20 (1H d, J=8. 2)
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s R ke e
= .

)
6 4

(CDC13) :2. 75 (3H, s), 7. 10 (1H
, d, J=9. 3), 8, 36 (1H, dd, J=9. 3
. 2. 8.8 T72(1H d J=2. 38)

P &) 4k
65

(CDC13) :2. 66 (3H, s), 3. 85 (3H
, 8), 7. 30 (1H, d, J=8. 0), 7. 82 (
1H, dd, J=8. 0, 1. 9), 7. 93 (1H, d
d, J=8. 0, 1. 9

o ] 4k
66

(CDC13) :2. 62 (3H, s), 3. 78 (3H
, §), 3. 92 (2H, br. s), 6. 89 (1H,
dd, J=7. 1, 2. 5), 6. 97 (1H, d, J=
6. 90, 6. 98 (1H, d, J=2. 5)

¥ 8] 4k
67

(CDC13) : 2. 63 (3H, s), 3. 08 (3H
, §), 8. 82 (3H, s), 7. 05 (1H br.
s), 7. 18 (1H, dd, J=8. 0), 7. 38

(IH, dd, J=8. 0, 1. 7), 7. 71 (1H

dd, J=8. 2, 1. 7)

w7 ) &
68

-

(CDC138) :2. 61 (3H, s), 3. 01 (38H
, 8), 3. 83 (3H, s), 4. 82 (2H, s),
7. 06 (1H, dd, J=8. 0, 7. 8), 7. 19
~T7. 30 (6H m), 7. 52 (1H, dd, J=8
.0, 1. 9)

LOE:S
69

(CDC138) :8. 01 (38H, s), 3. 87 (34
, 8), 4. 49 (2H, s), 4. 83 (2H, s),
7. 11 (1H, dd, J=8. 0, 7. 8), 7. 19
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~7. 31 (6H. m), 7. 57 (1H, dd, J=38
.0, 1. 9)

UL S
70

(CDC13) :2. 74 (1H, d, J=8. 8), 2
. 93 (3H, s), 2. 98~3. 14 (3H, m),
3. 80 (3H, s), 4. 15 (2H, m), 4. 81
(2H, m), 5. 04 (1H d, J=8. 8), §.
84 (1H, d, J=8. 5), 6. 87 (1H, br.
s), 7. 01 (1H, d, J=8. 0), 7. 06 (1
H dd, J=7. 4), 7. 17~7. 40 (8H m
>, 7. 50 (1H d, J=7. 4), 7. 91 (1H
, d, J=8. 2), 7. 96 (1H, d, J=T7. 7)
, 8. 12 (IH br. s)

] 4%
71

(DMSO-d6) : 2. 9~3. | (2H, m), 3.
12 (8H, s), 3. 15~8. 30 (2H, m), 4
. 34~4. 44 (2H, m), 4. 76 (2H m),
5. 30 (1H, d, J=9. 6), 6. 2~6. 4 (1
H, br. s), 6. 78~6. 98 (2H, m), 7.
02~7. 38 (10H, m), 7. 44 (2H, d, J
=8. 0), 7. 95 (1H, dd, J=7. 7, 8. 2
), 8. 01 (2H, d, J=8. 2)

5% 3641
63

(CD3 OD) : 2. 85 (3H. s), 2. 96~3.
20 (4H m), 4. 21 (2H, t, J=5. 0),
4. 98 (IH, m), 6. 77 (1H, dd, J=7.
7), 6. 81 (1H, dd, J=8. 9, 2. 2),

6. 99 (1IH, d, J=2. 2), 7. 07~7. 14
(2H. m), 7. 23~7. 30 (2H, m), 7. 3

8 (1H, d, J=8. 2), 7. 81 (2H, dd, J

135

456
(MH+)




=8. 2)

¥ R4k
72

(CDC13) :2. 65 (3H, s), 4. 05 (3H
, 8), 7. 08 (1H, d, J=9. 1), 8. 36 (
1H, dd, J=9. 1, 3. 00, 8. 63 (1H, d
, J=2. 8)

& 45
73

(CDC13) :2. 60 (3H, s), 3. 50 (2H
, br. s), 3. 84 (3H, s), 6. 82 (2H,
m), 7. 08 (1H m)

17 4k
74

(CDC13) :2. 63 (3H, s), 2. 97 (3H
, s8), 3. 93 (3H, s), 6. 39 (1H, br.
s), 7. 01 (1H, d, J=9. 1), 7. 51~T
. 57 (2H, m) '

4k
75

(CDC18) 2. 59 (3H, s), 2. 95 (3H
, s), 3. 88 (3H, s), 4. 81 (2H, s),
6. 87 (1H, d, J=9. 1), 7. 22~T7. 28
(5H, m), 7. 30 (1H, dd, J=8. 8, 2.
8), 7. 71 (1H, d, J=3. 0)

¥ 4k
76

(CDC13) :2. 96 (3H, s), 3. 92 (3H
, s), 4. 56 (2H, s), 4. 81 (2H, s),
6. 90 (1H, d, J=8. 8), 7. 22~7. 28
(5H, m), 7. 37 (1H, dd, J=9. 1, 3.
0), 7. 77 (1H, d, J=2. 8)

K
77

(CDC18) :2. 6~3. 0 (2H, m), 2. 94
(3H, s), 3. 04~3. 08 (2H, m), 3. 7
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0 (3H, s), 4. 14 (2H, t, J=5. 8), 4
.79 (2H, d, J=9. 9), 4. 99 (1H m
), 6. 60 (1H, d), 6. 80~6. 86 (2H,
m), 7. 03 (1H dd. J=8. 5, 3. 0)., 7
L 18~7. 42 (8H, m), 7. 88~8. 00 (3
H m, 8 07 (1H m

