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K Fp 4] 7 A RGZ S840 A0 A T8 7 & R B BOKA &R, B R
inFo F B A,
10
AR B
AZPH B HIRBETGBITHF, LARFRARPFLARE
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F, Cl, Brfeley 1-3 AERABRE R B L FAZFARRK G FAR
A,

BEHFTIE R “Ze3R” R LI REMEL ST LEFNFE
7t 7-10 AEREIR, © TR R RIfot, ZHERTH 14
A N, Ofe Se&RFHMY, JFRABERT TIHLERAA
F TR FLENERT, I3 PAAT LR L6 43040 6 KR89 4
PR A E. RATUERTETERTRERT L, FEREHE
MAFTAR—ARFAR AR TLAREREAR: Cukii, OR
N(R),. SR, CF;, NO, CN| CO,R, CON(R), F, Cl, Br
fol, fof Ryo LA s, Kk fored 54 Gdeok. s%khk,
-fkokm k., 2-EMRRIA. 2-EAEEA, Z-RAKRERA
f3A, wbegfd doprERA, abeibuk, ek wbed R R
A wbr A vk k. Bt oBedeifdk, nBedk FeBed
Dok gt wRek it g Eedoi R ek K ATk R, Bukk,
Fobak s, Foboked . Rofabwpik, FiFeRek A, ckvmA. bk,
w ek, wEkhA, Bk RibeEe R, BB RR. AR
Dok AR, B ek RifE k. FIFFREeA FoFFReEeb A,
g k., cEkk, ek gk k. LS-ZRAEEE LK
g, LT—gf4s A L8R4 5A weik 123-zwiif
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1,2,4- = o 3 |
“Ie Arr H FeF T g BB R UM LA S A R IRFTA
HEGIEAT RIS, doi A, ok, Fodoksk, abodsl, bk
skod k. obn k. abp k. oRe k. FoRee . oEed | FoEe R
5 ik, cEukdk. Fomekd. Fifoked A, RfeEek X vkepk &
Ak, FobeRe Ak, Boed A RoPEeR k. FOFFEeaAk. FiFR
Eed AR, wgve k. vEekAk. Bkl cBeEgkA. LS RAEA
Le-— g ik, L7T-—fEeHFL LEfEHEL wuid 123-
Zed hFe 1,24-=ed
10 ARG EXEAR, tBuigd TR, Boc BOCigi-THAH
Fmoc fsp A wa A A, phigxk, Cbz K CBZ 35F &A%

il

fshsE B R A)., DDCig—sra s —wpe, DMAP 2 2,6-
— A f AR, EDC 3 EDCIg N-Z £-N(= PR A B L) 5=
15 . HOBT & HOBtig 1-#2 K ¥ 5t ==k, DMF 35 = 9 3 9 &LAk,
BOP g3 3t =od-1- A ER-Z (PR &R~ Asan sk, DMAP 2
PR R Akuee. DIEAJs—-F R A T, Lawesson K52 2,4-
(4 & A ¥ 24 )-1,3- —#%-2,4-diphosphetane-2,4- — gz fb. 4. NMM 2
N-wiehax, TFAs= iz TFAA = gz sr. KHMDS3gx¢
20 A = & fA47A THE 35vg Smkvdy,  Jones X ) 2 K473 i dmty = &
4L, KAFBRER B IR
X 114l AT 5 7 k4 &
(A) s+ F 1+ A4 CHOH)# b4 m %
(1) 12 X UDL A4 R H 2

25
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10

15

20

25

R LR
N

OH
£y
/N
H (1)

£F R R R'fenigieXOFHENL, FHEMHRRSHE
MERL, BTN HE A

(@) R°C(O)Cl, & R4pXDPrmis;

(b) R°C(O)OH, & R’4eX(D¥ 7 L; & EDC f» HOBT ¢4 4
BT, &

©RCOH, o RpXODFmil, MEHTEREE; X

() R°OC(O)Cl, # R 4pXDFAEL, EHRHHELET; XK

(e)R’SO.Cl, ¢ RypeXD¥rEL, EH/HFET: &

®

R®
N
R7/ \HLC'

Rl

2¥ R Rp R pXOPHEL &
(8) &% %-CO)XCL;
(i) 4 X (IV)1e 44

R? av)
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% R, R'fnpwXOFREL, FAETRRY HELETR
£, BETMEHEA:
(a)

£+ R RfoRypmx(Dbprasl, £EDCHHOBT LT, &
(b)

10
R.

OH
Ar

o]

f b R¥ X (Db prz, £ EDCAHHOBTHAALET, XK

15 (©)
Y
SRG P
O .
20 £ P Y e XOFprELey, £EDCHHOBTALT, X
(d)

CEoRl

(iii) % X(V)iLe-4:

25
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H _H
SN

OH
(fa
N

R* %)

5 R

£+ R 'fon X (Db pr s, FAETHRRP GFRE LA
R 2 Cotpik., Coeisrtih-Costish, Ar-Coghuik K % 31-Cos b2k,
5 TF 5o B L
10 (a)

15 (b)

2 g RXOFmAL £ EDC A HOBT 9AAT: &

(c)
IO
° .

£ Y X DF AL, £EDCHHOBT HALT: &
@

25
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e oal

B) st ¥ AR COMLLHAE:

5 1) 12 X (VDis-:
R‘\N,n-
ﬁﬁrm
R N
10 R VD)

£# R R R, RfenguXOFMEL, FHETHREY
WERE R, BERAHRE;
HME R FEATRPAFERYAS F L TESHE,
15 i i 0 T 1-5 A6 7 x4 & XD b4,
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10

15

20

25

#AE 1
o)
N
( "\ a ( b (@ c
N N —
1
H oJ‘oM o)\ox
.
N’ H o
N NH, ArVOTN\./lkNH
OH d OH i
(a D { 8 LA o /{'( ; OH
N N !
A M N
ot %o AN
o
4 5
Hoo o f
H o A'VOTN\.)kNH
A \ ;
rVOTN\(lLNH (o] (f OH
o ; OH _g___ N h
”;. o=3 )/
H H H-N
Cl >=0
o]
z )
Ar
A 8
A'VOTN\E)LNH

() —za—&THE, CHCL;(b) jg-fitkxva, CHCL; (c) NaN,,
NH,Cl, CH,OH:H,0 (8:1); (d) 10% Pd/C, CH,OH, H,; () RCO,H, EDC,
HOBt, CH,Cl,; () HCVEtOAc s, TFA, CH,Cl,; (g) RCO,H, EDC, HOBt
CH,CI, & RCOCL, TEA, CH,Cl,, TEA; (h) CrO,, HOAc % DMSO,

]
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(COCI),, CH,Cl,, TEA, -78 'C £ % & 3% DMSO, = fifusinkez £ 64,

TEA .
s lmaaga XDty 2 ¥n2 051, RER A%

fede R'A &, EAABBEIHATERP GG T 8B ®RT

5 B, K@ A e -wkagk(l-742-1; n = 0% 1,23,6-mgukez(l-i4
f2-1; n = 1), 185 2-5742-1(0=0, 1), 247 F 4o 8- RAL R 7 BT
FAb 2-%42-1 1§5) 3-i742 1(0=0, 1)zr&4esn. EFETAERIAL
JiF 5 4o P BEFo K T4E 35421 SREALH FER, 1338 4-R4E] A&
FBE, BT KAF R F ik dee g AR, ERTFEMIFTERL

10 BE P S 4LIE R 47481 B QAT S-iade-l AL, EARERF
F, A EDC, HOBt fos 85 fe 3E f F A #EN o — R FIEH DMF ¢,
3 S5-iAaA2-1 BAL S BRAL AR, 6-7A2-1 | E A Wskde = LA N-F 475
B AET, EERTHEEN o =K TP A BLELL T AR S-i%
A2-1 g, 133) 6-42-1 BRBAT A M. EA Pscdke N-F R Dok A4 T,

15 FEAFHEEAN R —RTRET, SRMABII0F Eio ABBAL
®, ST S-S haRBLiL, 1FEIBBUER. ERKERT
AR CEUBER—RATRY, ARREAKERIZATHBL
®, TdTrhE 6-AfE-1 69K, 138 THRAE-L. EARERNHT
4o EDC | HOBt o3 8% % A BL R BEAL T-742-1 e b 8, 173) 8-A42

20 -1 gt 2 H(0=0,1), LT AL RFHRERN o =R FThF AL
2, ik T-RAe-l i s, MG R RAMEAA R E TELRAM
SACHAL R, RE, EBREZUBRIWZHALET, AEATHRELE
Tl 7-de-l BREUR AL TEES., LTAERAAET, ASBLAL
2, & T-RAe-l iR BB, EARESFNT, WmlBRT RS

25 FRREF T, HEAAy 8-l RAR 9-AAe-1 8, £-787C,
FRAFAREAN L —RKTRY, AT 2R EBERAAZLE,
KB RAAMBIZ LELAEFBREETIR. E, CTUAREZLR
WARE A, ToF AT LA Vst = R BACHTIE ) B,
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H-N H-N H-N
0 0
) ) >
Ar Ar Ar
1 2 3

H © ﬁ\i

B Ar _O_N
NH, NVOYN\./IKNH MUY Y W

o] 0
R A
10 N
" IS A e
o]

o} H-N
“'N)= o H-N
°>=0 o)
Ar) ) Ar
Ar
4 5 &

15 (@) jm-gatx was, CH,CL; (b) NaN,, NH,Cl, CH;0H:H,0 (8:1); (c)
1,3-% =8, TEA, CH,;OH;(d)RCO,H, EDC, HOBt, CH,CL; (¢) st
vz = §4LEE A%, DMSO, TEA,

BekAe 2 Fra T £ XOesH, t+ngl, RpRZ
Btife R 2 4. £ EDC 4 HOBT AT, 1 1,2,3,6-m9 fitox b5 %88

20 KEBEABL1FE A2 Bk, ANE-FaE R FEsr a1 2
133 2-% 422 rAALY, ERAEAFET AR KAARLAIR, 72
3-4A22 BRBE. KRG, EAMBMLNFAEHT, o 13-RK
BAZ Uk TRATEMPETERZERMNY, 73] 4782 4
#82, £ EDC 4o HOBT BT, 1 4A42-2 le b A 81861%3 54

25 22, FRARARM S F ik, o DMSO | E@ A= CRAEMKET
¥R E AR E) 6-i442-2 EA,
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#Ae3
(o] (o]
hH, OH OJ\NH OJLNH
a OH b OH _C__
N
N N A
oJ‘oX OJ\OX Ho R
5 . 2 3
o Hoo
©/\OkNH NH, on AYVOTNE)LNH
e (7 Oy
N N\‘ N
10 k %"
4 5 &
l;! o]
ArVOTN\.)LNH
gfes
N
15

20

25

a) BnOC(O)Cl, wyrz % TEA, CH,CL; b) HCl, EtOAc; ¢) RCHO, TEA,
CH,CL, =zt A mEts; DH,, ¥4, 4e2;¢) RCOH, EDC,
HOBT, DMF; f) wket = fi4bsi s A4, DMSO . TEA
WiAAE 3 R TUARIDSH, £+n2l, R 2sm,

REEFRZHEA EWERZLEALET, FERFHEEN 0=
RFHEF, ARTHRELRTEHFESL 323 vate 23 2-
WAL . MAMBBSN T BN B RETF L& fARY L85 34
A2-2 . Bt ABMAETURAA R, KERLBEA i AMmE
AR Z CHEAMENAREIZE 4 AFE3 . BRERB TR
EFRHEARP A, 158 5-742-3 Bieb4. 4 EDC 5 HOBT w4
AT, ARk Bies, 55 S-RA-4 . BEAMBISF ik
WeE Z BACELE o, fAL S-iAe4, 133 T-442-3 @,
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Az 4
(o]
N y "
0 T

N
A oo N
° OA@ oS
P
4 s
. iR
f O _N
KOy YT
O ; 570'-* g ( n
A Gy S :
N e ————
N
D VY
H-N
=0
O
0
z 8

o§=0 o)=0
Ar Ar>
2 10 A= CHOH .
11 A=C=0 :] :
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a) BnOC(O)Cl, srz 3 TEA, CH,CL; b) ja- it % ¥ &, CH,CL,; ¢)
NaN,, NH,Cl, CH,OH:H,O (8:1); d) 1,3-% —#%8, TEA, CH,OH;e)
RCO,H, EDC, HOBt, CH,Cl,; f) HCVEtOAc; g) RCHO, CH,Cl,, = z.#&
F.49 5.4b4h; h) HCL EtOAc, ¥ 8; i) RCO,H, EDC, HOBt, CH,CL; j)

5 DMSO, whez = fifesiE 44, TEA,
BaAd R T EXOesd, P2 051, Rzau,
R 24 R ZHLA AAVBIRERELKEAALET, AEATHT
Beirdp 1424 pei2 ) 2-A42 4. Al - S X PR AL
2-;742-4, 133 3-AA2-4 A m(0=0,1), EAET, FTRFEMNL

10 WEF K P, BB RALAE 3R LA FFERFE 4iRAE4 B R
BE, FALIRE AN F k4o 13- A8 f =0k, TRTEMNT
B i 4-i442-4 B QAR B AR S-ik AR Bk, AR &4 T, A EDC,
HOBt ot 88, TR THEEHN 4o =K Frisk DMF Eie 5-ik42-4
Bz, 133) 6-ikAE-4 . LT AEA MBI Z TEX N-FADHRELET,

15 FAAFREEN _RTREF, FABEBAL -4 5%, 73864
A2-4 BRBATAY. AAGRC T EwEATA 10 vie k45, bk
6-i4A2-4 eh124p £ 138 1424 Lo, EERFHEEEN =R T
Yo AEa s, i T-RAE4 ke, MR RAMEARE LBA
EMEAAAE R, BE, EAFAEEH T EDC, HOBt fo g g & Bt

20 Rie LR BAL T-742-4 B, 195 8-A4-4 BuatsTAH (=0, 1), MK
AR s ke B E R FRBAEN I — R PR TERTEF, ARKL
SR ZATBRAE, TAkES- A4 TRAZARY A, #8
BB R BEIEOFE e 10-7 524 B, &, EBWZLERAE
T, ARTFEREKE, Tk A4 ik LR AA TERE. 4

25 TAERI ZCERIN-FELIRELET, TERTHEEMN KT
Wb AaBL R, & 9-iAd-4 HALRBBLER. T LR KARE A
MF kel Z LEAET, TERFAEEMN R FRF AT
FEAE LT, ¥ 9-RAe-4 BALAM. R RAFE A% Edefs DMSO
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¥ et = FACR LM Ao Z LR AR TFHEZ N KT
T, FARET 6= F Bl FBAAA 10-7042-4 B, M6 A A M#ide

1|

Z LR IENR,
AL S
5 .- -
N7 H O
a b o ; OH c
) Yy —— AT —
Sl A
1 2 3
10
N7 T "l{\i
N H O x O._N
g OTN\é)Lr;IHCH, \g’ £ e, e
Wt e— T
M ¢ y
W H e
=0
4 0
; ) 2 Ar>
N~ H O
~ OTN\::/U\NHCHa
0/( O
¢
H-N
20 °)=o
)
& Ar
a) ¥ g; b) RCO,H, EDC, HOBT, CH,Cl,; ¢) HCI, EtOAc; d) RCHO,
TEA, CH,CL, = Zat &AM EALs; ©) ok = BALHE 54,
DMSO, TEA.
25 #ﬁ"/ﬁﬁisﬁﬁﬁﬁjéi\‘l"t/ﬁ\%, —}E,:-‘PIIJ%O, Rl)%%ﬁﬁ"&‘ R;’(Ef"?

25 R 2A, A TRt 1-742-5 SREAM FIRME 2-A42-5 . B ALR
B MSet 7 k4ot EDC o HOBt £ £ T 5 % 82184, Buib 2-442-5 1%
2] 3-ifAES Bk, LA BEUe Z A LBRAANA TR T HBEH
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10

15

25

e R PR LB LE P AR 34425 ke A, 138 445

Bedh, ARARIZE, #RARENL, MERLERN i AMEMNR
ZTUBBAMEAH TR, F2) 5SR-S, ARGURT A F ket
WERACERE S BAL S-iRAES B

FESLPT R 6 JRAT A TR BB A AL — AR ARA R #eso
AR AL B P HERS R E, FEGEE o
COMPENDIUM OF ORGANIC SYNTHETICMETHODS, Vol. I-VI
(Wiley-Interscience i jig).

FE T BB 01867 th R AAUR A — R Mot 5 ik, RRE AR
ik —f5 i T 5] X #k4g4t: Bedansky % ¢4 THE PRACTICE OF
PEPTIDE SYNTHESIS (Springer-Verlag, Berlin, 1984); E. Gross o J.
Meienhofer ¢4 THE PEPTIDES [Vol. 1, 1-284, (1979)]%= J. M. Stewart o
J. D. Young ¢4 SOLID PHASE PEPTIDE SYNTHESIS (2d Ed, Pierce
Chemical Co., Rockford. III, 1984), & ph4& 4% K & 88 b 4 5,

F &R Z RGN &R Bk F R AR REHERE A
PPRF RS RE B4 BB G, KRR A —fz i Green, T. W.g
PROTECTIVE GROUPS IN ORGANIC SYNTHESIS (John Wiley &
Sons, New York (1981) d74¢ /43, K& “KARY L — ALK
#ath Boc | zEbik, R P, Fmoc fo Coz LM A L iT4 M. KA
Bl 4a %P Fo kAR P 6 5 R AR 7 — 0 EHRBARY L6075 %,

Rtef ik, EESEMNFAERMEHFILEHBRHEXDL
St h, FTRAMBRA LR, SURBR. SRER. . B8,
LE. ZATE. LRER ToRXTHR XELEMWBARTHEE
HAERFEETAEY. AL EHSFESMETHREAAM =LA
fern, BEERBHR, XALESOANKRLEEFRAESY THELTE
EFehdh, MEF4 LT Na'| K| Ca”, Mg f NH, 2 44T
FETRSOEFAAMBE TR, JBEF. ARk H8ME &
B AR (e TBARA Z L BAR). R T BARA B BRAR (G T B BRAR) A A
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EFHFETHESETASE TR

AZRLRBEH ALY, LAREXDOEHIthg T
BEHEAK HEAXRBHEH., B, XOKESHTATHEHY.
4o F AR 4 &6 (Dot 84 25 M- T A5l & B R B sh e B

5 A R A TR, AN, AESHEHRLCHFLTE
FHBEARFEABA., BRAEFFTARE S, Fi5 KER 5K
BREFIREFSEREK FAES ST ITBERERNLRARLRES
FiEk, EHEARMNALESTEWINGS, 2LTURTOREY
RETFHEHNEHBARRA TEANREEF. RETETHAR

10 HH 4ol USSR, BAAR. AL E. Mok, RT=B,
HER, RSP RITHEES.

Foh, XEASHTAR RS ORI E. B AL FUH A8 RA.
T AN H F LT ¢ BlRSOR AR B AIE 2 RAE AT IR AW RAZ
Fabmegsl 4. BRSKRGISEN. U, REBRES_KiLH. &F

15 Br. HMASEBERRASE. BA. REK. MiEHK FEXRAK. &
BB LIEBE, A, BAE, ABEKPK HbhLoEHy
A SR o LD G B I R AR RS B H R B, T RN EHIRA.
Bl ARE ke A TR TS, [2haEHFE4h 20mg-25 1g, 4&TF
FIERGRBEAFEHEAHN, 4EH R LR EOIEHA, RE