8), 7. 24~7. 51 (5H, m), 8. 18 (1H
, dd, J=8. 8, 2. 2), 8. 50 (1H, d, J
=2. 2)

1371

TR | (CD3OD) :3. 01 (3H, s), 3. 31 (2H

78 , m), 3. 54 (2H. m), 4. 38 (2H t, J
=5. 0), 4. 78~4. 82 (2H, m), 5. 27
(IH, m), 6. 72~6. 95 (2H, m), 7. 0
5 (1H, d, J=1. 9), 7. 08~7. 48 (11
H m, 7. 95 (2H d, J=7. 1)

F#&# | (CD3OD) :2. 88 (3H, s), 3. 19 (2H| 456
6 4 ,m), 3. 62 (2H, m), 4. 22 (2H, m), | (MH+)
5. 24 (I1H, m), 6. 72~7. 48 (9H, m)

, 7. 85~7. 95 (2H, m)
-~ fE4k | (CDCI3) :2. 61 (3H s), 5. 45 (2H
79 , s), 7. 22 (1H d, J=8. 8), 7. 34~
7. 55 (5H, m), 8. 26 (1H dd, J=8.
8, 2. 2), 8. 55 (1H d, J=2. 5)
(CDC138) :2. 57 (8H, d, J=5. 2), 2
PRE4E . 61 (3H, s), 4. 70 (1H, q, J=5. 5)
79 |, 5. 832 (2H s), 7. 17 (1H, d, J=8.




# 1] 4k
80

(CDC13) :2. 58 (3H, s), 4. 43 (2H
, s), 4. T4 (1H, s), 5. 34 (2H, s),
7. 20 (1H, d, J=8. 8), 7. 36~7. 51
(5H, m), 8. 20 (1H, dd, J=8. 8, 2.
2), 8. 52 (1IH, d, J=2. 2)

5% #6451
65

(DMSO—-d6) : 2. 42 (3H, d, J=5. 0)
, 2. 71 (2H, d, J=6. 0), 2. 95 (2H,
t, J=5. 2), 4. 08 (2H, t. J=5. 5),
4. 64 (1H, m), 5. 33 (2H, s), 5. 42
(1H, d, J=4. 1), 6. 75 (1H, dd, J=
8. 5 2. 2), 6. 93~7. 00 (ZH, m), 7
10 (1H, dd, J=7. 7, 7. 4), 7. 15 (
IH, d, J=8. 5), 7. 24~7. 54 (8H, m
>, 7. 76 (1H, d, J=2. 2), 7. 92~8.
00 (2H, m), 11. 08 (1H, s)

546
(MH+)

o3 X
66

(DMSO—-d6;HC1) :2. 41 (3H, d, J=
5. 0), 3. 03~3. 35 (2H, m), 3. 47 (
2H, m), 4. 39 (2H, m), 5. 00 (1H, d
, J=10. 4), 6. 21 (1H, br. s), 6. 8
4 (1H, dd, J=8. 5, 2. 2), 6. 88 (1H
, dy J=5.2), 7. 03 (1H, d, J=2. 2)
, 7. 08 (1H, d, J=8. 2), 7. 13 (1H,
d, J=8. 0), 7. 30 (1H, ddd, J=8. 2
, 1. 1), 7. 44 (1H, d, J=8. 0), T. 4
7 (1H, dd, J=8. 8, 2. 2), 7. 71 (1H
, d, J=2. 2), 8. 01 (2H, d, J=8. 5)
, 8. 90~9. 05 (1H, br. s), 9. 10~9

13 8

456
(MH+)




. 25 (IH, br. s), 10. 89 (1H, s), 1
1. 21 (1H, s)

W ] 4k
8 2

(CDC13) : 2. 58 (3H, s), 3. 94 (3H
, §), 5. 28 (2H, s), 7. 07 (1H, d, J
=8. 8), 7. 30~7. 52 (5H, m), 8. 08
(1H, dd, J=8. 8, 2. 5), 8. 44 (1lH,
d, J=2. 2)

¥ 18] 44
83

(CDC13) :3. 94 (3H, s), 4. 42 (2H
, s), 5. 29 (2H, s), 7. 10 (1H, d, J
=8. 8), 7. 34~7. 50 (5H m), 8. 11
(1H, dd, J=8, 8, 2. 5), 8, 47 (1H,
d, J=2. 2)

18] 4
8 4

(CDC18) : 2, 77 (1H, d, J=12. 3),
2. 99 (1H d, J=12. 3), 3, 08 (2H,
m), 3. 89 (3H, s), 4. 13 (2H t, J=
5. 1), 4. 72 (1H, d, J=8. 7), 5. 14
(2H, s), 6. 83 (2H, m), 6. 95 (1H,
d, J=8. 5), 7. 20 (1H, m), 7. 30~7
. 48 (8H, m), 7. 84 (1H, d, J=2. 2)
, 7. 91 (1H d, J=9. 3), 7. 96 (1H
d, J=7. 7), 8. 12 (1H, br. s)

511
MH+)

&
8 5

(CDC13) : 2. 81 (1H, 4, J=11. 8,
2. 99 (IH d, J=12. 1), 8. 10 (2H,
m, 4. 17 (2H, t, J=5. 0), 4. 71 (1
H m, 4. 75 (2H, s), 5. 12 (2H, s)
, 6. 85 (1H, 4, J=8. 5), 6. 88 (1H,

139

411
MH+)
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Lr [ < [T (4 - oo &
< 4 v T

s), 6. 94 (1H d, J=8. 2), 7. 20~7
. 42 (3H. m), 7. 93 (1H, d, J=8. 8)
,» 7. 97 (UH d, J=7. 7), 8. 20 (1H
br. s)

% #.4)
67

(DMSO-d6:HCI1) :3. 71 (1H br. s
>, 3. 19 (IH, br. s), 3. 48 (2H, br
. 8), 4. 38 (2H. m), 4. 49 (2H s),
4. 90 (1H, d, J=10. 2), 5. 04 (1H,
br. s), 6. 03 (IH d, J=3. 3), 6. 7
8 (1H, d, J=8. 2), 6. 84 (1H, dd, J
=8. 2, 2. 2), 7. 02(1H d, J=2. 2)
7. 07 (1H, d, J=7. 4), 7. 12 (1H
dd, J=7. 4, 7. 4), 7. 30 (1H, dd, J
=8. 0, 8. 0), 7. 36 (1H, s), 7. 44 (
1H, d, J=7. 7), 8. 01 (2H, d, J=38,
5)

393
(MH+)

¥ A 4k
86

(CDC13) : 2. 73 (1H, br. s), 3. 083
(3H, s), 3. 53 (1H, dd, J=10. 44,
8. 8), 3. 66 (1H, dd, J=10. 44, 3.
3), 4. 94 (1H, dd, J=38. 8, 3. 6), &
. 9T (IH, br. s), 7. 17~7. 24 (24
m), 7. 26 (1H, m), 7. 38 (1H m)

4k
87

(CDCI13) :0. 47~0. 68 (6H m), 0.
91 (9H, t, J=7. 7), 3. 01 (3H, s),
3. 33 (2H, d, J=5. 8), 4. 75 (1H t
» J=5. 8), 6. 49 (1H, br. s), 7. 13
~7. 19 2H m), 7. 22 (1H m), 7. 3
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3UH t, J=T7.7)

A 4k
8 8

(CDC13) :1. 58~1., 73 (2H, m), 2.

00 (3H, s), 2. 20~2. 32 (2H, m, 2
. 35~2. 55 (4H m), 4. 25 (1H, m),
5. 48 (1H, br, s)

¥ I 4k
89

(DMSO—-d6) :1. 75 (1H, m), 1. 82
(3H, s), 1. 94 (1H m), 2. 42 (1H,
dd, J=14. 6, 8. 5), 3. 73 (3H, s),
4. 01 (1H, m), 6, 57 (1H, dd, J=38.
2, 2. 2), 6. 75 (1H d, J=2. 2), 1.
18 (1H, d. J=8.5), 7. 93 (1H, d, J
=8. 0), 10. 50 (1H s)

o+ IE] 4k
90

(DMSO-d6) : 2. 05 (3H, s), 3. 83
(8H, s), 6. 74 (1H, dd, J=8. 5, 2.
2), 6. 83 (1H, d, J=2. 2), 7. 30~
7. 40 (ZH, m), 7. 86 (1H d, J=8. 8
), 8. 21 (1H d. J=1. 9), 9. 85 (1H
» 8), 11. 00 (1H, s)_

& 4k
91

(DMSO-d6) : 2. 05 (3H, s), 6. 60
(1H, dd, J=8. 5, 1. 9), 6. 77 (1H
d, J=1. 6), 7. 26 (1H, d, J=8. 5),
7. 34 (1H, dd, J=8. 5, 1. 6), 7. 74
(1H, d, J=8. 5), 8. 15 (1H, s), 9.
38 (1H, s), 9. 82 (1H, s), 10. 83
(1H, s)
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ik
92

(DMSO-d6) :2. 06 (3H, s), 3. 43

(2H, m), 4. 07 (2H, m), 5. 05 (2H

s), 6. 74 (1H, dd, J=8. 5, 1. 9), 6§
. 94 (1H s), 7. 25~7. 50 (7TH, m),
7. 54 (1H t, J=5. 5), 7. 86 (1H d
, J=8. 5), 8 22 (1H s), 9. 86 (1H
, 8), 11. 02 (IH, s)

¥ ] 4
93

(DMSO-d6) : 1. 8~2. 1 (2H, br. s)
» 2. 05 (3H, s), 2. 93 (2H, t, J=5.
8), 4. 00 (2H, t, J=5. 8), 6. 74 (1
H dd, J=8. 5, 2. 2), 6. 93 (1H d,
J=2.2), 7. 30~7. 40 (2H, m), 7. 8
6 (1H, d, J=8. 8), 8. 21 (1H, d, J
. 9), 9. 85 (1H s), 11. 00 (1H,

=1

s)

5% 36,4
68

(DMSO—-d6;HC1) : 2. 06 (3H, s), 3
. 00 (3H s), 3. 17 (1H m), 3. 27 ¢(
I1H m), 3. 48 (2H, m), 4. 37 (2H, m
>, 4. 97 (1H, m), 6..26 (1H, m), 6.
82 (1H, m), 6. 99 (1H, m), 7. 15 (2
H m), 7. 30~7. 40 (4H m), 7. 92 (
1H, d, J=8. 8), 8. 27 (1H, s), 8. 9
1 (2H, m), 9. 86 (1H, s), 9. 89 (1H
» 8), 11. 09 (1H, s)

497
M+)

¥ 6] 4k
95

(CDC13) :0. 49~0. 58 (6H, m), 0.
88 (9H, m), 2. 75 (6H, s), 2. 72~2
. 7T9 (IH, m), 2. 81~2. 94 (1H, m),

142

6889
(MH+)




3701 (2H m), 4. 12 (2H m), 4. 80
(1H, dd, J=7. 7, 4. 1), 5. 07 (2H
s)., 6. 82 (1H, dd, J=8. 5, 2. 2), 6
. 93 (IH, dd, J=8. 5, 2. 2), 7. 05