20 HEBUBRERA N, RAEHBPRIE SRR, RERFL, S
AR EARE, TUAREBREA. BFH. AFNRESRKFRSKEEMNG
A T ERARF R T L AR O RS 5 R AR A B

sAMmSHmE, LTHRALRLESDEBH Mo TTHE, H
W, AR IR L= BR R A AR AR A,

25 XD sAEZEaBETFH N, LEEAFREIBRFPLARES
Badpd A, FEMKHAEN FREBRET OB HA, i BAbiif
HARINE G BAR RANFMARE GBHF, LML EAEALR
E OB EANFRARE QBIpHF, RAKERESEREGHEK
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10

15

20

25

sl R, RARELREAMENASMOH AN hinE, a6
RS 09 B R 4Be-th FaHl ).
AERAWNGHRATHETEFREBBREOBA LN ER OA4FK
MR, LR R, F KRB E AL & B (Crithidia fusiculata) g vt &
B kA, k. WREES FEABORABE. LAZTHRIRE., AU
(AL Hr R K EXNER RARLEZEEFT KT
R BB, QLETRGEAR, THRAOCKERXFHSHRETEL, £¥ X,
FAARBER T AT KL EBRLF X, paget k5w, THGHhi45
Fo B RMHR SR,
B A Rmie—ROUREALEGHKFEGKESE LRERARL
B, RARECRACAY T VAK B 5 R & Ao bk #5 M 7.
AZRURBIE ST HIREK T RGBSR RFB T E, Bk
EOBALRFREARFLEABREGR, LR ARFHERES
B, Fim BLARMGAR A RINE & BEAR 3R 0 - LR B & & BRdw 4] F),
FABMARALZOBETANFRARTOE, Z5 2L TE
BT Y, HARFLHY, LHEAELRLBALESY., KL
PAFANREE T IRER IO AL EGR KRG EROF £, ZF
EOELTERRE T DY, HHNRHAIN, LEALELEES
B K eyl fl, QAR PLEY. HARALARBEFE FRE
BREGQBA XERNGT %, MRAEBOIEFTRAEE. AKER H
K4k & Fo42 i & B (Crithidia fusiculata) gk s A R B 5%, k. I5E
#A, FERUERAORHRE. MATRRR. MEGFHNSHAREY
BRKAXGER LRLRETIKFLEELS L AR QIEFRHEL, F
BB OIERR P FRFTER, XFPRAARFRAF X LRBHLY
X, paget KR, B & o550l & .
AZPERBIET BRI BITHN BT LR T %, COELEL
3 RIRA K F XM R 5 H € B Bodr ) FBEAIRA, ot
W B B 2 (B0 T 4 B B 44 (allendronate)], s £ #4% 57 35, Rl F R
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EE. B AARBESSFSARBHFHREEGFREER
(iproflavone);& 55 =T vA B T By b B & & K 3E B AR
statisimy, KaXOewe Bt s, REMAKE
EATLA R, A2PFRALSME) S % B EAE KR AR B KR AE SR
s F) 64 £ A5 M e BB 2R R A K., — b, BB ERERY
0.01-24 100mg/kg, 4xitfe 0.1-20mg/kg , 4R do 25 3R B 12 A7 2dp )
My e Kekg, zitehERLH 148 A3NEREMNE
# ¢4 0.4-24 400mg/kg/ %,
KA — L LB R ARAAR B R EESREFEAMNE
10 R ESTIR A B R EA LB F AR BAERAAEHRA BAREK
143 &1E,
VAR E R VAHP 5] B BOK 3K B) 2 S AN T8 B8 08 T 38 AR
HMREMFT X, HRALASHZoRLETES. — 03, vk
ST AR MA B RAEEY, EMNELESELRAAEL01-4
15 50mg/kg , ik o fRA| FH ¢ 0.5-2 20mg/kg
LRBERLAL T RAEPHNSWE, PERARTHELHEE
A
VAJUFF AR sk 2 — A AL e, MERA —Z6 Y
BAE R P E A R
20
M EELE G K ZGKBENLETHE
s E Gl K AR R AAEREERIT. MEHHFFH
H AR AR R AR R KRR RS, —Ax A Cbz-Phe-Arg-AMC | 3t 4
A 20mM £ 5 B fo SmM EDTA 4 pH 5.5 ¢4 100mM 28544 2.,
25 #1472 DMSO %3 g 4 10 &, 20mM ¢4 fe- & J& 0 25 sk BAE R 3K F
20uM 8 Z AR KA. FRA MK 4A 10 % DMSO | ph 35 bk
8% DMSO K F R¥raBsER XS HFFH. MARKHYETETH
47. ) Perceptive Biosystems Cytofluor IT 3 535 i 8 53 W) = 40 % %,
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(f 360nm %, 5 460nm % 45). %A% AMC =4 & 20-30 4pi¢
s 7= 338 B o 2% (Progress curves),

WHRAERFR

5 %A L RN R ENIH A, ERAGKBILOMEE
TaATRK, WEEAB| W H R AR E SR PARLRR., 475
MBELET, RBEBEHEAHBIK, BBEF 22— THIEI. 2
TR &AM AR FmE, iEF42 1 (Brandtetal,
Biochemistry, 1989, 28, 140)3t 5 & 3.4 4) % # (K, 1p,):

10

V=V, A/[Ka(1+UK,,,,)+A] )

AP VREARKRE Vatd R REE, A% AA Michaelis % 4 K,
o SRR A | R ) F R A

15 ﬂfﬁ&w%i%ﬂm&%&wﬁ%ﬁT@%%ﬁ%%%%é
M, WEFR2HHEERBHE, 53K

[AMC] =Vsst+(vo'vss) [ 1 'exp('Kobst) ]/Kobs

20 HFIAMCIR Zotia t A E W RE, VoRAIE Bk EF Vil
REREEZRE, REVEAITRAREHEERFS Kesld, =4
F43E B R BRI B4 R 69 RO 4 ik B 3 Koo/ 37 ) 7 3B 3

Koo/ (1. &2 @A~ 3% 3) y 3 K 28 64 A1 36 1 2 (Morrison et al., Adv.

Enzymol. Relat, Areas Mol, Biol., 1988, 61, 201)

25 FIPIBRAAR B % RAEATBH Ko F SO B Ry A A
AR LFARAEY. KK F kP AR R Skt LA e Kqa)
T URER, RALBATR A S AA I F 100 & 4 B R (nanomolar)
# Kifh, XD 4-(R.S)»-F A -N-[(8-sostm#)-S-% £ #4]3-w
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Sookvh-3-Ee) KX 7 10 U R,

AR b BB AR B 3K,
KEREARSTREFDOR AR T REBYBICEFR, £
5 37 Cikigig#, -F RPMI-1640 /~jF o 22 % .(1000 ipm, 5 44+, F 4
C)ikik—K., A4 M KR -HLA-DR 44k B 3%, A RPMI-1640
IRA 13 4%, Bk EmE 3054, 28 ¥R EEEESA
J #-¢5 RPMI-1640 22 % .:(1000 tpm, 5 444, F 4 C)zkik 4005
K, REHMSELE 1Sml BoEd, A sty Neubauer 3t 3+ 4¢
10 $ A min i,
MIERBALF A5 8 AL F R R 186 Gkt 2 B ey mksk(S/ 245 4m8)
FEAN Sl ¢h 3/ P (shk H e ed B RACWIRI A, B Figmts
B £ R BA LR LN R H B RAF O,
KiamR s M MRt EKERTZESRI0 04, 22F%
15 RARER. WOk R B L RER L SR A 6 S E Rk
B A OMANRE ¢4 S0ml BB b, AR 3] Q8 rEzk e 4
fa Y, ABEREGETRT®E. RE#ITiEFd kit t k.
F & LAk Y SR fe.
ARAZ—REBRHCRRERRT mEENTRE P, £t
20 KEFPHEA T @, @dFiRiEmie, £ EMEM R d 58 @
a5 B 1S x 10Yml, hde 10 % gs2- do sk fo 1.78/L sk s 544, 4
3ml Syt Bk (AL EEWIN 15Sml Bog b, 25 CRK
Emie, Q& LF P 3ml ¢gig & 252k (£ EMEM /7 o #522

E50uM), &ei5iE B ekt rE, fakkst B (46 87 MEMI 2
25 100ug/ml)f= 2] &) 23 38 (#5:F 18G2a £ 100pg/ml), f£ 37 C % ATk X4
30 5-4¢.

¥ 0.5ml F 4 tmpa et 3| 4B PR F OB ERAWH L 37
CHE 28, A— X4 i G R B, AL 4 6 KiB# e PBS(£
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6 L4 P AL I0mMDseikiz i B, KRB BN LA SRS T IF
E3TCRmE 80, REEBBESETRTREMAIFEL % K=
B 02M — P aRsA )P B E 5 54, MBAKREFTEYR
W, F3TCHE S 4. KERLKEME FELLBES TR/
5 B aigd, FACHE SN, MESa0EF E AZRFPT
Bk, MBAEKTRE.
Bt B ALY Ba4 T4 TRAP At B amt, REGEERFARE
M F A @4, 1M Nikon/Lasertec ILM21W & 4 2 402 & 54k
#R.
10
e
2542 A Bruker AM 250 3 Bruker AC 400 33848, 4 250 3,
400MHz 2 A 43, CDCL 2 ik fdy, DMSO-dg R <M=
F T fF= CD;0D 2 vy ik F 85, A AARE PR 2P AT T HZ
15 —ieFAeFat., NMREBHET: S=3%4% d-—F%
-zE%. q-wgd, m-3g4 d-wog dt-n=F
¥, app =#i®. br = sk, J &7 Hertz il & ey NMR 4885
#. e Perkin-Elmer 683 41 spst 3840 bt ki 4k 4o sbIR)V B Ao 2
Nicolet Impact 400D 21 s 3.4 4% _E 32 F Fourier 4¢3 41 sMFTIR) B 3,
20 N4 Xk IR o FTIR B35t vk S SRS PO E. A
VGTOFE . PESyxAPIIIl & VG ZAB HF {{ %, 1% F ti& BT % F(FAB)
8 F4Hi7(ES) & F LB KRiT R fi#. 1A Perkin-Elmer 240C 7, % 5
WALIRE) T E 445, 4 Thomas-Hoover 15 & {3 k12 ks £ 42 RALE.
B K EILRIFAIRE.
25 % 2 BHr4# A Analtech g g GF #o E. Merck z% fis 60F-254 & 245,
A E. Merck Kieselgel 60 (230-400 g )zfig#t 47 Heik fo & ) BAT.
MeAREASL, A3k B#34 T Aldrich Chemical Co., Milwaukee,
Wisconsin, Chemical Dynamics Corp., South Plainfield, New Jersey o
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Advanced Chemtech. Louisville. Kentucky .

ETH oMb P, BERBKAECC). RFARLAS, A

RAMATREERF. REHR—FHFR, TRHEXGBERAARAAL

E LI AR K AR B A AL, BT 61K 8 S AUH A A K

5 B, MR EMARE, £F T LB TAKPERAGRAZ L
#.

F et 1

#& H[IN*(F EAZ)-L-F A ]84 1-(CS)4-7 4] 2-[[(R a4
10 S IE-F W), 5% AER LS.

a) 1-d-T f 5 A -3-vbok i

EEET, & 3-kegak(5.0g, 72.35mmol)g4 CH,ClL, (25ml)iz % &

e N 2% B — - -T B5(16.58g, 75.97mmol)¢5 CH,CL, (SOml)zr % . #t4k

B R iRAey 1 e, BB AER%F3) BOC R4 6h 3-nbekak, R
15 EHACT HAEA T T5 F%+: "HNMR (200 MHz, CD,0D) 5.12 (m,

2H), 3.92 (m, 4H), 1.38 (s, 9H),

b) 1-d2-T FABK A3 4R fotkob A
& 34 1(a)eh4E-44(5.0g, 29.5mmol)#y CH,Cl, (200ml)z 3% &

20 Ae A NaHCO, (9.03g, 118.2mmol) = m-CPBA (15.29g, 88.6mmol), % =

BTHIELYER, MEREH S omg—RiLE. A

K,COs(=k), . Hkkmwse, FrMgSO)Htkmigs sk

R bR, BN EAH KRS I TEE LEF R 44

M, THEATTF# 5% "HNMR (200 MHz, CDCI,) 3.85-3.20 (m,
25 6H), 1.43 (s, 9H),

©) l-d-T A E-R X-3-8 A4 LA 5
) a4 1(b)4e4-44(2.03g, 10.96mmol) 4 o &2:k (18ml ¢4 8:1 i
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B8 % ¥ A AL 42,58, 10.96mmol)fo & F 444 (3-568,
54.8mmol), # 60 Cieihiz R AMit &, MG MG aEH#H#E, ApH -
418k, thABE 4. Bk, TRMeS0,) 4k wgs) 2.12g
BEB, REHE—FomATTF—FKE: 'HNMR (400 MHz,

5 CDCl,) 4.21 (brs, 1H), 3.92 (brs, 1H), 3.71-3.30 (m, 4H), 1.43 (s, 9H),

d) 13- T EAE AR X-3-R A4 A g4k
1 44 1(c)44-4(210mg, 0.92mmol) ¢4 5 82(10ml);5 % + Ae X
10 % e, EAARETHFRAY, A2 TLC 5020 B T4
10 % ik, B CH,CL 28t % + Bad iR BB R 5K 4543 %) 202mg ¢4 474 AL
oY, TARATTERET.

) (3RS, 4RS)4-{[[N*(¥ FA B 4)L-% A A EA M 5T REHL

~3-ak e A BE

15 % 523647 1(d)4e4-4(202mg, 1.14mmol)¢4 CH,CL(Sml)% % & #e
A CBZ-% £8:(302.9mg, 1.14mmol), HOBT (154mg, 1.14mmol) =
EDC(262.2mg, 1.37Tmmol), $it3¥ 5_s %A% £ TLC S41 K & 54 4
ik, KiJE A BIOAC ##54k M PHA 53k, 4642 K,.COy, KAtk
Kbk FROMEBSOVEIE, HBHRS. 4 BN AIEGHG]

20 EtOAc: ,4%)43 5] 325mg thirtft4-4: MS(ES+) 450.3 (MH'), 472.2
(M+Na),

f) B3RS, 4RS)-4-[[N*-(F F A g A)-L-F At AR A -3 bk b Bs S 84
#

25 ) £ 3645 1(e)4t4-4(310mg, 0.69mmol) ¢4 F 1 EtOAc (5.0ml)5 %
FiB N HCl &84 5 548, iR 5t 2 TLC SR R T &l 4
H k. 86 F R BB R AT 5] 249mg 4 M4 A4 MS(ES+) 350.3
(MH"),
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8) 3RS, 4RS)-4-[N*-(F & 5 H)-L- & £ Bt A £ A4 ]-1-[(25)-4-57 1 -2-
[(GFEA IR ARBEA]-3-kek b B2
) 5364 1(D4¢6-4(249mg, 0.64mmol)#y CH,CL,(10ml)3x % & fu
5 A CBZ-% £#:(170.4mg, 0.64mmol), HOBT (86.5mg, 0.64mmol),
NMM (300uL)fo EDC(147.2mg, 0.77mmol), /& 58 F L 4 2 /)
B, MG LER LB A it o LR b AT )G K22, B BAT 4% g4 (3:]
EtOAc: 2, 4%)13 5 104mg ¢4 4784k 44: MS (ES+) 597.1 (MH"), 619.1
(M+Na),
10
h) 4-[[N*(3F 8 A 5 0)-L- % £ pe R £ A ]-1-[(28)-4- 4 2-[[(3F E ik 3
AR AKX BLA]- 3-8 b5 AR
6 3645 1(2)44-4(100mg, 0.17mmol) ¢4 & &9(5.0ml)e4 O C i
J R m Jones X EARE RARA L, FREMBHRETRBARIEY
15 48 .rt, KB AR EEEA, A EtOAC #8fik K Asede K,CO;,
Fo K gk, FRMESONAIE, R HRE. BEN ALK G H(G:]
EtOAc: 2. 4% )72 %) 31mg ¢4 1ko-4: MS (ES+) 595.1 (MH"), 617.0

(M+Na),

20 A 2
#& 4A[IN"(FRAH L) L- B R A RAT1-[4-CRAA X Paba))-3-
o355 5 B

BT A 4SFEEARXPRARET & 1) F CBZ-Z R B I, 5B 5%
#) 1(@-1M)eh 73k, 4| &4 b4: MS(ES+) 5443 (MH"), 566.2
25 (M+Na),

4 3
& AIIN-(FRAK L) L-FRBAIRA - [4-RE A TR ))-3-w
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o5
a) GRS, 4RS)-4-[[N*(F a4 X)-L-F R AR A 1[4 2 28
A)]-3-wheB BB
BT R ABREELBARSK CBZ-% K8 5t 558 52364 1) B4
5 &840 A4: MS (ES+) 544.3 (MHY),

b) 4-[[IN*-(F A ZA)L- B A B AR R 1-[4-(B 4 LBEA)] 3wk
5. BR)
) ¥ % £.(0.026ml, 0.29mmol) g4 CH,Cl, #9-78 'C 353 & 3% Ao
10 DMSO(0.042ml, 0.59mmol), f£-78 'C TR K & 5 20 448, MG &
A A 3(a)4k-4-4(65mg, 0.12mmol)gy CH,CL 5%, #£-78 C PR
Kk 30 5-4F, BB AAN = T A(0.16ml, 1.19mmol), ;248 54 55
. A EtOAC #h# 34k A PH 4 58 b 5, K fo Sk skik. F12MgSO,)
HWE, R RGE. HEMN ALK G H(G:1 EtOAc: &, 45)48 5] 35mg
15 (54%) a4 474 4%: MS (ES+) 542.3, 564.3 (M+Na),

%347 4
& 4IN(F RAHH)-L-F £ s A £ K] 1-[(2S)4-9 K 2-[[((F A
BANEA T EIRBLA]3-wkeg 1 59
20 a) 3RS, 4RS)-4-[[N*-(F¥ & & % £)-L-F £ B A1 R A ]-1-[(29)-4- 9 2 -2-
([(FRAHOIRA T RDKBEA]-3-whok b B2
T A N-7%-CBZ-% R 8 X% CBZ-% S8 sh, 428 524641 1(2)
875k, &R LA4: MS (ES+) 611.3 (MH), 633.3 (MH'+Na),

25 b) 4-[[N*-(3F F b g £)-L- B S m A £ & ]-1-[(29)-4- 9 £ 2-[[(F AL &
IR P ADK B A3k o BR
BT A 5640 4@ AR ER SN, BB LS 30 F ik, R
AR A4 64 MS (ES+) 609.3 (MH"),

(i
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LA 5
#14& 4IIN"CF A5 5)-L-F B AR K- 1-[2S)-4- 7 4-2-[[(3-T
FEEFAOIRA T ADRBA]-3-vb ok B
5 a) 3RS, 4RS)-4-[[N*(F £ A % 4£)-L-% £ st A ] R A 1-((25)-4- 7 3 -2-
[[Gr-T&RRAHEDOIEE FAULBA]-3-nbob b B
BT A N-975%-N-BOC- % £ g R 4 CBZ-F K851, 4288 5464
1@ th 7 35, #)&+7:H4L4-%: MS (ES+) 477.4 (MH'-CO,-t-Bu), 577.4
(MH?"), 599.4 (M+Na),
10
b) 4-[[N*-(FF A L) L-F A B A RAT-1-[@S)4- 7 4-2-[[(-T &
FAHPOIRA T EDKBEAL - os S ER
BT R 545 SRS, BB R 3Tk, HE
} A4 A% MS (ES+) 475.4 (MH*-CO,-t-Bu), 575.3 (MH"), 597.4
15 (M+Na),