(1H, dd, J=8. 5, 2. 2), 7. 07 (1H
d, J=2. 2), 7. 29 (1H dd, J=7. 4,
. 1), 7. 34 (1H dd, J=5. 2, 1. §)
, 7. 36~7. 45 (5H, m), 7. 49~7. 54
(2H, m), 7. 80 (1H d, J=8. 5), 7.
85 (IH, m)

¥ 6] 4k
102

(CDC13) :0. 51~0. 60 (6H, m), 0.
88 (SH, m), 2. 78 (1H, dd, J=11. 8
» 4. 1), 2. 89 (1H, dd, J=11. 8, T.
7), 2. 99 (3H, s), 3. 05 (2H, t, J=
4. 9), 4. 15 (2H t, J=4. 9), 4. 83
(1H, dd, J=7. 7, 4. 1), 6. 82 (1H
dd, J=8. 5, 2. 2), 6. 91 (1H, d, J=
2. 2), 7. 05~7. 28 (3H, m), 7. 31~
7. 42 (2H, m), 7. 59 (1H, dd, J=8,
0, 1. 9), 7. 90~8. 00 (2H, m), 8. 1
2 (1H, br. s)

W a] 4k
108

(CDC13) :0. 52~0. 61 (6H, m), 0.
89 (9H, m), 2. 79 (1H dd, J=12. 1
» 4. 4), 2. 89 (1H, dd, J=12. 1, T.
7), 2. 96 (3H, s), 3. 04 (2H m), 4
. 15 (2H, m), 4. 84 (1H, m), 6. 82
(1H, dd, J=8. 5, 2. 2), 6. 92 (1H
d, J=1.98), 7. 17 (1H, dd, J=8. 8,

143




1. 9), 7. 21 (1H dd, J=8. 2, 1. 4)
, 7. 80~7. 42 (3H. m), 7. 67 (1H d
. J=2.2), 7. 90~7. 99 (2H m), 8.
14 (1H, br. s)

AUECS
112

(CDC13) :2. 49 (3H, d, J=5. 2), 3
. 28 (1H, d, J=3. 0), 3. 47 (IH, dd
» J=10. 7, 8. 0), 8. 56 (1H, dd, J=
10. 7, 4. 1), 4. 83 (1H, q, J=5. 5)
» 4. 88 (IH m), 5. 22 (2H, s), 7. 0
9 (1H, d, J=8. 8), 7. 30~7. 48 (5H
»m), 7. 55 (1H, dd, J=8. 8, 2. 5),
7. 88 (1H, d, J=2. 2)

¥ Ja] 4k
113

(CDC13) :0, 47~0. 66 (6H m), 0,
85~0. 95 (9H, m), 2. 52 (3H, d, J=
5. 5), 3. 28~3. 35 (2H, m), 4. 66

(1H, m), 4. 77 (1H, m), 5. 23 (2H,
s), 7. 09 (1H, d, J=8. 5), 7. 84~

7. 52 (bH, m), 7. 55 (1H, dd, J=38.
5, 2. 5), 7. 91 (1H, .d, J=2. 2)

AR
114

(CDC18) :0. 48~0. 58 (6H m), 0.
87 (9H, m), 2. 50 (3H d, J=5. 5),
2. 80 (1H, dd, J=11. 8, 4. 4), 2. 9
1 (1H, dd, J=11. 8, 7. 4), 4. 07 (2
H m), 4. 69 (1H, q, J=5. 5), 4. 86
(1H, dd, J=7. 4, 4. 4), 5. 15 (2H
s), 6. 77T (1H d, J=1. 8), 6. 82 (1
H dd, J=6. 3, 2. 2), 7. 01 (1H d,

144




R i

T
< <

L5 L]

J=8.5), 7. 20 (1H m), 7. 30~7. 4
8 (TH, m), 7. 52 (1H, dd, J=38. 5 2

. 2), 7. 89~38. 00 (2H, m), 8. 19 (1
H, s)

+ 18] 4k
116

(CDC13) :2. 34 (8H, s)., 2. 64 (3H
» ), 8. 21 (IH dd, J=9. 1, 2. 2),
8. 81 (1H, d, J=2. 2), 8. 95 (1H, d

, J=9. 1)
P Ja] 4 (CDC13) :2. 25 (3H, s), 2. 56 (3H
LI7 1 s), 7. 44 (2H. m), 7. 50 (1H m)
¥ 8] 4k (CDC13) :2. 26 (3H, s), 2. 6§0 (3H
118

» §), 3. 05 (3H, s), 6. 79 (1H, s),
7. 90 (2H m), 8. 24 (1H dd, J=8
1, 2. 5), 8 55 (1H br. s)

% i 4k
119

]

» 8), 4. 41 (2H, s), 6. 73 (1H br.
$), 7. 87~8. 09 (2H m)., 8. 31 (1H

(CDC13) :2. 27 (3H, s), 3. 08 (3H

dd, J=8. 8), 8. 58 (1H, d, J=10.

» 3. 48 (2H m), 4. 39 (2H m), 5. 0
1 {(1H, m), 6. 26 (1H, m), 6. §4 (1H
» d, J=8. 5), 7. 03 (1H, s), 7. 12 (

1H dd, J=7. 1, 6. 9), 7. 24~7. 33

2)
%4 | (DMSO-d6:HCI) :2. 10 (3H s), 2| 497
120 |. 94 (3H s), 8. 15 (2H d, J=8. 2) | (MH®)

145




(2H, m), 7. 44 (2H d, J=8. §). 7.
56 (1H, m), 8. 01 (2H, d, J=5. 9),

8. 8~9. 1 (2H. m), 9. 62 (1H, m), 1
1. 18 (1H, s)

%k#&¥ | (DMSO~d6;2HCI) :3. 02 (3H, s), 455
82 3. 2~3. 5 (4H m), 4. 26 (2H m), 4| (MH+
. 84 (1H, d, J=9. 3), 6. 8~7. 5 (8H
»m), 7. 64 (1H, s), 7. 87 (1H d, J
=7.7), 8. 01 (1H d, J=8. 2), 9. 0

~9. 6 (3H, br. s), 11. 3 (14, s)
FHE4 | (CDCI13) : 2. 61 (3H s), 2. 62 (3H
121 |, s), 4. 18 (2H, s), 5. 27 (2H s),
7. 15 (3H, m), 7. 835~7. 44 (3H m)
, 7. 47 (2H, d, J=8. 0), 8. 16 (1H
dd, J=8. 8, 2. 2), 8. 57 (1H, d, J
=2, 2)
¥ ] 4 (CDC13) : 2. 62 (3H s), 4. 19 (2H
122 |, s), 4. 43 (2H, s),.5. 28 (2H, s),
7. 12~7. 20 (2H, m), 7. 18 (1H d,
J=8. 52), 7. 24~7. 50 (84, m), 8.
20 (1H, dd, J=8. 5, 2. 2), 8. 59 (1
H d, J=2. 2)
wH4& | (CDCI3) : 2, 59 (3H, s), 2. 72~2. 636
123 (82 (IH m), 8. 00~3. 08 (1H m), 3| (MH+)

13~4. 20 (4H, m),
16 (2H, s)

. 10 (2H, m), 4.
4. 72~4, 77 (1H, m), 5,
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cu vo oc
ve © ¢
% L5
.

, 6. 84 (1H dd, J=8. 2, 2. 2), 6. g
1 (1H d, J=2. 2), 7. 05 (1H d, J=
8. 5), 7. 13~7. 49 (13H m), 7. 57
(1H, d, J=8. 2), 7. 93 (1H, d, J=8
.5), 7. 97 (1H d, J=7. 7)., 8. 01
(1H, d, J=1. 7)

5= 36451
83

(DMSO-d6;HC1) : 2. 64 (3H, s), 3
.14 (2H, m), 3. 48 (2H, m), 4. 31 (
2H, s), 4. 39 (2ZH m), 5. 00 (IH m
), 6. 23 (1H br. s), 6. 83 (1H, dd
» J=8. 8, 2. 2), 7. 02 (1H, d, J=1.
9), 7. 08~7. 15 (3H, m), 7. 26~7.
40 (6H m), 7. 43 (IH d, J=8. 5),
7. 51 (1H, dd, J=8. 8, 1. 9), 7. 80
(1H, d. J=1. 9), 7. 99 (1H, d, J=8
. 8), 8 80~9. 10 (2H, br), 10. 96
(I1H, s), 1'1. 18 (1H s)

5486
(MH+)

¥ [ 4k
124

(CDC13) : 1. 39 (3H, t, J=7. 1), 1
. 66 (3H s), 3. 76 (2H, m), 4. 05 (
2H, m), 4. 38 (2H q, J=7. 1), 7. &
6 (2H, d, J=8. 5), 8. 03 (2H, d, J=
8. 5)

§ ] 4k
125

(CDC13) :2. 61 (3H, s), 4. 79 (2H
, 8), 7. 46 (2H, d, J=8. 0), 7. 96 (
2H, d, J=8. 2)

W A] 4k

(CDC13) :2. 14 (3H, s), 2. 61 (3H

147




L s). 5. 17 (2H s), 7. 45 (2H. d. J

126
=8. 5), 7. 96 (2H, d, J=8. 5)
ik | (CDCI13) :2. 20 (3H, s), 2. 68 (3H
127 |, s), 5. 57 (2H, s), 7. 73 (IH, d, J
=8, 2), 8. 22 (1H, dd, J=8. 2, 1. §
), 8. 65 (1H, d, J=1. §)
FE4k | (CDC13) :2. 10 (3H s), 2. 56 (3H
128 1, s), 4. 18 (2H, br. s), 5. 12 (2H
s), 7. 27~7. 31 (3H, m)
FlEl4k | (CDC13) :2. 11 (3H, s), 2. 62 (3H
129 1, s), 3. 12 (3H s), 5. 18 (2H s),
7. 52 (1H, d, J=8. 0), 7. 74 (1H b
r. s), 7. 79 (1H, dd, J=8. 0, 1. 6)
, 8. 08 (1H, d, J=1. §) |
wigmsk | (CDCI3) :2. 12 (38H s), 8. 14 (3H
130 |, s), 4. 43 (2H, s), 5. 18 (2H, s),
7. 55 (1H, d, J=8. 00, 7. 80 (1H b
s), 7. 83 (1H, dd, J=8. 0, 1. 7), 8
.12 (1H d, J=1. 7
TEAE | (DMSO—d6) :2. 05 (3H s), 2. 96 (| 500
131 3H,s),2.92~3.00(2H,m),3.28 (MH+)

~3. 32 (2H, m), 4. 08~4. 13 (2H m
), 4. 67 (1H br. s), 5. 15 (2H s)
, 5. 44 (1H m), 6. 76 (1H dd J=8
.2, 1.9, 6. 96 (1H d, J=1. 9), 7

1438




-

. 07~T7. 1

o LR
¢ D &
s

3C(IH m), 7. 24~7. 44 (4

H m, 7. 93~8. 00 (3H, m)

%#&% | (DMSO—-d6;:HCI) :3. 02 (3H s), 3| 470
8 4 . 25~3. 85 (2H, m), 3. 43~3. 53 (2| (MH+)
H om), 4.|36~4., 43 (2H, m), 4. 62 (
2H, s), 5, 03 (1H, d, J=9. 1), 6. 2
6 (1H, bs), 6. 84 (1H, dd, J=8. 5,