E 4] 6
# & A-[IN-CF £ A5 8)-L-Z 2B A R4 1-[2S)4-9 A -2-(F A F
)X Bt -3-vbeR b AR 2 Bk 2
20 ) 52364 S(0)4 F $ey LBL LB e b BN HOIR)Z 4. 41t
HEpNELTLC HHHER BT EA L, RERLEHE FRTE
G x Sml)—ske i FIRA G HF 2| 444 MS(ESH)475.4

(MH"),

25 L5 T
# 4 A(IN-(FRAHA)-L-F AR EA]- 130T B g A3k
D

BT A %S L HRBsN, BB EHES IO T %, HE

78



97198532. 4 oW P E34/134T

Jiie o4 MS (ES+) 448.3 (MH"), 470.3 (M+Na),

5364 8
#E A IN-GFEEB B L-BRB AR A3 bt e ia thag 4
5 BT A 364 T LS MRS, BB EAG 6 65k, #ERA
fea-tp:  MS (ES) 348.4 (MH"),

EHA) 9

# & 4-IIN-(FE A A)-L-F & 5u A ) £ A ]-1-[(2S)-4- 97 25-2-[[(N-4=-

10 TEAHD) T AIRA T ARBA]-3-0heg- b BR
) £ #4) 6 444 (50mg, 0.098mmol) sy CH,CL,(5.0ml)j% % &+ fe A

N- @ & w25k (0.054ml, 0.49mmol), EDC(22.5mg, 0.12mmol), HOBT

(13.3mg, 0.098mmol)#= N-BOC-+ £ 8% (17.3mg, 0.098mmol), £ %8

T, 8RR ETLC HpMEETAH L, BREFEMNC] LT
15 BS: TLb0)15 3) 24mg ¢4 4744 MS (ES+) 632.4 (MHY), 654.3

(M+Na),

%4 10
#4 A(IN*(F fRAA)-L- B B A EAT-1-(CS)4-7 4-2- (T m )
20 AT AKX BAT 3wt o mn dh e
BT A ERY O MRS, BB RS 6 85k, HEFA
feted: MS (ES)532.4 (MHY),

FHp 11
25 #1448 A-[INCF A5 0)-L-F £ B A R A)-1-(2S)-4-9 £ -2-[[(-T
FA R RAKBEAR]-3-LB b ER
a) (3RS, 4RS)-4-[[N*-(F & 2t 2 #)-L- % Z s A 1 H K] 1-[(2S)-4- 9 4 -2-
[[G-T A& ) KA B3k S B2
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o P ZE35/134T

10

15

20

25

7 A BOC-Z &8R4 CBZ- R R84, B E#4 1(@)e 5
ik, #E&RALSY. HREHARTRERARE.

b) 4-[IN"(F A )L B E) LA 12947 £2-(((R- T &

AN RARBA]-3 -8 b 8

T A k) 11 R 85N, BB 305k, #H4
28040 A4: MS (ES+) 561.3 (MH"), 583.3 (MH"+Na),

LA 12
& 4IIN-(CF 848 5)-L- % KBt A & A 1-[QR)-4-5 £ -2-[[(5F &
P FNE-E VT F NER S A
a) (3RS, 4RS)-4-[[N*-(F & 2% ¢ £)-L- & K et LR A - 1-[CR)-4- 7 1 -2-
ICF € ENE-EI) 3 °F NxIL- S
%7 A CBZ-D-% &K% CBZ-Z & 895, M Ebs) 12)6yF
%, REAREASY: ERAMARRA T TR

b) 4-[[N*-(F & % 3 £ )-L- &3 AT EA-1-[CR)-4-7 £ 2-[[(F &
#ARNE AR BA]-3-9bek b7 B

BT R L4 12K, BB ks 3065k, 44
7240 A4 MS (ES+) 595.5 (MH"), 633.6 (M+Na),

S 13
#& AIIN(F A A)L-ZEBARA-2-[GFRAZ EA]
LBk )3k b R
a) 3RS, 4RS}-4-[[N*-(F & A # A)-L- &M AT EA1-2-[(F AR
)& 4] Tk ]-3-nk 75 4% B3 (pyrrolidinonol)
BT A CBZ-# R s % CBZ-F 8ol 4m bt 185
%, Fl&ARESeY: EMREARTTA T K.
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b) A-[[N*(F & A5 H)-L- £ AR RA-R-[(FaAB AL
B L ]-3-wh ek I AR
BT A s 3@ R A, B Eks 305k, #&
5 } A4 A4 MS (ES+) 539.3 (MH"), 561.3 (M+Na)_

FHed) 14
#& A[IN-(F A AEH)-L-F R A EA]-1-[QS)-3--T &A-[(F
FAZLEA] R BL AL ]-3- ek 4T R
10 a) (3RS, 4RS)-4-[[N*(F £ 2k # H)-L- 5 £ AT KA T-1-((28)3-8-T &,
AR AR AA ] R B R]-3-kek b BE
%7 A CBZ-Ser(t-Bu)-OH fx 4 CBZ-F £ #ksh, 48 %64 1(2)
87 ik, BETFREY: BSHARRA T T VR,

15 b) 4-[[N*-(F f kg 0)-L- % £ A AN AT-1-[(29)3-3-T & 4-[[(F &
AHEDRAIABLA]-3-st ek 8
T A Ee4) 14Q@)1 oM RN, BB EES 3O T %, 44
A1 4-4: MS (ES+) 625.4 (MH"), 647.3 (M+Na),

20 A 15
# & AIIN*-(F RA L) L-F R AR AT 1-[2S)-2-[[(F 4t 3 4]
£ A]mm A3k bR
a) (3RS, 4RS)-4-[[N*-(F & 2 g £)-L- & & se A 15 4)-1-[(2S)-2-[[(( &
A RNEA]IABA3- o b8

25 7 A CBZ-® & a4 CBZ-R &850, B %4 1Q)8F
ik, HEARMNESH. ZIEGWARA TTH ¥ 5.

b) 4-[[N(F S )L 5 KSR EAT--CS)2-[(F A B A
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A A Be A ]-3-wk ek b B

BT A ks D@ HRBIN, BB EES 30T %, 4&
AR A-4: MS (ES+) 553.3 (MH"), 575.3 (M+Na),

5 52 #45) 16
# & HIIN-CEEABA)L-E BB A B 1-BRES ABE] 31k
£ 7
a) (3RS, 4RS)-4-[N*(F f A 4 )L-E &S AI R 1RO A5t
£ ]3-kek s

10 BT AR TEABRYE CBZ-Z 8850, BREbs 188 F &k,
H AT HASM BEA T TR R,

b) 4-[[N(F EA B L) L-FRELIEA1-R O A BA -3kt tE
B

15 M7 A skt 16(a)ie -4 R A9k, 388 et 30V 5 ik, 414
¥4 A4 MS (ES+) 486.4 (MH"), 508.3 (M+Na),

S 17
#4& 4[IN*-(F A ZEH)-L-FEBAIRA]-1-[2S)-4-7 £ -2-[[(4-wkrz
20 A FEAZLIRADRBLA]- 3o 4 BR
a) (3RS, 4RS)-4-[[N*(F £ 4 3 #£)-L- % £ B AR A 1-{(29)4- 9 2 -2-
IC V-2 L4 €% LINF-E )3 F Y xLS0 -1
BT A N-(4-wbee kP &A% )L % K8 % CBZ-E & BT,
B EHG 1@ F ik, #&4FMLe4: MS(ESH) 5982 (MH),
25
b) 4-[[N*-(F £ 4 5 K)-L-F Ko ] KA T-1-[(2S)4- 7 2-2-[[(4-mhrz £
RS ) R AR B3-S 4R R
% 527645 17(2)82(200mg, 0.34mmol)# DMSOGm)zi% & Aa
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TEA (0.30ml)fostkeg = FALBE 4-H(162mE), 1 22 TR 4 2
oY, MEELBUBFKRZESE. AK(=K)., EKREFILE,
F1MgS0,), k4 B 4hik 5% 8 (5% CH,OH: CH,Cl,)73 %)
67.3mg th AL MS (ES+) 596 (MHY),

FHep 18
#4& 4-[IN*-(F £ AEL)-L- T £ ok £ L ]-1-((29)-4- 7 K5 -2-[[(2-whe.
A7 A RBDEE] B3k kb ER
a) GRS, 4RS)-4-[[N*(F f kg 44 )-L- % £ mt A1 R 1-((25)-4-97 442
10 ([(Z-wbr A SR SO R AR B ]-3- ke S BT
BT A N-(2-mbr 7 S 5 A)-L- 5 R4 CBZ-% & #sh,
BB s Qe 5 ik, #&47M4b4: MS (ES+) 598 (MH),

b) 4-[[N*-(F & 5 £)-L-F Ao A £ &) 1-[2S)-4- 9 K -2-[[(2-mprz &

15 PR LI R AR B3 es e B
BT R g 18 e R sk, B k) 170)e 5%, #)

£A7M b4 MS (ESt) 596 (MH'),

336 19
20 4 4IINCFRE AL BRI RA]1-[25)4-F £ 2-([G-nerz
LT EETN LT AT e
2) (3RS, 4RS)-4-{[N(¢ £ £ 3 £)-L-% £ B A £ 4] 1-{2S)-4-7 2. -2-
(-t 26 7 A 3 ) B ] KB A )3tk ot 5 B
BT A N-Gire & 7 8 A5 A)L-F & B4R % CBZ % &8I
5 BN Dk, HEEIeY: MS(ESH) 598 (MHY),

b) 4-[[N*-(F A 5 H)-L-F Bt A RAT-1-(2S)-4- 9 £-2-[[G-eme b
P EAZ SO RADRBA]-3-0krs B
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BT A Lkt 19Q@M1e Rk, 5 ks 1700)68 558, #|
&5 Ei40A4: MS (ES+) 596 (MHY),

=3t 20
5 #) & 4[IN-CFR A A)-L-F & B AR AL 1-C-nbng A 3 H)-3-nko%
PR
a) 3RS, 4RS)-4-[[N*-(r & A g £)-L-Z & s R H A 1-Cbrz K gk
)3 b B
% T AR P iR 4k CBZ-% &8 fo = TR AR N- 7 Kedakst,
10 BB Eas W@ F ik, #1&4741e44: MS(ESt)469 (MH),

b) 4-[[N*-(3F &2 g 2)-L- & & @A IR A 1-Q-abre S g X )-3-wbegdz
]
BT A Ees) 20@) iSRS, BB EEs 17O 7%, 4
15 &irMqebd: MS (ES+) 467 (MHY),

sk 21

#1144 [IN"-(FF £ A H)-L- % KB AR AT 1-[CS)-4-7 4-2-[[(F &4
ERNEARBA]-3-sk B

20 a) 1-ae-T R A A-1,2,3,6-09 foikrz

EEE, & 1,2,3,6-m Fakrz(5.0g, 60.0mmol)#y CH,CL(25ml)j% %

P e N 8% Bk —-4-T 85(13.75g, 63.0mmol)4y CH,CL(50ml) %, 4t 4
By Ve, MG AE k%32 11.1g ¢ BOC {24 84 'HNMR
(CDCL,) 5.8 (m, 1H), 5.6 (m, 1H), 6.88 (brs, 2H), 3.45 (m, 2H), 1.46 (s,

25 9H),

b) l-d-T R A H A3 4L Rk
) E ) 21(a)44-4(5.0g, 27.3mmol)g4 CH,CL,(250ml) % 3% F 4
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97198532. 4 o P E40/134T0

KA m-CPBA (18.83g, 109.5mmol), £ %:2F, #HH¥LgMHitE,

MUE R4 5t A, BHodm—RitE, A4ed K.CON(=k), pH=44

ik K, Bk ehEE, THRMESO0)HFRGEFINEE LE W

kb, HEM ARG T Lk L8R E) 3.708 sRE ALY, T
5 ABATTH %

©) l-d-T AL A-3- 44 B R A-RR
%) 53645 21(b)4t4-4(3.70g, 18.57mmol) 44 ¥ B2: 4k (8:1 ¢4 18ml 3%
R P A F AL 4(2.08g, 38.95mmol)fo & £ 4L44(6.03g,
10 92.85mmol), Jeit R B EEALR, MBER LR LEHE, A
INHCL, sk, #hAsik, FrMgSO)##wi35] 3258 69 & KB, T
BERATTIT R

D 1T RAHA 32 A4 RARR

I3 %) 23647 21(C) 4k 4-47(3.25g) 4y CH,OH(25ml)ix 3% & A 10 % 4e,
%(12), EEAFRBET, BRI WETIC pr B ELE£
Aok, A CHCL @it a3 + Bt iR B S 945 75 5] S B2,

¢) 3RS, 4RS)-4-[N*-(F fik  #)-L- B fAAIRAN -5 TRAHA
20 3z Eg
%) %364 21(d) 4444 (1.0g, 4.62mmol)eg 35 5% # A\ CBZ- % £ 8k
(1.22g, 4.62mmol), EDC(1.07g, 5.58mmol)#> HOBT (624mg,
4.62mmol), #HF B 2 TLC SR PR B T4 AL, EAEHFE
B4 (1:1 2,55 EtOAC)13 883mg #4781k 44 MS (ES+) 464.4
25 (MH"), 486.2 (M+Na)_

f) 3RS, 4RS}-4-[[N*(F A 5 £)-L-F A B AR A 3oz st b gp 3
) 2464 21(€)84 4444 (883mg, 1.96mmol)¢4 42 EtOAc (10ml)
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97198532. 4 oW P FE41/134T

sk N HCL 54k28 5 5-4p, SRR a2 TLC S A RA X

HAEA L, KB AT RS BN %FF) 742mg ¢4 474 MS (ES+)
364.3 (MH),

5 g) GRS, 4RS)-4-[[N*-(:F & A K )-L- % £ B KR AT-1-[(25)-4-97 4 -2-
ICH-E 3T FVEFA) 3.2 ko Lol
1& L4 21(H)4e4-4(150mg, 0.43mmol) 5 CBZ-% £ £ (113.8mg,
0.43mmol), EDC(98.7mg, 0.52mmol), HOBT (57.9mg, 0.43mmol)#o
NMM(014ml, 1.28mmol){g4-, & & 254 47440 (2:1 EtOAc: 2 4%)
10 123 225mg #4724 A4: MS (ES+) 611.2 (MH"), 633.2 (M+Na),

h) 4-([N*-(F B A 3 0)-L-Fo s 25 ) 8 )-1-[(29)-4- 97 6 -2-([(FF A
FOVRA]RBAL3 R &
T R A 21 AR SE, BBy 30)e ik, 4
15 AL A4 MS (ES+) 609.3 (MH") 631.2 (M+Na),

F ) 22
#%& 4-[IN-(F £ A5 )-L-F SR A )R A 1-[4-BE R L) TaA]-3-%
v BF)
20 a) 3RS, 4RS)-4-[[N*-(F 4 5 1 )-L-E & s A &A1 1-4-BE L) T
Bt A ]-3 -0 e AR
BT A 4BRELTHAY CBZ-FREsh, B EE 21Q)6F
. #&4HAe A4 MS (ES+) 558.2 (MHY), 580 (M+Na),

25 b) 4-[[N*-(F f A g X)-L-% £ et 1A 1-[4-( 5 5) e K )3 vkem
A
BT R Es] 2@ RIS, R Eas) 2106 F ik, #)
&4 MfeL%: MS (ES+) 556.3 (MH"), 578.2 (M+Na),
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97198532. 4 o P E42/134T

524 23
#HEH(IN(FREEAZA)-L-ZEEBAIRA]1-[QS)4- 7 £ -2-[[(F &L
FAOVRA T A X BEA]-3 -2 A
a) (3RS, 4RS)-4-[[N*-(F & H g £)-L- % £ B4 ) & 24 ]-1-[(2S)-4- 9 £ -2-

5 ([(F f ALK LI EA T AIRBA] 3 B
BT A N-9%-CBZ-% £ 8R4 CBZ- % £ B o), 45 18 52564 21(g)
sk, HE&ARMILSH: MS (EStH) 625.4 (MH"), 647.3 (M+Na),

b) 4-[[N*(FF £ 2)-L- % KA A S AT 1-(2S)4- 7 £-2-([(F A4 5
10 F)EA T ER A3 R
BT A EHA) 23 RBN, B EAS 215k, 4)
£47HAL A4 MS (ES+) 623.3 (MH"), 643.4 (M+Na),

%34 24
15 #4& AIIN-(CF RAZLD-L-FRBAIRA1-R-TEAH A3z
A
P T R Fakd) 21 e R A sh, B EHaS 210G %, H4
¥4 o4: MS (ES+) 462.4 (MH'), 484.4 (M+Na),

20 O EA 25
& HIIN-CFaAs 2 L-F a2t 8 ) 1-R-[[(FEAZ DI F-T
KAT B A3 7 AR
a) 3RS, 4RS)}-4-[[N*-(f &4 g 2)-L-F & o L R AT-1-2-{[(F A3
T R CBA] 3ot i

25 BT A N-J-TX-N-CBZ-H £ 2 R &% CBZ- B £ 8051, #B Lk
B 2184 75 ik, 41 &4nM1ead: MS (ES+) 611.4 (MHY),
633.5(M+Na).

87



97198532. 4 o P E43/134T

b) 4-[[N*-(F £ AZA)-L-F KB A EA-2-[[(F RAB DR T &
AT A3k

T Ao abd 25aMe SR Sh, By 216 5k, 4
&A7MAL o4 MS (ES+) 609.3 (MH"), 631.4 (M+Na),

54| 26
#& [IN-(F R AZEA)L-BEBAIEAN-R2-((R-TEAZ LK
A28k ]-3-k o B
a) 3RS, 4RS)-4-[[N*-(F A 4 £)-L-F a5 st A8 A 1-2-[(Gr-T &AL
10 BAOEELEEA]3 ez B
%7 A N-BOC-# £ R % CBZ-F KBt sh, 5B 5464 21(2)w
Fik, #&1FALAH: MS (ESt) 543.4 (M+Na),

) 4-[[N*-(F &A% A)-L-F RB A A4 1-2-[(R-TRAZ AR L]
15 LB A ]-3-ok g BR
M T B a4 26 R AN, B s 2105k, 44
AR AAeA4: MS (ES+) 519.5 (MH"Y), 541.3 (M+Na),

F k) 27
20 & AIIN-CFE A L-F R A EA]1-2-(B ) T et ]-3-0r
BR) 2k 8% 3
BT A E364) 260015, 388 sk 21069 5k, #)
&AM o4 MS (ES+) 419.4 (MH),

25 E ) 28
# & 4-[IN-(F RAHL)-L-FABAIRA]1-(4- 7 £ X BA)3-0%
Bl
2) ORS, 4RS)}-4-[[N*(F A H)-L-F Z B A LR A)1-(4-7 4 5 8t
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97198532. 4 oW P E44/134T0

A)-3-okee g
&) 49 2% % 82(0.08ml, 0.64ml) g4 (Bml)i iz & e A E BEE

(0.056ml, 0.64mmol), 5 2 % DMF | B3R 54 20 5-4%,

RE AT REAE GRS, Fidkpigig T CHCLA.0m) % 1 e §
5 5447 21(D 854044 (212mg) £ 47 DIEA(0.27ml) g4 CH,CL, ¢4 0 C i

B, HRRRB R E TR BH 90 548, A CHCL #5428 & 5t A

INHCL, H,O. gk st 472 142mg eh 47840 54 6 il K

MS (ES+) 462.5 (MH"), 484.5 (M+Na),

10 b) 4-[[N*-(3F f Ak g 2 )-L- R A Bt R R A& ]-1-(4- 9 5% K sb AL )-3-vk o= &R
BT R s 28R sh, B Esas) 21()ey 5k, #)
%4784 A4n:  MS (ES+) 460.5 (MH"), 482.5 (M+Nay),

%t 29
15 #l& 4IN-CF B AR E)-L- B AR A R4 1-CR 7804039k = &7
a) 3RS, 4RS)-4-[[N*(F £ g 4)-L-F R B A RA)-1-CR FRLL)-3-
JhT B
%) 4] 21(H)4t4-#(161.1mg, 0.40mmol)g4 CH,Cl,(S0ml)z %
Aax DIEA(0.21ml)fo 3% & 5t £(0.056ml, 0.48mmol), # 58T, #i
0 R 2S5 N, R4 BN AR 8 (595 CHOH:CHCL)/% 5|
155mg ¢4 47 804k2%: MS (ES+) 490.3 (M+Na),

b) 4-[[N*-(F £ A H)-L-F RBLAVRA1-CR FEL)-3 2k &R
% T A £ 29 REIS, B Eks) 21 F ik, 4

25 LA Ea4b S MS (ES) 466.4 (MH"), 488.3 (M+Na),

5 #4530
#1& 4[IN(FaRAH L) L-FEBAIRA1-(TE L3k 8
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97198532. 4 W B P ZE45/134T

10

15

20

25

a) (3RS, 4RS)-4-[[N*(¢ g X g X )-L-F fm A& A 1-(Ts )3
= BF

BT R UBERE R TEESL, R EHEY 29Q@)69 5 &, H&4F
# A4 MS (ES+) 428.5 (M+Na),

b) 4-[[N*-(FF sk g 2)-L-F B AL AR R AT 1-(T 8L A )-3 -k B9
T A 54 30@Mu e RA S, BB LS 21N Tk, #)
£ATMALS4:  MS (ES+) 404.4 (MHY),

A4 31

H) & A-[IN-(FEEBA)L-E A8 A R A]-1-Cwbrg £ 24 TELA)-3-
ok " BF)
a) 3RS, 4RS)-4-[[N*-(F & A HA)-L- T EABAIR A 1-Crz EX T
Btk )-3-okrP B

BT A 2k Ak LB AR A CBZ-F £ 84 A DIEA R4 N-9 4
ks, B LA 218 F %k, #HE&4FALE4: MS(ESH)
499.1(MH"),

0) 4-[[N*(F £ H A)-L-T St R 1 R4 1-Cobrg A TEEE)-3 9%
"% B

M T A 540 31 MREI, BB Ex) 1706 5%, 4
&M Ad:  MS (ES+) 497.3(MHY),

A 32
# & AIN(FaAB L) L-ZEBEIRE-R-(FEAZ LD TEEK
Alom A3z 8
a) 3RS, 4RS)-4-[[N*-(F f kg K )-L-F £ me k&R A 1-2-[(F &4 3
AP EEA LA %or B
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97198532. 4 o P ZE46/134T

® T A CBZ-mLE B K% CBZ-F £ 84 fo DIEA K4k N-97 £k
b, BB A 216 F ik, #&4MNEH: MS(ESH) 5913
(MH),

5 b) 4-[[N*-(F E g ) L- % BRI R A 1-[2-[(FRAB A T A A
L& ]-3 -k B
T A L] 32X A0, BB L) 1T0)e5 %, )
&4 84 A4: MS (ES+) 567.6 (MH"), 589.4 (M+Na),

10 £ 34 33
# & H(IN-(CFaAZA)-L-Z R AIEA-B-Cabrg L)X T
A3k B
) 3-Z T ARBLEA R LBL T B
EBAET, @&H £H(2.54g, 60% 54 F5 ¥+,
15 63.5mmol) 4 F BAL P A A KA KA (20m]), BEHAR S H4F, B
I, BEKIHL R ARk THEEOm), &g Zigi P fex 3-
2 XK TR 7 85(9.99g, 60.1mmol)#4 £,k THF(20ml)iz i £ ¥ 54t
HR EH 20 54, @iziRAM T A N- K = § P st T A:(22.53g,
63.1mmol) ¢y 7.k THF(40ml)ze sk 5 £ £ iB T AR 4 £ TLC 4547
20 R RA T AWK WS pat), @it HO (10mh)ggAd g 5%,
Ko 2 RuReg—F, #KE A CHCLQOOmDA##4 Ak, AHed
CHCL, (50mD) ik 47k &, A 10 % Na,CO;, H,O fo & K bk 4564
FIE, HKETHMES0,), idiEfkim. BENEKGH(EIE,
5:95 EtOAcC: 2,45, % & 4 10:9 EtOAc: 2,52)4% 8] 17.47g ¢4 45 8040 &M
25 'H NMR (400 MHz, CDCl,) 7.42 (m, 1H), 7.31-7.19 (m, 3H), 3.72 (s, 3H),
3.68 (s, 2H),

b) 3-(2-u ) K L8 T By
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97198532. 4 oW P FE47/134T

%1 3647 33(a)1L 54 (6.86g, 23.0mmol)4g 7, K ==& 55 (100ml) g4 5
& B A 2-r 2 45 45(8.89g, 24.1mmol),  LiCl (2.94g, 69.3mmol),
2,6- =T A4 F A EB () 4 &h)Fo Pd (PPhy), (632.1mg,
0.55mmol), % K& R BB F A EALE. $RERANES
5 B RLE. BEM HACE B (aie, 13 EtOAc: 2%, K5 1:2 EtOAc:
T 52)1% 2] 3.858 4144 MS (ES+) 228.1 (MH),

¢) 3-2-wtrr KX TEs
) 23645 33(b)4L4-4(3.8g, 16.7mmol)g4 THF (S0ml)zg s & e

10 LiOH-H,0(780.2mg, 18.6mmol)#5 H,O(10ml)z iz, £ £ B4 HR AW

E TLC 57 & B8 BRATFER A k(2 b o), 3845 B %61 vA k& THF |

Kt pe N INHCl 42 £ pH=7, A &k (S0ml)#42 5 A CHCI,

(100ml) %, @it A IN NaOH wmigk £ £ pH 7 5t A #764 CHCL,

(100m)se%, BELZTHR—KE, SHAMNE, TR EEMSO,)
15 k45185 3.79g thin 4L A-4: MS (ES+) 214.3 (MHY),

d) (3RS, 4RS)-4-[[N*-(3¢ & 3 g %)-L-
KB -rrr B2
@ 5234 21(D464(1.21g, 3.0mmol)gs DMF(10mI)fit 3 & %5
20 ¥ e DIEA(523uL, 3.0mmol), HOBt (446.8mg, 3.3mmol), 3-(2-wrz
)% 2.8£(709.7mg, 3.3mmol)§z EDC (634.9mg, 3.3mmol), # ;8 F#
HE B RAME R, MG LA EtOAC | 10 % Na,CO, fo 2 k(&
100ml) g 3% it 445 69 %44 % S BE4E 1B, S B 48, A #7eh BtOAC
(100mDzes4k 2. A 10 % Na,CO, o 3h K bk & 69 AALE, T2,
25 it B (MgSO) sk 4. 4 BE47 44k (5 ik EtOAC, & & 5:95 MeOH:EtOAc)
1335) 1.12g g4 43 88404-%: MS (ES+) 559.3 (MH"),

<

£ BAIRA) 13-tz )

€) 4-[[N*(F A A L) L-F £ A8 A 1-B3-Qbmr £)E Tme 2k ]-3-
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97198532. 4 o P 2E48/134T

10

15

20

25

Ik B
BT ARk 33 Dus Mgt mE A 05 %, HE
}rAa4eA-4: MS (ES+) 557.2 (MH"), 589.3 (M+Na),

F 4] 34
# & A-[IN“-CFRAZE L) L- B RBAIEAT-R(CGFaAH L) 7 RA]
T8 2 -3l oS L ER)
a) (3RS, 4RS)-4-[[N*-(F & &4  #)-L- % £ BAIRA1-2-[(FRAHK
PILE-F Ak AR A S

T A CBZ-MLE s R4 CBZ-E&8F, #BE#AY 1R85
i, H &AL A MS (ES+) 554.2 (MHY), 577.2 (M+Na),

b) 4-[[N“(F E 2 1)-L-F E&B A RA-R-[(FRAZ DT RA]
LBk -3kl R R

BT A 534 34@)1e- R8sk, kB s 3b)eh 5k, #1&
F g A MS (ES+) 553.2 (MHY), 575.2 (M+Na),

5 34 35
#) & 4-[IN-(F AL H)-L-FEAIRA-[2-CEEL) Tat A ]3¢
& B
a) (3RS, 4RS)-4-[[N*-(F A g A )-L-FE &KX & A 1-2-(REH) T
Bt ]-3-nbek bt B
%7 AREL CEHRY CBZ- RS, HBEHES 1067 &,
&) £47 8 0S4 MS (ES+) 484.3 (MH"), 506.2 (MH"+Na),

b) 4-[[N*-(F £ A S H)-L-F Rt A E A 1-2-CREA) T )3 -ikng

A B
BT R %4 35 bR, BB AL 30Tk, HE
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97198532. 4 o P 2E49/134T

FAifea4: MS (ES+) 482.3 (MH"), 504.3 (MH*+Na),

F 4] 36
& 4[IN*-(4-nerz AP RAZA)-L-FEMAIRA -2 ) Bt
5 & ]-3-wteg b B

a) (3RS, 4RS)-4-[(N*-(4-mpeg X P E A A)-L-F Ao A& A 1-[2-%
)T A3k b B

BT A N-(dmps A PEA S A )-L-FE R 8RR %S % 1(e)#y CBZ-
TR B f AR CBAREY %108 CBZ-% £ 8 o, 458 53641 1(e)-1(g)

10 097 ik, FE&ARALS4: MS (ESH) 469 (MHY),

b) 4-[[N"(4-wm kP R A A )-L-F R B A AR 1[0 st )-
3-wb e % B
BT A k] 36() MR A, BBEk 170)85 %, 4
15 & Mie4:  MS (ESt) 467 (MH),

52445 37
# & &IN-(-prg A P EAZER)L-EEBAIRA1-TE A3k
B BA
20 2) GRS, 4RS)-4-[[N*(4-wrz 2t P A A 5 £)-L- B fm AR A]-1- 28
A -3-wkeg i B
BT A N-(4-ntr 2k 7 Sk g 2 )-L- 55 KB X %5 % 1(e)#y CBZ-
TR R LERRS T % 1(8)¢ CBZ-F & B 58, B L4 1(e)-1(8)
#975ik, #)&4AML44: MS (ES+) 415 (M+Na),
25
b) 4-[[N*(4-nprz £ 7 E A 5 H)-L-FE ASAIER]1-C Bt -3k b
B
BT A %3] 37 AR AL, BB Eks) 17065 %, 4|
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97198532. 4 o P E50/134T

10

15

20

25

LArAiAc o4 MS (ES+) 391 (MHD),

St 38

#) 4 4-[IN*-(4-spoz £ P EAZEA)L- B B A R A 1-(-REA X Tt
2 )-3-vikb S ER
a) (3RS, 4RS)-4-[[N*-(4-ntri A F A A A)-L-F LB A EA]-1-(3-F
H K PEes)-3-leg S ER

BT A N-(4-nkez £ P E 43 1 )-L- % 8 E R AT % 1(e)#y CBZ-
EEEA A ¢ RAE T BARET & Q)¢ CBZ-Z Rt &M E-EH]
1(e)-1@) 84 7 sk, #&ArAies: MS (ESt) 480 (MH"), 502
(M+Na),

b) 4-[[N*-(4-sprz £ 7 E A A )-L-F & B AR & 1-[4-RAX Tt
A)-3-nihehs It B

BT B A 38R I, B k) 17(b)eh 75 ik, #]
&7 Aii o4 MS (ES+) 478 (MH"),

%] 39
4 A-TIN(onme £ 7 EABA)L-ERAAI QAN - TRAS A
3-SR
a) (3RS, 4RS)-4-[[N*(4-mer 4 7 EA S A L-HABAIRA) 15T
A A3 ST BT
%7 A N-(duprz & 7 A A)-L-F RN CBZ-F A8t
BREAH 185 %, HEAs: MS(BSY) 451 (MHD),

b) 4-[[N*-(4-wkri sk 7 A A A)-L- % KB A FAR]- 13- T R A3

sttof B
% T A Fp 39@I A mARSE, B EHS 1705 &, )
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97198532. 4 o P E51/134T

£A7AALSH: MS (ESH) 449 (MH),

445 40
#) & 4-[(N-G-merg A P EAHZ X)) L-FEBAIRA--TEEH AL
5 -B-wkeR SR
a) (3RS, 4RS)-4-[[N*-(-wee £ F AA KAL) L-F R AR AT
FA A3 oS b B
%7 A N-G-uprg & 7 88 5)-L-% f 8R4 CBZ-% KBt
B0 ke 1065 %, $&47481044: MS(ESt) 451 (MH),
10
D) 4-[[N*-(-sbrg £ 7 HAHZA)-L-F R B AR R AT 134T B K -3-
A SR 0N
BT A Lk 0@ AR, BB Eks) 1705 %, 4]
&7AAeA4:  MS (ES+) 449 (MH),
15

At 41
B AIINCGomer & FRASA) L5 BB S A3k b = 2

B
& Fo 4] 40(b)fL. A% ¢ 284 L ES A3k ¥ AmA AM HCV = & 5 31
20 (2038). ATRBTHERLRASMIIR, KEREFI A4
MS (ES+) 349 (MH"),

St 42
#4& 4-[IN*(4-nerg & 9 R A HA)-L-F R AR A3k bdn — 3
5 m#
BT A et 39OSR Aok, B RS 4l ik, HE
#rAAe-4: MS (ESt) 349 (MH),
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97198532. 4 o P ZE52/134T

10

15

20

25

et 43

) & 4-[IN*-Q2-mprz 5 P B 8 1)-L-F S Bt A ) R A T-1-((25)-4- 9 4-2-
ETEETTNELEALTE SEIT S-S5

a) (3RS, 4RS)-4-[[N*-(2-shoz £ 7 f 4 3 £)-L- % £ st &£ AK]-1-[(29)-
4-wp & 2-[[(F E A8 AR F AR BLA]-3-LA AL ER

T A N-Q-apr 9 845 24)-L-FRENRH ¥ 5k 1(e)ey CBZ-

F E F Ao N-7 55 -CBZ- R & a5 4 % 1(9)ey CBZ- R AL, %R
i) 1()-1Q)a 5 ik, %) &4nM4ca-4: MS(ESt) 612 (MH),

b) 4-[[N*-(2-sr s 9 2 3 A)-L- % KB AR K- 1-((25)-4- 7 2 -2-
[[(3F E g )&, F ALK BE AR ]-3-vib i b ER

BT A 3] 43@) KA, B ks 1706 75 %, ]
£ A EAeS4h: MS (ES+) 610 (MH),

R4 44

&) % 4-[[IN*-(4-nkez £ F G4 5 £ )-L-F £ 8 AR A ]-1-[(2S)-4- 9 -2
(CTE X5 TINEEI) 3.2 K LS 2a:b
a) (3RS, 4RS)-4-[[N*-(4-wkrz # 7 F 4 # 4£)-L- 5% £ B AR AT-1-((25)-
4- w7 3 -2-[[(4-wkrnz 2 P S A B RBLA]-3-k8 4T B

%7 A N-(Gaprzr £ F 845 1) L-FREBEAET & 1(©)F (2
CBZ-% £ 8 51, 38 st 1(€)-1(2)69 7 ik, 4 &7 4L4-4 MS(ESH)
599(MH"),

b) 4-[[N*-(4-wrz £ ¥ 4 # £)-L-F &8 A 1R A]-1-{(25)-4- 97 2 -2-
[[(4-mpez 2k P &2 5 HO] R IR B3k 8 ST B

BT A i) 44Q@) R E S, B EAG 1T0)eg 5%, 4
£ 47840 %: MS (ES+) 597 (MHY),
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97198532. 4 o P ZE53/134m

10

15

25

A 45

)% A-[IN*-(4-mpr k. 7 G 2 )L St R ) AR -1-((29)-4- 7 44 -2-
[[CF A AIE T AR BA]3 g b R
a) (3RS, 4RS)-4-[[N*-(4-nng 2k 7 A A K A)-L-F Aot A1 R A ]-1-[2S)-
4-57 2 -2-[[(F A AOLR F AL B A]-3-wbg e B

BT A N-(4-mhr 5 7 R A)-L- T KRR A F % 1(e)#y CBZ-
£ i N-7 5 -CBZ-FE 8B R B ¥ & @)% CBZ-TA&HUN B R
b 1()-1(@)h 7 i, #4447 b4: MS(ES+) 612(MH),

b) 4-[[N*-(4-wrez 2 7 f 2 2 2 )-L- % B AR AT-1-[(25)-4- 57 5 -2-
[[(oF E A2 HOIR 7 AR BEA]-3-wke8 A B

BT A L4 45X Sh, B LA 17065 %, 4
&AM A4 MS (ESt) 610 (MH),

L) 46

#) 4 4-[[IN*-(-Fobopk gt £)-L- % LB A KK ]-1-[(2S)-4- 7 £ -2-[[(F &
BV RA R A3k 4T B
METELTE L

£ 0T, & 3-kekak(25g, 361.8mmol)gy CH,Cl, (300ml)iz i & fo
Az (33ml, 416mmol), [ & e A £ F B 5F &g (57ml, 380mmol)#4
CH,CL(100ml)szsk. 4£0°C, HHAEM | MoFETETHRHE D
o. A CHCL##mA gk, A INHC sk, #ksk, F2MgSO0,)
Fk g, BT A sk B #(50:50 CH,Cl: & 42)4F 5] 708 ey 47 4L -4
MS (ES+) 266 (M+Na),

b) 15 F kA -34SR R B

%] 3 #45) 46(a)4k4-4(60g, 295mmol) 4y CH,CL,(1000ml);% 3% & Ao
A m-CPBA (153g, 886mmol), £ %8, A EMiTR, MEKSE,
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97198532. 4 WO P E54/134T

A & st ik 5 A 4e A KCOsG k), K, kAR ILE, TMeSO,)

R pgRE. ARG mKY, TERATFTHHHEP: MSESH
242(M+Na).