2.2), 7.03 (1H, d. J=1. 9), 7. 12
(1H, dd, J=7. 1), 7. 24~7. 385 (2H
,m), 7. 38 (1H, s), 7. 44 (1H, d, J
=8. 0), 7, 47 (1H d, J=8. 0), 8. 0
I (IH, d, J=8. 2), 9. 06 (1H s), 8
. 90~9. 2p (2H br), 11. 21 (1H

s)
PR | (CDCI13) 2. 61 (3H s), 3. 06 (3H
132 |, s), 7. 6B (1H, dd, J=8. 5, 2. 2),
7. 71 (1H|d, J=8. 5), 8. 20 (1H d
, J=2.2) |
TR | (CDC13) 13. 09 (3H, s), 4. 42 (2H
133 (. s), 7. 68 (1H dd, J=8. 4, 1. 8),
7. 75 (1H,|d, J=8. 4), 8. 21 (1H d
, J=1. 8) |
%#4] | (DMSO-d6;HCI) :3. 07 (3H, s), 2| 520
85 . 98~3. 16 (2H, m), 3. 43~3. 55 (2| (M+D+
H m), 4. 35~4. 44 (2H, m), 5. 0~5

. 08 (1H, m), 6. 38 (1H, br. s)

» 6.
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Sr ao
[ H L
: e

-

84 (1H dd, J=8. 5, 2. 2), 7. 03 (1
H d J=2.2), 7. 12 (14 dd, J=8.
0, 8. 00, 7. 24 (1H dd, J=8. 0, 1.
8), 7. 30 (1H dd, J=8. 0, 8. 0), 7
. 44 (1H, d, J=8. 0), 7. 52 (1H d,
J=1.9), 7. 72 (1H d, J=8. 0), 8.
00 (2H, d. J=8. 5), 8. 95~9. 08 (I
H m, 9. 10~9. 25 (1H m), 9. 47 (
IH, s), 11. 20 (1H, s)

YwIiE4k | (CDC13) :2. 64 (3H s), 7. 80 (1H
134 |, dd, J=8. 2, 2. 2), 8 19 (1H d, J
=8. 2), 8. 36 (1H, d, J=2. 2)
W 6] 4K (CDC13) : 2. 54 (3H, s), 4. 25 (2H
185 |, br. s), 7. 01 (1H dd, J=8. 2, 1.
9), 7. 29 (1H, d, J=1. 9), 7. 74 (1
H d, J=8. 2)

FEHA | (CDCI13) :2. 60 (3H, s), 3. 06 (3H

186 |, s), 7. 51 (1H dd,.J=8. 2, 1. 9),
7. 96 (1H, d, J=8. 2), 8. 16 (14, d
, J=1. 9)

PRk | (CDC13) :3. 09 (3H, s), 4. 41 (2H

137 |, s), 6. 76 (1H, br. s), 7. 53 (1H
dd, J=8. 2, 2. 2), 8. 00 (1H, d, J=
8. 2), 8. 18 (1H, d, J=2. 2)

%34 | (DMSO~d6;HCI1) :3. 08 (3H s), 3| 566

150




86

4

. 0~3. 1 (2H. m), 3. 45~3. 54 (2H,
m), 4. 38~4. 47 (2H m), 4. 98~5.
08 (1H, m), 6. 37 (1H br. s), 6. 8
4 (1H dd, J=8.5, 2. 2), 7. 03 (14
, d, J=2.2), 7. 06~7. 16 (2H m),
7. 30 (1H, dd, J=8. 2, 8. 2), 7. 44
(1H, d, J=8. 2), 7. 46 (1H, d, J=2
. 2), 7. 94 (1H d, J=8. 2), 8. 01 (
2H, d, J=8. 5), 8. 94~9. 06 (1H b
r), 9. 10~9. 24 (1H br), 9. 36 (1
H s), 11. 21 (1H s)

MH+)

¥ A 4R
138

(CDC13) : 2. 55 (3H, s), 2. 70 (3H
» §), 4. 31 (2H, s), 5. 17 (2H, s),
6. 95 (IH, s), 7. 02 (IH, d, J=8. 5
), 7. 15~7, 21 (2H, m), 7. 23~7. 3
1 (2H, m), 7. 8338~7. 44 (6H m), 7,
74 (1H dd, J=8. 5, 2. 2), 8. 14 (1
H d, J=2. 8)

145
139

(CDC13) :2. 72 (3H, s), 4. 33 (2H
» 8), 4. 37 (2H, s), 5. 18 (2H, s),
6. 98 (1H, s), 7. 04 (1H, 4, J=8. §
>, 7. 16~7. 22 (2H, m), 7. 25~7. 3
2 (2H, m), 7. 34~7. 43 (6H m), 7.
77T (1H dd, J=8. 8, 1. 9), 8. 14 (1
H, d, J=2. 2)

¥ ] 4k
140

(DMSO-d6) :2. 51 (3H, s), 2. 69 ¢
2H, m), 2. 94 (2H, m), 4. 07 (2H m

151

651
(MH+)




-

), 4. 11 (2H, s), 4. 60 (1H m), 5.
15 (2H, s), 6. 74 (1H d, J=10. 7)
, 6. 94 (1H, m), 7. 03~7. 58 (16H,
m), 7. 91~8. 00 (3H, m), 11. 08 (1
H, s)

5% #6471
87

(DMSO—-d6;HC1) :2. 57 (3H, s), 3
. 00~3. 30 (2H, m), 3. 47 (2H, m),
4. 18 (2H, s), 4. 37 (2H, m), 4. 92
(1H, d, J=9. 6), 6. 14 (I1H, br. s)
» 6. 82 (1H, dd, J=8. 5, 2. 2), 6. 9
1 (IH, d, J=8. 2), 7. 02~7. 12 (3H
,m), 7. 18~7, 21 (2H. m), 7. 25~7
.35 (4H. m), 7. 41 (1H, d, J=2. 2)
7. 43 (IH, d, J=8. 0), 7. 97~8. 02
(2H, m)