5 ) I-F A H AR X-3-8 fA4-H A0ttt
%) 52 745 46(b)4k. A4 (60g, 273mmol) ¢4 57 Bk (8:1 ¢ 800ml 5% )
T ¥ A AL 4(298, 54Tmmol)Fe & F 444 (35.68, S47mmol), £ 50
C, BB A3 e, MBRSE, B LB UEHREFRARPHEZ
Wik, shfe NaHCO;, o hkibik, FRMeSO)HIE, Lk
10 %125 478 4c2%: 'HNMR (400MHz, CDCL,) 7.35 (m, SH), 5.1 (s,
2H), 4.2 (m, 1H), 3.9 (m, 1H), 3.3-3.7 (m, 5H),

d) 1-3F fE AR X3R4 Aoelin
#) £ 3647) 46(c) 4~ (53g, 201mmol) ¢4 CH;OH (1200ml);z 3% o o
15 A E 2 p(56ml, 402mmol), [ & fea 1,3-%F —55E2(40.3ml, 402mmol),
AT, BEARWER, MEKRSIFEHEENHA(20:80 F85:T
B: 2.85)13 %) 382 ey in it an:  MS (ES) 237 (MH),

e) (3RS, 4RS)-4-[[N* (- T fisk g #)-L- % fA AR AT - F A A
20 B-meslE
& 52 #45] 46(d)ft2-4#(20g, 84.6mmol)gh CH,ClL(500ml)z i ¥ A
X BOC-L-% £ 84 (22g, 88.8mmol), HOBT (12g, 88.8mmol)#= EDC
(20283, 105.8mmol), £ Fi&TF, WA LHILE, KB A CHCLH
. 7 OSNHCI, jf NaHCO,. s shkstik. TFRMESO)AM
3 B, HEARE. BN AL G H(5:95 MeOH: CH,CL){g 5| 348 &
AL MS (ES) 450 (MHD),

(f) 3RS, 4RS)-4-[[N*(-T A A)-L- T R B A R34 8%
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97198532. 4 o B 5 ZE55/134T
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) oAkt 46()4L2-4 (24, 53.4mmol)ey 7 83: 285 .85 (1:2 4
300ml 5 3@) sk b 10 % 4esg. fe Parr S48 PIRIERAH 2
o, KB A CHCL @ itak i + Btk % 138) 182 e94rM 1L o4:
MS (ES+) 316 (MH"),

(g) CBZ- % & &t (leucinal)

5 CBZ-Leu-OH (2g, 7.54mmol)#§ CH,C1,(100ml)3% % o Au A
EDC(1.73g, 9.05mmol), HOBT (1.22g, 9.05mmol)#fz N,O- — 9 3 2 gz
(0.93g,15.08mmol), £ 2T, {IFA LT, KEA CHCL#H5
o/ INHCL, 484 NaHCO,, K=kt FRAHEMESO,),
IR, BB AL B (40:60 Tgg LEs TAR)IFE) 2.38 ¢4
CBZ-% £ & Weinreb grge:  MS (ES+) 309 (MH*), 331 (MH"+Na),

#£0C, f CBZ-% £8-N,O-— 9 & mtp (1.2, 4mmol)#y
THF(10mD)x 3% o 7 Ao St 4842(10ml ¢ 1.0M ¢4 THF 535,
10mmol), £ 0 C, #t3 R p4p 1 I a, MG A #ER £.47(953mg, 7mmol)
BoA., B LB LEEHLRAY, A INHCl, jafe NaHCO, ik
sk, FRMESONAME, itikfRuF2) 1.01g irtisd: H
NMR (400 MHz, CDCL,) 9.5 (s, 1H), 7.35 (m, 5H), 5.1 (s, 2H), 4.3 (m,
1H), 1.6-1.8 (m, 2H), 1.5 (m, 1H), 1.0 (m, 6H),

h) (3RS, 4RS)-4-[[N*-(F-T £ A)-L-F £ s A £ A 1-{(25)-4-7
A-2-[[(F ABAOIRADRA]- 3ok S BS

& 52 3645 46(f)4t, A-47(950mg, 3.01mmol)¢4 CH,Cl,(10ml)3 3% & fu
A CBZ-% £#:(900mg, 3.6mmol), £ %8 F, #HFR 4 0.5 I8,
G A\ = TBLE A M S 44h(1.27g, 6mmol), £ BT, HHAEH
2. 8f, MBER LB LESHZ I Miefe NaHCO,, Hkzkik, TH#
(Na,SO,), it ik 5 k5. AL BAT 4L B (5:95 85 CHClL)73 2] 1.3g
#ARARAL A4 MS (ES+) 549 (MH),
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97198532. 4 W B P ZE56/134T
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- 1) 3RS, 4RS)-4-[(L-%& £ s L) &4 ]-1-[(2S)-4- 7 X -2-[(F A A 3
Y- Q) ¥ AR SR 8
& ) 46(h) 444 (1.1g, 2mmol)¢4  &2(10ml);5 3% F Ae X 4M
HCl ¢y — & ~3ma(I0misiz, £FET, MHFRLHETR, MERSE
125 kM 44: MS (ES) 449 (MHY),

j) 3RS, 4RS)-4-[[N*-(3-F-odopk g £ )-L- 7 £BL AV K- 1-[(29)-4- 7 -
2-[[(F g A B AOVR AR A3 -vbg 1 B2

& b ik 525645 46(1) 4k 4-4(250mg, 0.48mmol) ¢y CH,Cl,(10ml)% %
% oA TEA (0.17ml, 1.2mmol), R4 & pe A 3- 5ok 7 8% (96mg,
0.5mmol), EDC (115mg, 0.6mmol)#= HOBT(68mg, 0.5mmol), ik &
B 2 TLC S 2AR Ak, JBREH# 4B 44(5% CH;0H/
CH,CL,)72.2) 180mg ¢4 47884 &4 MS (ES+) 604 (MH),

k) 4-[[N*-(3- okt £)-L- 5 KB AR AT 1-[(29)-4- 97 £ -2-[(F A&
FA)RARA]-3-k RS B

% s 46() 4644 (180mg, 0.3mmol)gy DMSO(2.5ml)i% 3% & A=
A TEA(0.25ml, 1.8mmol)Forrz = f4LsiE 44 (143mg, 0.9mmol), #
BT, B3R M 16, MEAELKRLE iaF ey NaHCO, a5
. AHEAKEEAIE, THRNSO), g, REGHEMENLKE
#1(5% CH,OH/ CH,Cl,)1g 7] 110mg &4 4744t 54 MS(ES) 602
(MH"),

Rkl 47
B 4N P AL BB A AL 112 RIA)
B RT3t B
a) 3RS, 4RS)-4-[N(4-n s & F A5 4L KBAI KA 15T
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97198532. 4 o P FES7/134T
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FABA-3-E R

#) %3645 1(d)4t4-4(1.0g, 5.25mmol) gy CH,CL, 353 & A
EDC(1.0g, 5.25mmol), HOBT(0.71g, 5.25mmol)#» N-(4-srz 2 9 £ 3t
#A)L-F g (14g 5.25mmol), £ BT, HHLLHLIR. MEA
LER LESHBR BRI AR, EAksk, FHRMNa,SO), iiEifgs.
A B A5 B # (5% CH,OH: CH,CL){g 24784t 6-4:  MS (ESH)
451 (MH"),

b) (3RS, 4RS)-4-[[N*(4-ni & F 2 3 )L KB A A3 kot
S Y

BT A Sk T@M A MRS, BB ERA D05, 13
seAA o4 MS (ESH) 351 (MH)),

c) 3RS, 4RS)-4-[[N*-(4-mrz £ F R A HA)-L- T A st A EA]-1-[1-(&
e $ AR ]-3-wkeg b R

) 3z 745 47(b)4t. 44 (300mg, 0.71mmol) ¢4 CH,CL, 3% # fu X\
TEA(0.34ml, 2.48mmol), & s 1-4-R| 1k 8t £.(149mg,
0.75mmol), #H R mi& £ TLC SRR BT E&HE. BRAE, A
E 2 B (5% CH,0H: CH,CL,)13 %) 4784t &4 MS (ES+) 513
(MH"),

d) 4-[[N*-(4-whrz 2t P @2 2 )-L-F S8 K AT 1-01-(Ri )8
#]-3-k i b ER

% T B k4] 47 mR B, BREES 1TO)6 5%, 4
& AnAAeA4: MS (ES+) 511 (MH),

% it 48
#4 4IIN(F RA A L-F £ st AR A 1-(4-F LBt )-3 -k
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97198532. 4 W B 5 ZE58/134m
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$5 BR)
a) (3RS, 4RS)-4-[[N*(F g A g 45 )-L-F £ B A1 R AT 1-(4-97 5 X 8t
2)-3-nibek kxS

BT A 4-FARBRE CBZ-RRED, BB RN 1265 ik,
H) B dn iS4 MS (ES+) 448.6 (MH"), 470.4 (M+Na),

b) 4-[[N*-(F A A A)-L-F & w2k R4 )-1-(4- 7 & KB )-3- b e
3

BT A b 48@M S MRS, B RS 30T ik, H&
FrEfe A MS (ES+) 446.3 (MH"), 468.4 (M+Na),

%4 49

#& 4[IN-(F R AL L)-D-F R B AR A]-1-[(29)-4-7 £ -2-[[(F &
AHEAOVRA R B3 B
a) 3RS, 4RS)-4-[[N*-(F g & 5 K)-D- % £ B A £ 4]-1-[(25)-4- 97 4 -2-
[(CFRA DI RARBA]- 3Rz B

i CBZ-% &.84(7.97g, 30mmol)#y CH,CL,(100ml)75 3% & A
1,2,3,6-v9 & wkrz (2.5, 30mmol), EDC(6.9g)f- HOBT(4.06g), 4k K
i 2 TLC S AR B TEH k. B LB LE#HER L&, A 2N
HCL, 4840 K,CO5, K, #kieik, FRMESO,), idififk4%Fz)
9.39g # BLAk.

1% BB (9.39g) ¢y CH,CL(250ml)% 3% # Au A m-CPBA(19.61g),
WH R g R, MERSE, A UBRHEIRAARF KCO 65 %),
K. ks, FRMeSO)fk 472 8.498 ¢ i ik id ikt 69 SR EAL
.

1% TR EACH(8.498) 49 CH;OHH,O (8:1 g 180ml 33 )i s o
A FAC4R(2.758), KB AR R ALsh(7.962), inbdhmi# E 60 CH
6 B, o ZAbA] 1OBITERE, REMD] T8 L8 LB

103



97198532. 4 o P E59/134T

B4 15%) 5.28 & R,
# SnCl, =k 4t #(432me) ¢y P 82(10mI)i% 3% & o\ & £ B2
(500mg), E =R T, MHREHTR, MERE RALBLEHEH
A AN NaOH sk, B LB LB sk E. AR, Kk e
5 B, FHRMgSO,), ikt Rkemigs) 235mg ¢ £ M4 8,
iy bk & 4 82(150mg, 0.41mm01)i§-;§v]o}m)\ CBZ-D-% & 8
(109mg), EDC(95mg)f- HOBT(56mg), #t3k & i 4h £ TLC 447 48R
B e Kk, BEAIEIFE) 239.5mg sl b-4p: MS (ES+) 633.5
(M+Na),
10
b) 4-[IN"-(F A £)-D-F KB AR A 1-{@S)4-7 £ 2-[[(F 4
A AL KB A3k 7 ER
BT A Fakd) Q@1 H RSN, 5B T 3005k, He
irAiieS-4: MS (ES+) 609.1 (MH"), 631.1 (M+Na),
15
%4 50
& AING-T B AH L) -L-F KB AR AT-1-[(2S)-4-9 1 -2-[[(F
FAZPOIEA B3Rz ER
2) GRS, 4RS)-4-[[N*(dn-T R A # #)-L- B £ B A EL]-1-[2S)4-7 4
20 2-[{(FRAZDOIRARB A3z B
T A BOC-ZABARY CBZ-F R Bsb, 454 495
%, P& SY, EMREERA TTH V5%,

b) 4-{[(N*(a-T A HH)-L-F KB A IH AT 1-[2S)4- 9 £ -2-([(F &
25 AR RAKBEAL-3 -k B
BT A 4] SOULEH R AL, R EAEs 3005k, HE
AR E-4: MS (ES+) 475.5 (MH™-CO,-t-Bu), 575.4 (MH"), 597.5
(M+Na),
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97198532. 4 oW P ZE60/134T
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FHp 51
#) & 4-[IN(F B 20-N-(R-T R 3 0)-L-# R sk ) &K )-1-((2S)-
4-9 £ -2-((F E A A) B KBEAR -3k R B
a) (3RS, 4RS)-4-[[N*-(F F 2 g 25)-N-(F-T S 5 8L)-L- M A B &
A )-1-[28)-4- £-2-[[(F A E A RA KB A3k B
Fx 7 A CBZ-Lys(Boc)-OH 4% # CBZ-D- 3 &8 51, 4 B 5464 49(2)
Wik, HEARMAH: MS(ESH) 748.5 (M+Na),

b) 4-[[N*-(F A L) N-G-T £A 5 8)-L-H g £ 4]-1-((25)-4-
A& -2-[[(F A AV RA KB A3k B

T R FH4) S1@QALEHRBIN, B EES 3065k, #E&
KA o MS(ES) 724.7 (MH"), 746.5 (M+Na),

E 364 52

#) & A-[IN*(d-wtrz 2 P B X )-L-F fB A RA) - TERAHE
-3-ok "R BF)
a) (3RS, 4RS)-4-[[N*(4-apr & 7 A A HA)-L- T AB LI RAI 18- T
FABAS-RAEE

6 4 21(d) 444 (1.77g, 8.18mmol) 4y DMF(50ml)i% % & he X
DIEA(2.9ml, 16.6mmol), HOBT(1.35g, 9.99mmol), N-(4-wkrz # 7 &,
o 2 )-L-& & #2(2.62g, 9.84mmol)fz EDC(1.89g, 9.87mmol), 3k 5
R 16 v, KE K4 536 KA LB L E5(100ml),  10%
Na,CO,(100ml)#o # 5k (100ml) ¢4 iR i& it 69 RAM T, BHHZRAH |
Ioat, HHBEANE, RSO % &K Hkskik FENaSO,), it
TR, A BT SR B 4(5:95 CH,OH:CHCL)43 2| 2.43g 4471
Ay MS (ES+) 465.5 (MHY), 365.4 (MH"-Boc),

b) 4-[[N*-(4-serz & F RA )L KA RA 13T Rk g A3
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97198532. 4 o P E61/134m

10

15

20

25

ok P B
BT B Ls) S2@) SR AL, BB EES 306 FE, HE
1AL A% MS (ESt) 463.5 (MHY),

F ] 53

#1& 4[N A 7 BA LA L-F A AI R A 1-(4-F 24 %8t
A&)-3-JRoR B
a) (3RS, 4RS)-4-[[N*-(4-mprg 2 F A AHK I)-L- T fBAIRE]-3k02
B g

¥ 3645 52(a)ipo-44(2.16g, 4.5mmol)x iz AN HCV — & <315
EERBTHAE VDR RERSHTE TRLBFHFANESH: MS
(ES+) 365.4 (MH"),

b) (3RS, 4RS)-4-[[N*(4-nprz & ¥ E A g )-L-F A B A R A]-1-(4-7
£ R B3k B

% 45 53(a)4t4#(220mg, 0.50mmol) 4§ DMF(2.0ml)% % & A
A DIEA(0.35ml, 2.0mmol), HOBT(82.9mg, 0.61mmol), 4-% & X &
(0.08ml, 0.60mmol)f= EDC(116.6mg, 0.61mmol), 3t 5 &4 18 &,
RLJE 3 3 e T B LB (S0ml), 5% Na,COy(50ml)fw 3 A (S0ml) ¢4 ik if
WAHGRASM P, BHZRSH 1 D FRA TR LEREAEKE. A 10%
Na,CO,, #hAzekeFAIE, FHRMNaSO,), Wdiffokm. HE
#r 44t 7% B 49 (5:95 CH;OH:CHCL) 13 2] 138mg ¢h 47440 4-4: MS
(ES+) 463.5 (MH"),

c) 4-[[N*-(4-mhrz 2t 7 A 3 4)-L- % £ B A RA]-1-(4- 7 £ R B AL)-3-
Yk P AR

BT A %4 S3@IAMRA, HEEE TOF %, 44
kAo MS (ES) 461.4 (MH"), 493.5 (M+Na),
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97198532. 4 o P E62/134m
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WIEE R o B AAAE ST EE A0 Bk MS (ESH
461.4 (MH+)_
LA 54

B4 NG £ P AR B A)L-F BB A EAN1-R-(F R LS
B BT &R LB A 3vhr 8
2) (3RS, 4RS)-4-{[[N*-(4-m 2 7 F A A)L- B £ AR AT 1-2-(F
FAHRF-T AR Lo R 3ozt

BT A N-R-T A -CBZ- stk 4-F R KBhst, He b
S3O)eh 5 ik, #&ARAASH: MS (ES+) 612.4 (MH),

0) 4-[[N*-(4-krz 2 7 R A ) L-R &S AVEAN -2-(FAAB L)
- T RAIT B A3k A

BT A 5640 SA@UML SRS, BB A 110 ik, %)
HrrAAe a4 MS (ESt) 610.5 (MHY),

44 55

#& AlIN-2-CF ERA AR T AL Tt A 1-[(29)-4-7 £ 2-[[(F &
AZR)) AKX BESL]-3-k2 B
2) (3RS, 4RS)-4-[[N-2-(F @ A 8 L) F-T £ 4] LB A 1-[(2S)4- 9 & -
2-([(F fAH DI BAABA]-3-opnr 82

BT A N-F-TANCBZ-4 £ 8K % CBZ-D- £ &84 5F, 8%
24 4964 75 ik, Hl&ArAALSH: MS (ES+) 611.5 (MH"), 633.5
(M+Na),

b) 4-[[N-2-(F £ A H L) F-T A LB A 1-[(29)4- 7 £ -2-([(F f.
BRI AR B A3 R

BT A 34 S5 MR A, BB RS 17(0)6 7k, 4]
B A4S MS (ES+) 609.5 (MH"), 631.3 (M+Na)_
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L) 56

& A IIN-(FRAZE D) L-FE A AR R 1-(Pas )32 57
a) 3RS, 4RS)-4-[[N"-(F f Ak g 5)-L- % £ st R £ 4 1-(F s s )-3-
ok BE

3% 323645 21(e) 4t 44 (368mg, 0.79mmol)z g 7 4N HCV — &, - 21
(I0mh) e, ZEBT, RFERBWL 30 04, MERFEHE FELH
FRCLFAETAET Lo, #i28 & BhEM T CHCL(5.0ml)
e R£(0.073ml, 0.94mmol) 3 & 0 C it B4 30 H4%, BHEER
# LS et RBR R, KEET CHCL(G0m), A INHCI(2x

25ml), sk, ks, FRMES0,), itEfkeias 335mgeg s,

B4k MS (ES+) 464.3 (M+Na),

b) 4-[[N*-(F g A g 1) L-F A st A 18 A 1-(Faiat4)-3-vx ez 8
T A £ S6(a) bR E L, BB EHAES 30Tk, HE
K ERALA4:  MS (ES+) 440.3 (MH"), 462.4 (M+Na),

K3k 57

#4& 4-[IN*-(F S A H)-L- % £ AR HE]-1-CEska 2L)-3 -9 22 B9
a) (3RS, 4RS)-4-[[N*(F f & # £)-L- % A AL R4 1-GRagB4)-3-
Ik B |

I sz 345 21(f)1k6-44(161.2mg, 0.40mmol)g4 CH,ClL,(5.0ml) 0 C 3
s& P e DIEA(0.21ml, 1.21mmol), 4 & pe A 3 & #8k 5(0.06ml,
0.48mmol), % O0CTF, HHE M 3054r, RERBMKETREALS
et R4 R &S EAT(2.5:97.5 CH,OH:CHCL,)43 5] 146mg ¢4 4781k
A4 MS (ES+) 504.4 (MH"), 526.4 (M+Na),

b) 4-[[N*-(F AR g AK)-L- % £ st A A 1-CEast £)-3 -2 5
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97198532. 4 o P E64/134T

BT A bl ST@ULEMARBIL, BB L4 3O %, #4&
irAaeA-4: MS (ES+) 502.3 (MH"), 524.3 (M+Na),

S A 58

S #) 4 4-[[IN*-(4-mbr 5 9 FOE B 0)-L- % R B A R -1-(B-ophsist
H)-3-oeE S B
a) (3RS, 4RS)-4-[[N*(4-nkre K F A A K A)-L-F KB A )£ A&)-1-B5
Ak Btk )-3-vkeb St B

&) 33641 47(b)4t 444 (500mg, 1.18mmol)¢y CH,CL, i 3% F mA

10 TEA(0.5ml, 3.54mmol)f- 8-sfehksg t £.(282mg, 1.24mmol), £ £:2°F,
BHER M ETLC pAF 2 AR XA Kk, B LR TESHFR S &It
Ak, #AKkz#, FHRWNaSO), kum. 4 EH(100% 28 TEg) sk
5%, G M 135 560mg 4z A4 44p: MS (ESt) 542 (MH),

15 b) 4-[[N*-(4-nbrz A 7 8 A HA)-L-F A B A1 R AT-1-C-Eoka st b )-
3-vibng-J BR)
T R g S8R AL, B Ekp) 171065 %, #)
&ArM4eS4: MS (ES+) 540 (MH),

20 3 #45) 59
# 4 4-[IN*(4-ntr 2 7 FA )L BRI RA1-Connk A sk
AR )-3-vng s B
a) (3RS, 4RS)-4-[[N*(4-mr 2k 7 R A AL LB AT RA]-1-C-n
Tk AL AL)-3- kA A B

25 BT A 2 R AR R A Sk B RSh, R 4 58(2)
Wk, BEIRMALAH: MS (ES+) 492 (MH),

b) 4-[[N*(4-npez ik 7 F A A)-L- T R B AR 1-Cnbe Aokt
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97198532. 4 W B 5 ZE65/134T

H)-3-wleR 1% B
M T B £ S9Q@Mua R B, BB EHaS 1T0) 5k, 4
&AnMiad: MS (ES+) 490 (MH),

5 % 3645 60

#& 4-[IN*-(d-abrr £ 7 AEBA)-L- B 2a A8 A -(C-m A8 0%
A3k b AR
a) (3RS, 4RS)-4-[[N*(4-whrg & F RA LK A)-L-F A B AR A 125
FABAK]-3 -k b B

10 % 364 47(b)4t 44 (383mg, 0.91mmol)¢4 CH,CL, 255 & fm A
TEA (0.44ml, 3.2mmol), /& s £ F & 7 & 85(0.96ml ¢4 1.0 & R ¢4
THF 7%, 0.96mmol), 33 r mih £ TLC 547 R 88 R 2 £ 4 A ak.
JG 4 22 Fo BATE 180mg #4640 MS (ES+) 437 (MH),

15 b) 4-[[N*-(4-nbrz & 7 BA B A)-L-F £ Bt AR A 1-[C-m R A-
3-sikg L ER
BT A E4) 0@ RA s, B LA 1TO)G 50k, #)
&irA4eb4n: MS (ESt) 435 (MH),

20 E 45 61
# & A-[IN"(4-mbre A F AR L) L-FRBAIRA]1-[G-74-1-5
FA) A3k b B
2) (3RS, 4RS)-4-[[N*(4-woz 2k 7 A S A)-L- K Ao A RAL-1-[C-7
Aol SAOH A3t b B

25 BT ARTEBRETERBRTRFRE, B L 605
&, #&AAALE4: MS (ESt) 451 (MHY),

b) 4-[[N*(4-mtme 2 7 AAHA)-L- B ABAIRAT-[C-F4-1-7 &
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97198532. 4 o P ZE66/134T

)3 A ]-3-wk ek 1 BR)
BT R E#k4) 61Q@) oMK A, 4B Eks 17(0)é5 %, 4
LA HiALAH: MS (ES+) 449 (MH"),

5 %34 62
#& 4 [IN(FRAZL)-L-FEBAIRA1-((-RE D)X s A ]-3-
Pk B
a) (3RS, 4RS)-4-[[N*-(¢ F A A)-L-F A A IR A 1[4 R EH) %K
Bm k- 3-keR b B

10 & 2364 104844 (200mg, 0.51mmol)g4y CH,CL(10ml)j% % & fa
A N-82 4 ook (0.22ml, 2.04mmol) o 4- 3% & & ¥ 48 £,(201mg,
0.76mmol), £ EET, HKHAEHE TLC SHEARRETEH L,
B LB UBHBR & AK, HKEE FrNa,SO)#txk4g. &
BT At G (11 SR LER TEg)F 5] 186mg ¢y irtadt o4 MS

15 (ES+) 582.1 (MH"), 604.1 (M+Na),

b) 4-[[N*-(F E 4 8 £)-L-F A s A )R AT 1-{(4- R 8L K shse )3
o4kt BF)
T R Fakd 62U AR AR, R EAS 30 F ik, #HE&
20 s fife A% MS (ES+) 580.2 (MH"), 602.3 (M+Na),

%364 63
A INGRRA )L F a A S A @G- R B 3-
IR " B
25 a) 3RS, 4RS)-4-[[N-(£ E A g £ )-L-F &M A& A 1G22 E8L)E
Bk ]-3-kow B
%) %34 21(D4¢ 4-#7(150mg, 0.38mmol) ¢4 CH,ClL(10ml)i% 5% & Ao
A N-9 4 ook (0.21ml, 1.94mmol)fe 4-3 § 2 ¥ s4 8L £(135mg,
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97198532. 4 oW P Ee7/134m

0.50mmol), £%EBTF, HHRAMETLC HJMEARR L FL AL,
B LB UBHBR R AR, Ekikk, F8MNaSO) i ks, £
B AL G (12 Bt LR T88)1§5) 198mg ez b-4: MS
(ES+) 596.1 (MH"), 618.2 (M+Na),

b) 4-[[N*-(F E£ A% H)-L-F 2B AL 1-{(G- K8 Ram A3
vZ B
BT A A 63 R AR, B RS 30 Tk, HE
FARiLA4: MS (ES+) 594.2 (MHY), 616.2 (M+Na),
10
%A 64
#) & 4-[IN“-GA4-— g X Faeh)-L-F &A1& A 1-((25)-4- 7 4 -2-
IGF® 3 FIF-§ ), ¥ AL S 0
a) (3RS, 4RS)-4-[[N*-(,4-— g ¥ e k)-L- 5 KB A1 K K]-1-[(25)-4-
15 22 [[CF RA R DOIRADRAT3 bk B
BT A 3L RER T ERA 3-Foadk KB, MR L34 460) ¢y
7k, #E&AFMASY: MS(EST) 622 (MHY),

b) 4-[[N*-(3,4-— FE 78 2)-L- T A B A RAT-1-((29)-4- 7 2-2-[[(5F
20 FA B EADRAL3-wheg B
BT A L] 64U RIEIL, B k) 46(K) 8 5k, 4l
&4 Mfes4:  MS (ESH) 619 (MH),

%34 65
25 ) & 4-[[IN(6-dmph g 2 )-L- T £ B ARV RAT-1-[2S)-4- 9 25 -2-[[(F R A
F A E A KA 3-eg AR
a) 3RS, 4RS)-4-[[N*(6-ropk g 15 )-L- % LB AT R AT-1-[(25)-4- 7 1 -2-
[CF fA A EADRA)3- b be Y
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97198532. 4 o P ZE68/134m
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BT R 6ok ik B A 3-SRk AR B Sl B BR gkt 460)84 F
B, H &AM A MS (ES+) 604 (MH),

b) 4-[[N*-(6-eik gk £ )-L- & & B A H A 1-[2S)-4- P L 2-[[(FEAH
£ A K IA]-3-hek 12 BR

BT A ) 65@1Le-MR AN, 3B s 46067k, #)
L4784 MS (ES+) 602 (MHY),

%) 66

#14& 4-(C-— 3 teroh st ) £ )-1-(2S)-4- 7 2-2-[[(F Ak g )]
AR B3 E S AR
a) (3RS, 4RS)-4-[(2- — F ek v B BE ) R AR 1-F- T HA A -3kl
KR

© g3 1(d)1t 44 (200mg) ey DMF(5.0ml)iz 3% o oA\ N- 9 2 4
#h(0.11mD)fw 2- = 3% 5t vk v AR BER(264M),  HEH K5 A 5 /B,
MG R LB LESABFRAAK. HKE%, F32(Na,SO) k4. £ E
7 dAt 5%, G 4 (5% CH,OH:CHCL,)1% 2] 490mg #4474 1t &4 MS (ES+)
433 (MH"),

b) (3RS, 4RS)-4-[(2- =3k H vk v BB I R A ]-3-wkob b Bs shgg 3

3 52 3645] 66(a)4k 24 (490me) s fit F 2.8 7. B5(20ml) ¥ 4 £ O
C. et vi@A HClQ)Ly 10 54k, £0°C, HA LM 1 Dot
B ETIR N0 54, BLEMNFRFANLEY, REEZE—F LT
HAER F T35 F % MS(ES+) 333(MH),

¢) GRS, 4RS)-4-[(2-= 3% st vk b s ) £ |-1-[(2S)-4- £ -2-[(R f &

PR AT TAET e
& 323645 66(b) k44 (210mg, 0.57mmol) gy CH,CL(S0ml)35 i
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97198532. 4 o P 2E69/134m

seA TEA(0.1ml, 0.68mmol), EDC(131mg, 0.68mmol), HOBT (92mg,

0.68mmol)f= CBZ-% £ #:(131mg, 0.57mmol), £ %8 T, ¥R 59 4

et BB R LB LEARFES A INHCL 4o NaHCO;, 5, #AK%

&, THR(Na,S0,), it i ok 5. 42 B M 4 AL 5% G #1(5% CH,OH: CH,CL)
s %3] 76mg R AH: MS (ES) 580 (MH),

d) 4-[(2- =3 st ek Ak B ) R 1-[(29)-4- 7 2 -2-[[(F A A 5 A&
AR B3 B
BT R k4] 66(C)Me bR, B Lk 165k, 414
10 }rHALA%: MS (ES+) 578 (MH"),

F A 67
#& 4= F ks s ) ] 1-[CS)-4- 7 K -2-[[(FF Ak 2]
KA A RADRBLA]3 b B L AR
15 a) (3RS, 4RS)-4-[(2- =% i vk v R BL L) A T-1-[(29)-4- 7 £-2-[[(F &
AP FABARBA]3 -k B
%7 A N-7 X-CBZ-3 KB R # CBZ- 35 £ B o), 45 B8 52 5645) 66(C)
#7 k, HE&irAAEY: MS (EST) 594 (M+Na),

20 b) 4@ E AknaAs )R A4 P A2 UF EARR)] P
SR KB A3
BT R g4 67() oA s), B Eas) 1he ik, #4&
}AALSH:  MS (ES+) 329 (M-(N-CH,-CBZ- % £ &),

25 e ts) 68
# & AIIN-(FRAZ L) L-FRBAIEA]-1-(4-F L X A3t 67
a) 3RS, 4RS)- 4-[[N*(F F A g 4 )-L- % KB AR A 1-(4-F £ % 4)-
3-okvz BE
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& A 21(D4e 4 ¢ CH,CLA0mD)Z 3% o Au A TEA (0.43ml),
MEMAN4FEATE, EERT, HHELEH2 I H, MELTRSE
FEGAZTFR . FEGHEMRT CHCLA0m) P 5 hox =
BLE L S A4h(1.22g, 5.75mmol), FEBEHR LM 17 e, K
& A CHCL st Aok, shksek, FHRWNaSONRkEE. HEM L
155,98 # (5% CH,OH:CHCL)#% 5 0.69¢ t447AaM6-4: MS (ESH)
448.4 (MH"),

b) 4-[IN*-(F A ) L-F A B AR 1-(4-F 2 XA )39k L B
BT A kA 8@ AR, B s 1T(b)ey 5k, #)
&ATAALAH:  MS (ESt) 446.4 (MH),

LAt 69

3 & A-[[IN*-Q2-wkrz 2 8 2)-L- % £ B A RAT-1-(4-F & % )3k
B
a) (3RS, 4RS)-4-[( L-& £ st 4) & 2 ]-1-(4- 9 & R H)-3-vk e B2

%) LA 68(a) LAty S % P ER: W EE(10ml) ey ik b e n4e 2
(638mg), AFiBT, IR LY 4 e, MERTHELETIE, B
FeES, RPEdaaEL EIUK, RETEGR MRy, FLEm
FrE i vHm 10 % Na,CO;, Hikzkk, F5BNaS0O,), ikt
K 45125 163mg ks, RELNTARA FTHSHEP: MS
(ES+)314.4 (MH"),

b) 3RS, 4RS)-4-[[N*-(2-wkrz % g #)-L- & K BRI RA)-1-(4-F 2%,
#)-3-okng B3

1 4] 69(a)4tA-4(159.3mg, 0.51mmol)g4 DMF(2.0ml)% 3% +
Az ® g42(75.2mg, 0.61mmol), EDC(117mg, 0.61mmol)4o

HOBT(82.6mg, 0.61mmol), %2 TF, MR LY 4 1o, MEAT
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97198532. 4 oW P ET1/134T

BE LBSAEHA 10 % Na,CO,, #Hhkzek, FreMgS0,), itk
%, B A5 B 4 (97:3-95:5 CHCL,:CH,0H)4% 5] 149mg #4474 1L
Aty MS (ES+) 419.3 (MH"),

5 c) 4-[[N*(2-wbr A g A )-L- % A B K R AR )-1-(4-F 2 XA -3 ok B9
BT R k] 69(b) ot RSk, BB 1707 %, #)
&AM A4 MS (ESH) 417.3 (MH),

%364 70
10 #) 4 4-[IN*-C-RE Tt A)-L-F 2B AN RA]-1-(4- 7 A K A)-3-%0%
)
a) 3RS, 4RS)-4-[[N*-(- gk PaLA)-L- T AB AR A1-(4-F 54 %
)3 B
BT A - R TEABWE FESL, ki Ly 69(b)eh ik, 4
15 L ArAL A% MS (ES+) 452.3 (MHY),

b) 4-[IN*(3- §UE TAELA)L- 5 S A | SUR)-1-(4- P £ K 2)-3vpoz oA
% T B £ 70(@) 0otk b, e s 17(0)es 5 ik, %)
B MAL A MS (ES) 450.3 (MH'),

20
EA 71
#) & 4-[[NQ2-gopk gt £)-L-F S AT RA]-1-(4- 7 L X A)-3-9k 52 7
a) (3RS, 4RS)-4-[[N*-(2-vopk g5 % )-L- & KB A R K- 1-(4- 9 55 X A)-3-
ok B
25 BT R 2R AR AR P ERSD, 4B 34 69(b)eg ik, 4

&HrAAL A MS (ESY) 469.4 (MH)),

b) 4-[[N*-(2-wopk g 2)-L- % R BN R AR ]-1-(4- 7 2 X A)-3-vk e B9
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97198532. 4 oW P E72/134T

BT A L) TH@SHRBsE, mBERES 170)6 5%,
13478404 MS (ES) 467.3 (MH),

LA 72
5 #) 4 4-[IN-G 4 fE FEiL)-L-FREAIRANT-(G- 94 R A)-3-9%
"% BR
a) (3RS, 4RS)-4-[[N*-(G4-— X 7o )-L- R A AIRA1-(4-F L
IR IR)-3-ok R BR
BT A 2,3-— UK T ER AR Bior W ERS1, 45 B8 5t3645] 69(b) ey o
10 sk H|ZirMie A4 MS (ESt) 486.3 (MHY),

b) 4-[[N*(3,4-= % P8t A)-L-% A S A LR AT 1-(4- & K A)- 300
B
T B 545 72 R %A, BB s 17T0)e 5%, %)
15 {4pAfcAdn:  MS (ES)484.1 (MHY),

524 73
#4 ANk g 2)-L- e £ B A £ AL-1-(4-F A %A )39k 5
a) 3RS, 4RS)-4-[[N* (8o g £ )-L-F £ B A RA1-(4- 7 H R A)-3-
20 L
BT A 8-k R BRI T BRST, PR k4 09(b)eh 5 ik, 4]
& MAc b4 MS (ES+) 469.4 (MH),

b) 4-[[N*-(8-siopk gt 2 )-L- % £ BLAT R 1-(4- 7 K KX A)-3-0k 2 B
25 BT A EakA 73ISR AR SN, HRBE sk 17(0)eg 5 ik, )
1247840 A%: MS (ES) 467.3 (MH"), 499.4 (M+Na),

%3] 74
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97198532. 4 oW P FE73/134T
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#) 4 4-[IN*-(G-Fbok g £)-L-F KB AR A 1-(4- 7 45 K H)-3-k%2
&
a) (3RS, 4RS)-4-[[N*-(3-Fubapk 3¢ 2 )-L- % £ B A S AL 1-(4- 9 %
)32k BE

BT A 3-Fobak s BB TERSh, 4R B et 69(b)ey 7 ik,
&) &7 Ai4LA4: MS (ES+) 469.4 (MHY),

b) 4-[[N*-(3- F-odeophgr 2 )-L- & £ AR A T-1-(4- 7 A R A )-3 -9 " B
BT A s 7A@ MR EL, R Eas 105 %, #
1FARAAL A4 MS (ES+) 467.3 (MH),

LA 75

# & A-[IN-Q-wbre 2 P 8 A B 2)-L-F 8B RA1-(4-97 5 %5 55)-
3-gk PR B
a) 4-(CFa A B A EA-1-R-T B A3 B

& 364 21(d) & % B34k A4 (5.43g, 25.1mmol)gy CH,CL(75ml)z
s ¥ sux DIEA(6.5ml, 37.3mmol), [ fe A £ F B4F 85(4.0ml,
28.0mmol), #HIE FHiEE, MERSEHFHFEGHERT CHCL F,
A 5%NaHCO,, x, INHCI, #iksk%k, F3%NaSO,), idkfek
Y5, H B LA B (40:60 78k LB T IR)IFE| 2.308 iR AR LS
MS (ES+) 351.3 (MH"), 373.3 (M+Na),

b) 4-(FREAZE P EA IR B g i

W ) 754k A4 (2.2g, 6.3mmol)z fig F 4N HCV — & < 31
FARHF 45 54, RBRBR RIS FRLEHG K5 1.788 th4rH
febdh, AHER%| e B4k MS(ES)251.2 (MH),

c) 3RS, 4RS)-4-[(FF A A g ) £ A-1-(4-F K% )-3-k = B}
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97198532. 4 oW P ET74/134T
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% L4 75(b)ik -4 (288.3mg, 1.01mmol)#y CH,CL(2.0ml)% %

# fu A TEA(0.17ml, 1.22mmol) 5o 4- 9 4 T #:(241.5mg, 1.21mmol , %
MR EHRY S0 %), HHR LML e, MERGEHETHAZTT
1o, 355 G4 s § CHCLE.0m) & 5 e N = TELE A M S A4
(467.4mg, 2.21mmol), £ FET, HHFREHER, wE A CHCLAH
#5050 % ok, Hoksek, FHRMNSO,), WiEfRkm. HEMNK
1,55, 68 #7(2.5:97.5 CH,OH:CHCL )45 5} 128.7mg ¢4 4744k4-4: MS
(ES+) 335.3 (MH"),

d) (3RS, 4RS)4-F -1-(4- 7 4 SR )- 3o B8

& 52345 75(c)4-45(1.0g, 2.99mmol) ¢4 & £2(50ml)¢4 0 C gk &
mande 2(1.20g), EBAEAT, WHEREGH 25 e, MEERE
+ ER wERd R, R IRRITE) 0.598 ehirA G-, A &k
MS (ES+) 201.2 (MH"),