5861
(MH+)

P 8] 4
141

(CDC13) :1. 09 (6H, t, J=7. 1), 2
. 55 (3H, s), 3. 30 (4H, q, J=T7. 1)
» 9. 17 (2H, s), 6. 91 (1H, bs), 6.
99 (1H, d, J=8. 5), 7. 36~7. 44 (5
H m), 7. 69 (1H, dd, J=8. 5, 2. 2)
, 8. 02 (1H, d, J=2. 2)

¥ 45
142

(CDC13) :1. 10 (6H t, J=T7. 4), 3
. 31 (4H, q, J=7. 4), 4. 39 (2H, s)
» 5. 19 (2H, s), 8. 94 (14, bs), 7.
02 (1H, d, J=8. 8), 7. 36~7. 44 (5
H m), 7. 72 (1H dd, J=8. 8), 8. 0
3 (1H, d, J=2. 2)
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LR J

¥ 4] 4k
143

(DMSO—-d6) : 0. 88 (6H, t, J=7. 1)
, 2. 68 (2H, d, J=5. 8), 2. 95 (2H,
m), 3. 07 (4H, q, J=7. 1), 4. 09 (2
Hm, 4. 58 (1H m), 5. 13 (2H s)
» 6. 76 (1H, d, J=6. 6), 6. 92~7. 1
4 (4H m), 7. 24~7. 44 (7H m), 7.
54 (2H, d, J=6. 9), 7. 90~8. 02 (2
H, m)

603
(MH+)

% 3651
88

(DMSO-d6:HC1) : 0. 95 (6H, t, J=
7. 1), 3. 13 (4H, q, J=7. 1), 2. 95
~3. 25 (2H, m), 3. 48 (2H, m), 4. 3
7(2H m), 4. 88 (1H d, J=10. 2),
6. 11 (I1H, br. s), 6. 80~6. 88 (2H
» m), 6. 95~7. 04 (2H, m), 7. 12 (I
H dd, J=8. 0, 0. 8), 7. 27~7. 34 ¢(
2H, m), 7. 44 (1H, d, J=8. 0), 8. 0
t (2H, d, J=8. 5), 8. 54 (1H, s), 8
. 6~9. 1 (2H br), 9. 85 (1H, s), |
1. 19 (1H s) -

513
(MH+)

¥ ] 4R
144

(CDC13) :2. 75 (6H, s), 4. 41 (2H
» 8), 5. 29 (2H, s), 7. 15 (1H d, J
=8. 8), 7. 35~7. 45 (3H, m), 7. 47
~7. 52 (2H, m), 8. 17 (1H, dd, J=8
. 8 2.2), 8. 54 (1H, d, J=2. 2)

ik
145

(CDC13) :0. 52~0. 62 (6H, m), 0.
85~0. 94 (9H, m), 2. 71 (6H s), 3

153




. $6~3. 35 (2H. m). 4. 76 (1H t. J
=6. 2), 5 19 (2H s), 7. 05 (1H d
, J=8. 5), 7. 32~7. 44 (34 m), 7.
46~7. 55 (3H m), 7. 90 (1H d, J=
2. 2)

P ] 4k
146

(CDC13) :0. 48~0. 58 (6H, m), 0.
87 (9H, t, J=7. 8), 2. 71 (6H, s),
2. 7T4~2. 82 (1H, m), 2. 85~2. 91 (
I1H m), 3. 04 (2H, m), 4. 13 (2H, m
), 4. 8~4, 86 (1H, m), 5. 16 (2H, s
>, 6. 82 (1H, dd, J=8. 5, 2. 2), &.
88 (1H, d, J=2. 2), 7. 01 (1H, d, J
=8. 5), 7. 20 (1H, m), 7. 29~7. 42
(6H, m), 7. 45~7. 52 (2H, m), 7. 9
1 (1H, d, J=8. 5), 7. 96~7. 98 (2H
, m), 8. 20 (1H, br. s)

LBRE:S
147

(DMSO—-d6) : 2. 62 (2H m), 2. 71~
2. 75 (2H, m), 2. 95 (2H, m), 4. 08
(2H, m), 4. 65~4, 72 (1H m), 5. 2
4 (2H, s), 5. 46 (1H, br. s), 6. 75
(1H, dd, J=8. 5, 2. 2), 6. 95 (1H,
d, J=2. 2), 7. 10 (1H, dd, J=7. 1,
7. 7), 7. 24~7. 44 (6H m), 7. 48~
7. 54 (2H. m), 7. 57 (1H, dd, J=38.
5, 2. 2), 7. 78 (1H, d, J=2. 2), 7.
95 (IH, d, J=8. 5), 7. 98 (1H d, J
=8. 2), 11. 10 (1H, s)

560
(MH+)
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% 34
89

(DMSO-d$;HC1) : 2. 71 (8H, s), 2
. 76~2. 82 (2H, m), 3. 02 (2H m),
4. 13 (2H, m), 4. 64~4. 70 (1H m)
, 6. 76 (1H, dd, J=8. 5, 2. 2),.6. 9
6 (1H d, J=2.2), 7. 01 (1H, d, J=
8. 2), 7. 10 (1H dd, J=8. 0, 8. 0)
, 7. 28 (1H, dd, J=8. 0, 8. 0), 7. 3
8~7. 45 (2H, m), 7. 65 (1H d, J=2
2), 7. 96 (1H d, J=8. 5), 7. 98 (

lH, d, J=8. 0), 8. 28 (IH, br. s),
11. 15 (1H, s)