€) (3RS, 4RS)-4-[[N*-(2-ntrz k7 R A S A)-L- T KoL AR &) 1-(4-F
H s H)-3-kee B

& & § %) 75(d)#9 4-4-4(178mg, 0.90mmol) ¢4 DMF(3.0ml)z
& % sm A EDC(207.2mg, 1.08mmol), HOBT(147.5mg, 1.09mmol)#= N-
(- & P A A 3 A )-L-% £,8:(290.0mg, 1.09mmol), 3t R & #hit
&, HEREMA LB TE(S0m), 10% Na,COs fo 3 K 6 484 ¢ R4
My, wiERss M FSBEAVE. A LR LEGOmD)zRE A
KE, RBEKGESFOAENE THMN,S0,), igifReE. HE
24k 5% @ #(5:95 CH,OH:CHCl,)42 2] 199.7mg ¢4 47 8 fc4-4: MS
(ES+) 449.3 (MH"),

f) 4-{[IN"-(2-werz & 7 A5 0)-L-F BRI RAT-1-(4- 7 £ 8 8)-3-%

" B
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97198532. 4 W B P FET5/134T

T B ks 75(e) bt R sk, 3B E#bs) 170)es 5%, 4
&840 A4 MS (ES) 447.4 (MH),

A 76
5 #14 4-[[IN(TBe)-L- & A B AR AT 1-(4-F & K 2)-3-R 7 &R
a) (3RS, 4RS)-4-[[N* (- T A& H)-L-F £t A £ A 1-(4-F 4%
A&)-3-ker By
& 523641 75(d)e 44-4(314mg, 1.57mmol) 44 DMF(7.0ml)iz i
s HOBT(256.7mg, 1.90mmol), BOC-% & # (473.2mg, 1.90mmol) o
10 EDC(364.8mg, 1.90mmol), £ £:&TF, #HHEREHWIR, MERKILM
A T8 LES(S0ml),  10% Na,CO5(S0ml)fa 2k A.(50ml) g it ik 3 4% ¢4 1%,
Lot BHERAM 30 54, UGS B K EHA Lok 2 Es(S0ml)
k. RARKRESFOANE, THRNaSO), Witk HE
44 5%, G #(3:97 CH;OH:CHCL,) 4 2] 434mg ¢4 474084 MS
15 (ES+) 414.5 (MH"),

b) 3RS, 4RS)-4-[(L-F £ @A) R A-1-(4- 7 K K A)-3 ke Bi e &
3& 3645 76(a) #4444 (434mg, 1.05mmol)z g F 4N HCV =% k%
(10ml) o 3t £ £ F #4430 549, RGB R R FERLEH TR
20 K J6 ¥ B 3 (127.6mg, 0.70mmol);5 g F CH,CLy(4.0ml) & 5 pun
DIEA(0.27ml, 1.54mmol), &G ziEk—4H =, HTARA T T
itz MS (ES+) 314.4 (MH),

¢) GRS, 4RS)-4-[[N*(Z. gt £ )-L- & A A AT £ A& 1-(4-F A 8 K)-3-%

25 "

R

& A4 T6(b) L 24 (0.35mmol)sg O 'C g 185 F oA 2 B4 B
0.04ml), £ 0°C, 335 g 1.5 18, M m CHCL (SOml)sse
# A 5%NaHCO,, &k, FiMeS0,), dikfekss. HEML
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T3 @ #(5: 95 CH;OH:CHCL)73 5] 51.3mg e4 47 M4 4-4: MS (ESH)
356.5 (MH"),

d) 4-[[N*-(Z 8t )-L- % s AT K& ]-1-(4-F 2K % A)-3-9k 2 B
BT R Ss) 6L AR, B ks 17(b)ey 75 %, 4l
&anAiA o4 MS (ESt) 354.4 (MH),

Skt 77

# 4 4-[IN*(x-= AP A R srme )L B A B AR A 1-(4-9 25 X 4)-
3-wk °2 BA
a) (3RS, 4RS)-4-[[N*-(s4-= £ 7 £ F s A)-L-FE A A RA]-1-(4-F
A XA 3oz B

1 52 3#45) 76(b)4k.A-4(0.35mmol)gy CH,Cl, ¢4 0 C ik ¥ A st
Z A P& X ahm £,(105.8mg, 0.43mmol), HH R gty 15w, BB
A CHCI, (SOmD)## 2 5 A 5% NaHCO;, #ik#bik, FHRMgS0y),
it ARk s, A B AL B 4(5:95 CH,OH:CHCL)7g %) 94.2mg ¢ 47
Hii A4 MS (ES+) 522.3 (MHY),

b) 4-[[N“(2f- = £ F A KBt A)-L- % £ A R A]-1-(4-F 5 R 24)-3-
Yk o2 B

BT B & T7Q@) R, R ks 17065k,
& iS4y MS (ES+) 520.2 (MHY),

5236451 78
4 4[N (6o )L BB AR A 1-(4-F £ H )3k 89
2) (3RS, 4RS)-4-[[N*(6-wfopk g 2 )-L- 7 £ B2 FA T 1-(4 P £ 5 2)-3-
o

& 52 #6451 76(b) 4, 24(0.35mmol) g DMF(2.0mI)z s o Aw A
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DIEA(0.13ml), HOBT(58.2mg), 6-wigk £ (73.2mg) o
EDC(85.2mg), AE:&T, HH¥Aut 48 Iof, MEFEIMALTHELT
gs(50ml), 10% Na,CO4(50ml)fo 2 5k (SOml) g4 iR i HEH- 64 iRE-H .
Higin ot 30 H4F, B A B K EH A LE LEs(S0mD) ik, A 10%
Na,CO,. #AhzksFANE FHMO0,), wdigithas £E&
M B4 7% 4 4 (5:95 CH,OH:CHCL,)7% 2| 91.8mg ¢4z 8t &-4: MS
(ES+) 469.4 (MH"),

b) 4-[[N"(6-iespk . 2)-L- % & B A E AT 1-(4- 9 % K A)-3 052
BT A A T8I BRI, 5 R 1708k,
SarsiAL g MS (ES+) 467.4 (MH),

S35 79
# 4 4-[[2-(RS)-G-gE £)-4- 7 AR A DK B A]-1-(4-F A XE)-3 9% =
&R
a) (3RS, 4RS)-4-[[2-(RS)-(3- Bt A )-4- 7 A KA KB A 1-(4-F KK
AK)-3-krRBR

& T34 75(d) 4k 4-4(101.0mg, 0.50mmol) ¢4 DMF(2.0ml):% 5%
sz HOBT(82.5mg, 0.61mmol), 2-(3-B£ % £ )-4-9 24 X 82(161.8mg,
0.60mmol)fz EDC(116.6mg, 0.61mmol), fz £:2 3R g4 17 /8,
RS 35 AR T8 L E5(S0ml), 5% NaHCO,(50ml)o 3k A (S0ml)ah R
R RA P, BZRAH 30 545, MBS B KRR LR
ZEs(SOmD)seik, A HAASFAANE, FRMES0,), iRk
4. HEH LA B H(2:98 CH;OH:CHCL,)1% 2] 72.9mg 84474406
4. MS (ES+) 451.3 (MH"),

b) 4-[[2-(RS)-[(3-B 3 £)-4- 7 £ KA DR BA]-1-(4- F K X E)-3-9
0
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97198532. 4 o P E78/134m
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BT A k4 79@) AR 250, 3B 23#4] 17(0)ed 7 sk, %)
& Aafe ot MS (ES+) 449.4 (MH"),

S #4) 80

# & A[IN“CFEAZ B L- & A8 A2 [(FaRA BB P EA]
)30z AR
a) (3RS, 4RS)-4-[[N“(F E A A )L B A BAIEA 1-R((F a4
EILT Il SR LT

EEIR, %k 2108 5 285 2£(2.04g, 5.09mmol)¢g
CH,CL(10ml) it 3% & i% 5% F A = 2B (836pl, 6.0mmol), 1% N-[(F £,
#)# A )-N-9 £ 4 2,82(1.25g, 6.0mmol)gy CH,Cl, 5 3% Ao 2 Bz R4~
Mo, FBWH2 0, REREAETHAET 206, BEGHE
g+ CHCL(Sml) % 5f Ao A\ = T80 8 A M .4t 44(2.338, 11.0mmol), #
#HrbMdx, MeR CHCL#HSFA O fothkok, HEMGE
fk, 3:97 MeOH:CHCly, # & 5:95 MeOH:CHCL)42 % 47 85 ft. 2-%4:
MS (ES+)555.2 (MH"), T #4/ FF—% &.

b) 4-[[N*-(F R A B H)-L- % B AV RAT1-2-[(F 8 A L) 7 A4
T Ak ]-3-ok R BF

ERAT, # L4 80(a)E2(305.9mg, 0.55mmol)#g £, 4
DMSO@ml) s % Au A = 2, 8(4604l, 3.3mmol)fo SOentzz £ 449
(266.1mg, 1.7mmol), 2T, WHA LM E TLC S A BHE
£46R (11 8), KB M CHCL(100mD g 440 4 ) 11 8 4:5%
NaHCO; %, A #7144 CHCL ik K B3 A 5% NaHCO,; #o 3 K 44
FHOHIE, KR THMESO,), LRARSE. HEKZGH(E
f&, CHCL, # & 2:98 MeOH:CHCL,)43 %) 131.4mg #4472 1L4-4:
MS (ES+) 553.2 (MH"),
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97198532. 4 oW P FE79/134T
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%34 81

414 A-[IN*(o- 2 s £)-L- 2 S B A R A 1-B-Ce D)X Tt
313 B
a) (3RS, 4RS)-4-[(L- & £ me 2) £ 4 ]-1-3-C-nkse KK L H)]-3-9% %
B3

EEAKET, ALkt 33(d)s-4e9 MeOH(GBOml) ¢ 0 C ik
BN 10%4e8%(1.508), £AAET, HHEREY, FHE#RETIE,
z TLC 5 488 BAT T4 A1L(C0 54F), LaEt BLERR
i, A MeOH sk it i 45 i i 1% %) 389mg ¢4 47881k 44:  MS (ESH)
425.2 (MH"),

b) (3RS, 4RS)-4-[[N*-(a- 7 s Bt 45 )-L- 6 R B R A 1-3-(2-nkre )
F LA 3o B

£0°C, f%shp) 81@)0.23mmol) g CH,CL2mI)z i % Am A
N- 57 4 vZ ok (30ul, 0.28mmol)Foo- 7 3 skt £ (56.0mg, 0.29mmol), 3
B iRt 2 e, KGR CHCL(SOm)###, & 10% Na,CO, fo 2k
ik, FRMeSO,), itis Ak smips] 129.3mg eoinMic s MS
(ES+)579.3 MH"), T &4 T T 5l ¥ BHARE LkiL.

¢) N-[[N*(a- 9 sk Bt 4 )-L- % A s A ) R AL- 13- )X LBt
#)]-3-vk Pz B

BT A s 810U Kok, 4588 a6k 80(D) &Yy ik,
&7 4de o4 MS (ESt) 577.4 (MH),

%34 82
#%& A[IN-2-F A H)-L- R RS A RA1-B-Cr )X Tik
#)]-3-gp e R
a) 3RS, 4RS)-4-[[N*-(2-E A # 4)-L- % £ s AR A)1-(B3-Cmmg )X
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97198532. 4 o P ZE80/134m
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Z 83 )]-3-9k "% BR
BT A -EBRARS-FRRBAIL, BEKEY] 81(b)eh 7 i,
&) &47 M40 A%: MS (ES+) 579.3 (MH),

b) 4-[[N®-(2- & 2 3 £)-L- % £ s A A A )-1-3-C-bmg AR Taeh)]-3-
Ik P B

BT R L4 821 A ARSI, R A 800 ik, #l
SRS BB B S B A K S Rty MS(ESH) 5773
(MH"), 24 BEAF4L T A% B i 4504& Rewd JE sbatki s MS (EST)
(MH") 577.2 ;

34 83
5 & A [IN(Eam L )-L- & 8 s A 184 1-B-Cw )X st A]-3-
ok P B
a) (3RS, 4RS)-4-[[N*-( s st 4 )-L- & £ st A& 4 ]-1-3-C-nbrz KR
B3k B
BT B R R R B TEBABLRSL, R Ry 81(2)ey 5 ik,
s & A7 if o4 MS (ES+) 565.3 (MH),

b) 4-[[N*-(E At A)- L% £ B A | B A ) 1-(B3-Cutnt )% TR A )30k
28

BT A i) B3R SR, B k) 800 ik, #)
Sandii Aty MS (ES¥) 563.4 (MH),

F et 84
3% 4-[IN=G-Fookgt £)-L-F B AR K] 13-k )X Tt
A& ]-3-ok 2 &
a) (3RS, 4RS)-4-[[N*-(3-Fufopk it £)-L-F KB A KA 13-z )
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FOBA]3- R

) 81(a)it4-4(0.23mmol) ¢y CH,CL(2ml)¢4 5 3% & X
HOBT(37.6mg, 0.28mmol), 3-F-wkopk # % (48.7mg, 0.28mmol)fo
EDC(53.5mg, 0.28mmol), £ %3 TF, HHRLRESMHITR, MEHL
#fiN EtOAC | 10 % Na,CO; o 3k Ak (& SOmI)ad ifl i 5t 3 6 340 o 5
B30 544, 5 B &2, B #re4 EtOAC(S0ml) 44 &, A 10 % Na,CO,
Fo b Kok AME, THMS0,), dikfoks. HEMGELEK
5:95 MeOH:EtOAc)4% z) 40.7mg ¢4 47884 4-4: MS (ES+) 580.3
(MH"),

b) 4-[[N*-(3-Fodopk g% 2 )-L- % R BLA R A-1-3-C-sbrg H) K TBL A ]-
3-wk vz BR)

KT A A 84 AR Sh, BB kA 80(D) ey ik, #)
&rAAeA: MS (ESt) 578.1 (MH),

F34) 85

#& 4-[B3-[2-mbrr 2R LB AR AL 1-[(29)-4- 7 £ -2-([(F & AH )]
£ S BEA )3 -k B
2) (3RS, 4RS)-4-[3-[(2-wboz £)% LA A EA ] 1-Gi-T £ A £)3 0%
%% B

) a4 21(d) & 2 82(434.1mg, 2.0mmol) gy DMF(Sml)i 5% & A
A HOBT(299.1mg, 2.2mmol), 7% § 5364 33(c)éy 3-2-wkre L)X T B
(471.4mg, 2.2mmol)f- EDC(422.5mg, 2.2mmol), A %2 T, #HIEE R
Wit MUEH AN EtOAC, 10% Na,CO, fa 3 K.(% 100mI)it i 4
e RAY P A 30 54, S BEE, Ay BOAC(100m)st 4
KB, F 10%Na,CO, o th ok stk & M AHLE, FHMeSO,), it
ok, A EMGEL., EtOAc)i3 5| 388mg ¢h4rMiib 44 MS (ESH)
412.3 (MH"),
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97198532. 4 o P ZE82/134m

b) (3RS, 4RS)-4-[3-[(2- oz £)% LA R S A Svhor B = g 2

) 85 A 8 Bk T 4N HCV = 5% 5730mD) 55

TETHI LS I, AHAFHRIneE RS AELE REA

SRR EBTREGMAE A AY: MS (ESY) 3123 (MH), -
HERATTIF R

¢) 3RS, 4RS)-4-[3-[(2-skrz ) ¥ Tae A A2 )-1-[(2S)-4-9 £ -2-[[(F &
AZABOVE AR B A3k B8

10 % CBZ- % & 84 (144.6mg, 0.55mmol)g4 DMF(4ml)i% 5% &+ fe A £ 5
4] 85(b)4k4-4(0.45mmol), DIEA(173pl, 0.99mmol). HOBT(73.1mg,
0.54mmol)f= EDC(106.1mg, 0.55mmol), £ £:8TF, #iR itk
G H AR EtOAC | 10% Na,CO; Ao 2 /K (& S0ml)gh iR ig it 4438,
S w1 et 48 & &5 Aareh EtOAC(SOml)seikkA4n, A

15 10% Na,CO; 4o fh K stk &5t 4 A ALE, FHMeSO,), idifH# #4513
A M4 MS(ESH) 5593 MH'), REH4ATERATFFH S
K.

d) 4-3-[-o £) % LB A A 1-129)4- 7 £ -2-[[(F R AZ LK
20 R1XEA]3 ko
BT A A BSOMA MRS, B8 5364 B0D)Eh 53k, H
SARMALA 4 MS (ESH) 557.3 (MH),

52 %41 86
35 HE 4BICRRR)E OB AR A4 P2 [2- (i A P E
A B REA] S BA] SRR A
2) (3RS, 4RS)-4-[3-((2- w5 )% BRI E AT 1-[(2S)4- 7 -2-[[2-(s
L ELFEC T E T EIRY.
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97198532. 4 o P ZE83/134m

BT A N-Q-arrz 7 @4 g 2)-L-% & 848, CBZ- 3 & 8 4},
BB F84] 8508 ik, 4 &4MILd4: MS (ES+) 560.3 (MHY),

b) 4-[3-{(2-re )% TERL AR AT 1-[(29)-4-F £ -2-[2-(rz £ PE L
5 A E AL B AL 39k 7% A
BT R k4 80(a) LSt AR ST, d MR Tk 80(D)eh ik,
&AL &4 MS (ES+) 558.2 (MH),

45 87
10 & 4-[[N*-Q-R ek )-L- 5 £ Bt A £ £ ]-1-[(2S)4- 9 £ -2-[[(F E A
FIOVR AR IA]-3-wk o8 47 67
a) 3RS, 4RS)-4-[[N*-(2-x @t 4)-L- & £ B A1 & A )-1-[(29)-4- 9 1 -2-
G- ¥-3°FIIF-§ 3], ¥ SRS
RT AR TEBRARE 3-Fak Bl sh, BB kb 460)65 5k, 12
15 ) 47840 A4 : MS (ES+) 567 (MHY),

b) 4-([N*(2- ) gt £)-L- % KB A1 R A 1-(29)4-7 £ 2-([(F A
FNEAEAL3 -0 L B
BT A Ll 8T SR RIS, BB THb 46008 5 ik, )
20 HARAALAH:  MS (ESt) 565 (MH),

%34 88
# & A[IN-Gh-T RRA L)L % &a £ ] £ 4 ]-1-[(2S)-4- 9 35 2-
1G:C-F £ IE-F-3), 8 It A S0
25 BT A 5 ak4) 46 ath R oh, 388 ks 466G 5 ik, )
& 1rAae o4 MS (ES+) 547 (MH),

5241 89

128



97198532. 4 o P ZE84/134m
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#& 4-[(L- B RBATRAT-1-[2S)-4-7 £ -2-[[(F R A HZ RIRLADK
A3 boER e 8