470
(MH+)

¥ a4k
148

(CDC13) :2. 70 (1H, d, J=8. 5), 2
. 81 (IH, d, J=8. 5), 2. 90 (3H, s)
» 3. 04 (2H, m), 3. 25 (3H, s), 4. 1
2 (2H, t, J=4. 7), 4. 32 (1H, dd, J
=8. 5 4. 7), 5. 07 (2H, s), 6. 82 (
1H, dd, J=8. 5, 2. 2), 6. 88 (1H, s
), 6. 96 (1H, d, J=8. 2), 7. 09 (1H

1, dd, J=8.5 1. 7), 7. 19 (1H dd,

J=8. 8, 1. 4), 7. 29~7. 45 (7TH, m)
. 7. 51 (IH, d, J=1. 9), 7. 80 (1H,
d, J=8.5), 7. 96 (1H, d, J=7. T),
8. 29 (1H, m

560
(MH+)

% 3.4
90

(DMSO—-d6;HC1) :2. 96 (3H, s), 3
. 19 (3H, s), 3. 23 (2H, d, J=6. 6)
» 3. 46 (2H, m), 4. 37 (2H, m), 4. 5
4 (1H, t, J=6. 6), 6. 84 (1H, dd, J
=8. 5 1. 9), 6. 96 (1H, d, J=8. 5)
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470
(MH+)




Y

., 7. 01~7. 08 (2H. m), 7. 12 (1H, 4
d, J=7. 4, 7. 4, 7. 23 (1H m)., 7.
30 (1H, m), 7. 44 (1H, d, J=8. 0),
8. 01 (2H, d, J=8. 2), 8. 85 (1H, s
>, 8. 96 (1H, br. s), 10. 15 (1H s
>, 11. 19 (1H, s)

o Al
91

(DMSO—-d6:;HCI) : 2. 96 (3H, s), 3
.18 (3H, s>, 8. 18 (1H. m), 3. 31 (
IH, m), 3. 40 (2H, m), 4. 38 (2H, m
), 4, 48 (1H, m), 6. 95 (1H, d, J=8
. 0), 7. 05 (1H, m), 7. 16 (1H, dd,
J=8.5 2. 2), 7. 22 (IH d, J=2. 2
), 7. 46 (2H, m), 7. 68 (1H, d, J=2
. 2), 7. 98 (1H. m), 8. 27 (2H, m),
8. 82 (1H, br., s), 10. 12 (I1H br.
s)

487
(MH+)

5= 76 45)
92

(DMSO—-d6; 2HC1) : 2. 94 (3H, s),
3. 17 (3H, s), 8. 22 (2H, m), 3. 46
(2H, m), 4. 38 (2H, m), 4. 51 (1H
m), 6. 81~6. 90 (2H, m), 7. 03 (2H
» dd, J=6. 8, 2. 2), 7. 12 (2H, dd,
J=T7. 4, 7. 4), 7. 27~7. 833 (1H, m)
, 7. 44 (1H, d, J=8. 0), 8. 01 (2H,
d, J=8. 5), 8. 8~9. 2 (8H, br), 1
1. 20 (1H s)

469
(MH+)
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A2

fe.l-4 ¥ BHAEMN (%) EDso ( oM )
F Ak

T 100 140
BRL37344 29 104
CL316, 243 9 1700
% ;1 | 80 340
EH®p 2 120 0. 18
L&A 4 80 0. 52
L&H] 5 114 66
L#®H 6 119 33
Lkt 7 95 18
x#F 8 47 720
Lkp 9 85 750
Fs 10 47 150
k&M 11 95 26
gk 12 113 0. 14
FEH 13 110 2. 7
Lk 14 97 2. 8
%34 15 88 110
L4 16 99 30
gEH 17 53 910
k4] 18 90 32
k4] 25 95 2.1
k&P 28 97 1000
F#kH 29 120 250
FE#&EH 30 110 1700
L4 31 100 2200
F&H 32 98 1600
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R i s e <

F#kH) 35
FHH 38
T 40
L] 4]
F3&P 43
FH&bH) 45
Tk 47
FB 48
z&EH 50
kEH 52
L34 54
&P 55
2 IR
J#kH 57
k4] 58
FE#p 62
LB 66
F#p 67
EHH 68
LB 69
EA 70
Fkb 71
LB T2
L& 73
LA T4
kb 75
E#&bB 76
S TT
KB 78

THH 34

37
90
76
97
63
104
89
86
73
80
78
1089
76
97
68
91
106
106
1089
92
94
76
97
80
102
114
105
131
100
110
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4600
520

200
600
85
17
2000
220

300
180

0.
0.
0.

88
520
21

51

. 006

. 016

00003
038
74




ZH T9 107 1. 2
FaH 80 110 5 7
F4) 81 98 6. 2
g4 82 130 2800
4 83 79 740
FiEH 84 71 58
R®&H 85 70 56
LEH 87 138 8 4
FLH] 88 86 390
F&H 89 73 350
EF#EH 90 102 190
FH) 92 8 1 280
* st F@ A K LARE A ERE

3

144 * BHAENR (%) EDso C nM )
;jﬁﬁ:' 100 - 1. 7
k4 2 82 56
&P 4 88 0. 7
kb 7 90 1200
£ 9 106 250
F#H) 25 70 510
Ekp 31 103 7700
Tk 32 94 290
L4 38 103 2. 6
Tp 40 92 13
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kA 41

FHH) 43
FEH 50
gL 52
L4 54
EEH) 67
gL 69
FH T 1
F#EH T2
F#H 92

109
77
112
100
118
94
107
88
96
126

240

25
54

110

1300

.19
. 38

. 65

. 04

* 35 B bR e AR iE M
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