BT R kA 88 BATRASL, B 46006 F ik, #E4F
A% MS (ES+) 447 (MHY),

4] 90
#14 4-[IN*Q-dophgr #)-L-F £ B AV R A 1-(2S)4- 9 1 2-[(F AL
# A EARA]3-wheg 15 AR
a) (3RS, 4RS)-4-[[N*-(2-sfoph gt 2 )-L- & R B A 1R 2 )-1-[(2S)-4- 9 & -2-
[CFRAZDIRADRA]3-eb b8
BT AR A - Rk A B sl 4R Ak d 46() e ik,
%) &A1 M AL A4 MS (ES+) 604 (MH"),

b) 4-[[N*--rgopk g 24 )-L-F A B AR 1-(2S)-4-7 L-2-[[(F B A 3
AN EADR A3 -t 4 B

BT A A 0@ e R AR, BB ks 46008 5k, 4
&ArAAL A4 MS (ESt) 602 (MH'),

A 91
#& 4[IN“Gam A g 2)-L- 2 & A ]84 1-[2S)4-9 £ 2-[[(FE £
AR KA bt B9
a) (3RS, 4RS)-4-[[N*-(d s A g 4)-L- % &8 A £ 24 ]-1-{(2S)4-9 % -2-
([(F A SO RADRAT-3 b 47 BE
M T AAMABARE 3-Frbak sk Bash, 4508 52364 460)84 5 3%,
#4744 44: MS (ES+) 597 (MH),

b) 4-[[N*-(dA A g H)-L- B KB AV RAT-1-[2S)4- 7 L-2-[[(F R A B
FOIEADR )3 -HE 4 R
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BT A Akt Ol AR ARk, 4B Eakd] 46(K8y 5 ik, 4]
EArAALEH:  MS (ESH) 595 (MHD),

F A 92
# & 4[N A X PEct)-L- B & AR AT1-[CS)4- 7 4-2-[[(F &
A A EAR] R 3-wnB S B
2) (3RS, 4RS)-4-[[N*-(4- fik Pst)-L-F6 KA AT 1-(25)4-7 % -
2-[[(F A DI RADRA]3 -k BB
BT A 4&REFHRAYS S-FEak R Bl 44 460)6h 5
i, #&iFMiS4: MS (ESt) 571 (MHY),

b) 4-[[N*-(4-f X 7 ee 2)-L-F A st A R A T-1-[2S)-4- 7 5 -2-[[((F A %
HFAOVE ]R3 b AL B

BT A Sakb) 2@ S M RBSS, BB LY 40085k, )
£A7AALA4: MS (ESt) 569 (MHY),

347 93
#) & A-[IN*-(2-nbrg £ g 5)-L-F KB AR A 1-[(25)-4- 7 £ -2-[[(3 &,
A HERNEALA]-3- i L8R
a) 3RS, 4RS)-4-{[N*-(2-nprz g £ )-L- % £ B ] R AT 1-[(2S)-4-7 % -
2-[[(F B ABAOVA LR A3 -k e BE
BT RAre TR 3-Fobak R BR SN, 4k PR T4 460)84 5 ok,
%) 84744 A4p: MS (ES+) 554 (MH),

b) 4-[[N*(2-weog g 2 )-L- & £ st A RAT-1-((2S)-4- 7 4 -2-[[(F A4
H AN RALEA]3-bob B

BT A k4 93 R A5, 4B L4 46(0)8y 5 ik, 4]
£ArMifes4h: MS (ESH) 552 (MH),
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97198532. 4 o P ZE86/134m

&4 94
%) & 4-[[N*-(2-m5 K -o- 7 kB A )-L- 7 KB A KA 1-[(25)-4- 7 4 -
2-[[(F A B A B A XA 3-wbog LB
a) (3RS, 4RS)-4-[[N*(2-74 . -o- P 3R 2k b 24 )-L- 5 R e AR ) R A )-1-[(29)-
5 4-w 4 -2-[[(F B A B OV RADR K] 3-eb be B
) 5 #45) 46(1)(250mg, 0.48mmol) gy CH,ClL,(10ml)ik 5% & e A
TEA(0.23ml, 1.68mmol), 4 & e 2-74 £ -0- 7 3 a8 5,(119mg,
0.5smmol), #tHR p# £ TLC SR BT e Kk, BEREIi B
(10% CH,OH/CH,CL,)#% 5| 95mg ¢4 47824t A-4: MS (ES+) 648
10 (MHY,

b) 4-[[N*-(2- 24 25 -o- P F e 5)-L- T A me I R AR ]-1-((2S)-4- 9 % -2-
[[(F RA OV RALA]-3- bk S ER
BT A bl 4@ RB I, BB L] 46065 ik, #]
15 &A7MALe4: MS (ESt) 646 (MH),

S 95
4 4N Qoo B R )L E AR £ R 1284 7 2-2-{((F
A BB EADRA]3- g S B
20 a) (3RS, 4RS)-4-[[N*-(8-oppmk Bt £ )-L- % £ Bt A A A& 1-[(25)-4- 9 -
2-[[(F B A B AOVRADRA]3-whof b B
%) 364 46(1) 4k 44 (274mg, 0.53mmol) ¢4 CH,Cl,(10ml)i% ;% & #o
A TEA(0.26ml, 1.84mmol), & fe A 8-waopksk it £.(125mg,
0.55mmol). 3 F M E TLC HHEEEAA L. BREHHEM
25 #46(10% CH,OH/CH,CL){3 ) 95mg e 47440 4-40: MS (ES¥)
640(MH"),

b) 4-[[N*-(8-ssopkmi Bt 2 )-L- % A B AN R A T-1-((25)-4- 9 -2 ([(5F £
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97198532. 4 o P ZE87/134m

PEALFALE SRS
BT A Rabdl OS@MLA MRS, 1288 LA 460K 53k, H
&47MACSH:  MS (ES¥) 638 (MH),

5 5 4645) 96
& 4[IN*-Q-ZAZA)L- EEBAIEA FAI-1-[(2S)4- 9 2 -2-[[(3¢
FAZIOIRADR A3k b BR
2) (3RS, 4RS)-4-[[N*(2- £ £ g #£)-L-F & st A1 R A PR J-1-[(2S)-4-w
A2-([(F RA S DOIR AR A3 -k 1o B2

10 T A N-CHy-N-BOC-L-% & g X #% BOC-L- R & s fo I X V&L
A 3-Fohak R B oh, 38 st 46(e-)ed o ik, # &AL A
MS (ES+) 617 (MH),

b) 4-[[N*-(2-F A HH)-L- R ABAIEA T A4 7 £-2-[[(F &
15 A ABOIEA)RK]-3 -k L B
T A 52464 96U RASL, BB bty 460067 5%, |
&AM a4 MS (ESH) 615 (MH),

53645 97
20 #& 4[IN*-2-eak A g H)-L-F & B AR P A 1-[2S)-4-w 2 -2-[[(3F
F A B HOIE AR A]-3-akeg 12 57
a) 3RS, 4RS)-4-[[N*(2-votk £ 3 £ )-L- % £ B2 18 F 24 ]-1-[(2S)4- 9
A-2-[[CFRAB DI AR A3 -wbek br B
%7 A N-CHy-N-BOC-L- £ & 85 4% # N-BOC-L- % & 84 o i v
25 EARE 3Bk R ER ST, BB k4 46(e)eg ik, H&ARMALS
¥ MS (ES+) 616 (MH"),

b) 4-[[N*-(2-kok 2 g 24)-L- % KB AR F A -1-[29)4- 9 £ -2-([(F &
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97198532. 4 o P ZE88/134m

AR IR ]-3-hek bt BR
BT A s V7@ AR BRI, B ks 46(K)8g ik, 4
LAr ik MS (ES+) 614 (MH),

5 5 345) 98
#& [IN“CGR et ) L-F &8s A &AL 1-[@S)-4-9 1 -2-[[(F Ak 2
AR ARAL3-koz 8
a) 1-F f g% %-1,2,3,6-w9 Sz
£0°C, f1,2,3,6-m9 f ez (5.4g, 65mmol)g4y CH,CL(200ml)sx i3
10 # s TEA(10ml, 71.5mmol), 4 & i e £, F &4 3 &5(9.8ml, 68.3mmol)
# CH,CLOOmD %, £0°C, AR ush 1w, FEEHFED D
i, KB R CHCL###, A INHCI, k. #Hikzik FrMgso)
R4, B S 7K G #(40:60 CH,Cl,: 2.42)4% 5) 8.0g eh 47 8 1L 4-%:
MS (ES+) 218 (MH"),
15
b) 1-5F & g K -3,4- 50 Rk
6] 55 7647) 98(a)1L£-4(8g, 36.9mmol)4y CH,Cl,(200ml)ix 3% & Au A
m-CPBA(19g, 111mmol), £ X B THHIRE L HTR, MEREHE L
Bk —A2 it iR, Aiede KyCOs(3 &), K, &AKEEAIE, F12MgS0,)
20 FRGEFENEFREHIRY: MS(ESH) 256 (M+Na), s e | FF —
¥R,

©) I-F A A g A -3-2 4B RA %%
%) 32 3645) 98(b)4t 44 (8.6g, 36.9mmol) a4y W EZ: £ (8:1 ¢4 200ml
25 RN T A A R AL 42(4.0g, 73.8mmol) fo & F 1L 4n(4.8g,
73.8mmol), £ 50°C, pui B g3 b, KBRS, A TBLEH
#HtOR A PH 4 g 4%, 484 NaHCO; | K40 3 Kbk, FRMgSO,)
AHME, it H k35444 4%: 'HNMR (400MHz, CDCl,) 7.35
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97198532. 4 o P 2E89/134m
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(m, 5H), 5.1 (s, 2H), 4.2 (m, 1H), 3.4 (m, 1H), 2.3-2.9 (m, 6H),

d) 1-% FAH A3 Fa A4 LR

&1 523645 98(C) L. 447 (10g, 36.9mmol) gy CH,OH(200ml)z: i % o
A= Lge(15.4ml, 110.7mmol), & e 1,3-% —5:8(11.0ml,
10.7mmol), /& 258 F, A B Wit &, MG KA, kB4 H46(20:80
T L4 L EDFE) 38 s AL A MS (ES+) 251 (MHD),

e) 3RS, 4RS)-4-[[N*-(- T A A HE L) L-ZAm AR A - FRAHAL
3wk B

%) = #45) 98(d)4k4-44(3.0g, 12mmol) ¢4y CH,Cl,(300ml);% % & A
BOC-L-% £ #(3.1g, 12.6mmol). HOBT(1.7g, 12.6mmol)#- EDC(2.8g,
15mmol), EEBHEHR pHER, KER CHCLAEZ#/A 05N
HCl| 4842 NaHCO,, Kifofhkiotik, FERMESO)AIE, itk
Y. B HALIK G H(5:95 MeOH: CH,CL)72 2] 4.82 4474444
MS (ES+) 464 (MH").

f) 3RS, 4RS)-4-[[N*(-T & A HA)-L-F A st AR L] 3% B

% F ) 98(e) 44 (38, 6.4Tmmol) ¢y P EE: ZEr &S (1:2 ¢4
100ml ;5% )ik 5% F hen 10% pd/C | A Parr 4132 £ 45 45 psi 3pi5 %
b4p 2 ey, A CHCL 2t + i B R B & SRS F 28 6947 804K
A4 MS (ES+) 330 (MHY),

h) GRS, 4RS)-4-[[N*-(-T & A& g 4)-L-F KB A IR A)-1-((2S)-
4- 97 2 2-[[(F B A BRI RADR A3 ko B3

1 34 98(f)4k 44 (1.6g, 4.86mmol)¢y CH,CL,(200ml)% ;% o Hm
A CBZ-% £ #(1.8g, 7.29mmol), £ %2 TF, #Ham 0.5 )8, K
Jo N Z LB RS S A4 (2.1g, 9.72mmol), £ FBTF, A5 2
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97198532. 4 oW P E90/134T

Joat, MER LBRTEHE, M4iaF NaHCO,  Hksek, T2
(Na,S0,), itk k4. BEITLALK GH(5:95 Pz CHCL)iZ5 28
AR HAL A% MS (ES+) 563 (MH"Y),

5 1) 3RS, 4RS)-4-[(L- % & Bt A R A ]-1-[(2S)-4- 9 3 -2-[[(F Ak 5 )&
AR E]3-vkre B Hhag &
%) = 36.45) 98(h)4L &4 (28, 3.6mmol) 44 P EZ(S0ml);x 3%  Au A 4M
HCl ¢y —o2px(SOml);z iz, A2 T, MR EHITE, MERERE
2.2g th 444 MS (ES+) 463 (MH"),
10
1) 3RS, 4RS)-A4-[[N*-(X Z st A)-L- T £ A1 R A]-1-{(2S)-4- 7 4 -2-
([(F A Z OV RADRA]-3 %z 82
5] £ 3645) 98(1) k. 4-#(337mg, 0.63mmol) 44 CH,CL(10ml)5:% & A=
A TEA(0.22ml, 1.58mmol), 4 5 A % Z 8 (90mg, 0.66mmol),
15 EDC(151mg, 0.78mmol)f= HOBT(89mg, 0.66mmol), ik & s 4 £ TLC
SR RAEH L, L8 HHEH(5% CH,OH CH,CL,)i% %] 273mg
#4RAR4L A4 MS (ES+) 581 (MHY),

k) 4-[IN-CR zae)-L-F £ B AR R A T-1-[(29)-4- 7 £ -2-[[(F A%
20 AR Rk 8
%) 52 364) 98()4¢ 44 (270mg, 0.46mmol) g5 DMSO(2.5ml);5 % o
e TEA(0.39ml, 2.8mmol)fevtrz = & 4L55E 4-4(223mg, 1.4mmol),
BEERT, BHEREH DA, BEE LK LEFltaf NaHCO, g4
8. kAR IE, FHRNS0,), 5 4 # EH#(5% CHOH CH,CL,)
5 HALKGHIRE 220mg MAR AL S MS (ESH) 579 (MHD),

52 #l 99
4 4IIN-(G-noz & 7R AZA) L5 B AR R 1-{25)4- 7 £-2-
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97198532. 4 oW P FE91/134T

G- E ¥ EINEFI)F LT 4.0)
a) (3RS, 4RS)-4-[[N*(4-nprg &£ 7 A HA)-L-F KBEAIR A 1-&-T
FARHAR IR B

) 364 21(d) £ & 55(320mg, 1.48mmol)gy CH,CL(20ml)z % &

5 Ao N-(4-uhrg 35 7§ 4 5 2 )-L- % £.8:(415mg, 1.85mmol),
HOBT(210mg, 1.55mmol)fz EDC(355mg, 1.85mmol), A &2, #HH K
iR, BE R CHCL##, m 0.SNHCl, 4% NaHCO,, Kk#=
Rk, FRMESONAIE, ik, AN A G 4(10:90
MeOH: CH,CL,)#g 5| 573mg ¢4 4740 1k44: MS (ES+) 465 (MH"),

10
b) (3RS, 4RS)-4-[[N*-(4-nmz f& 7 F K A)-L-F B AIRA] 3900k
BRodeai

€ 52 345 99(a)4 4~ (570mg, 1.22mmol) g4 7 B(10ml)E 3% F AwA
AMHCl g — g mm(I0m)zesk, AR T, MR, WMERSER
15 ) 536mg #7884k 44 MS (ES+) 365 (MH"),

¢) (3RS, 4RS)-4-[[N*-(4-whng 7 F A S 4 )-L-F A b 4] £ K]-1-[(2S)-
4-9 A 2-[[(F RA BRI RAR A3k B
BT R s O9bMe B st R kb 466k, 4
20 &ArA4LA4: MS (ES+) 598 (MH),

d) 4-[[N*-(4-ake & P RA K A)-L-F £ @A) KA ]-1-((25)-4- 7 4-2-
[ E A A R AKX A)-3-9k R B
BT A 4 OO R A ST, BB Tk 46(K) e 7 ik, )
25 &inAAcA4h: MS (ES+) 596 (MH),

% 44) 100
) & A[IN*-(4-mme 2k 7 B BB L-F A m ) £ A)-1-[QR)-4- 7 34 -
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97198532. 4 oW P E92/134m
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2-[[(F A 3 O & AR A]- 3wk dR
a) (3RS, 4RS)-4-[[N*(4-mkrg k. P A A H)-L-F &A1& A T-1-[2R)-
4-w 2 -2-[[(F | 8 OV R AR A3k B3

% T A CBZ-D-% g4 CBZ-L-Z & @ sh, 4258 544 99(c)
Wik, H&ARHAcA: MS (ES+) 598 (MH),

b) 4-[[N*-(4-srz £ 7 F A 3 80)-L- 35 £ BE R 1R A 1-[CR)-4- 97 1 -2-
(CFESTTNE-EALE IR L4

BT A Skt 100@) o % 3 ob, 4288 5564 46K 5 ik, 4
& MAod: MS (ES+) 596 (MH),

4| 101
#4& 4-[IN“CR zat ) L- R £t R &A1 (CR)-4- 7 £ -2-[[(F &k
=2 IE-F I Nty LA
a) 3RS, 4RS)-4-[[N*-( Z. 8t 4)-L-F £ et L1 £ A ]-1-[CR)-4- 7 4 -2-
[[CF f A AN EADRA]-3-koE 8
%7 A CBZ-D-% f @4 CBZ-L-F A @k, #EEH#p 98(hj)
#75k, #1&MALS4: MS(ES+) 581 (MH),

b) 4-[[N*-(C( Z.st % )-L-F A pe A R A 1-[CR)-4- 9 £ -2-[[(F R A
2 EALR A3 8

BT A k4] 1011 KAt B EES 460675 %, #)
£ArAALA4:  MS (ES) 579 (MH),

At 102
145 4[N (oo 282015 KB A EAT1-{RR)4- 97 £ -2-([(F
ESTILEIALEALETL
2) (3RS, 4RS)-4-[[N*-(d-sfsit 7,8t 2)-L- % £t ] AT 1-{2R)4- 7 -
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97198532. 4 oW P E93/134m
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2-[[(F f A s OV B AR A3k B3

7 A CBZ-D-RE &K #4 CBZ-L-T R @ fo Al 4-okok TEARAXK
BRI, BBk BMDeF ik, HEFMLSY: MS(ESH)STI
(MH"),

b) 4-[[N*-(4-ok o Z Bt 2 )-L-F £ B AR AT 1-[QR)-4-9 2 -2-[[((F A&
FEARNEARA]3 %28

BT A k) 10240 AR E IS, 128 k) 98K 5k, 4
£ ArAALA: MS (ES+) 570 (MH),

k4] 103
#)& A-[[N*-(4-ok ok 8L )-L- % BB AR AL 1-[(29)-4- 97 £ -2-[[(F &
A IOIRAK A3 &R
a) (3RS, 4RS)-4-[[N*-(4-swi 7.8t )-L- % KB A R A]-1-[(25)-4- 97 4 -
2-[[(F g A OV R AR A3 ko B
BT R Ak TERB R TEIN, BB LA 986y F ik, #)
& ArAALA4: MS(ES+) 571 (MHY),

b) 4-[[N*(4-o it Z Bt 2 )-L- 35 A BL A | R T-1-[(2S)4- 7 £ -2- ([ /A
HFAOVRAR A3 ER

BT A skt 1031 RIS, #8864 98K ey 5 ik, 4]
£A7MALS4:  MS (ESH) 570 (MH),

%74 104
B 4TI (o 2 1 2L % BB AL AT 112947 £ 2-([(F £
EETALEIPEIE T
2) (3RS, 4RS)-4-[[N"(d-sik e ¢ £)-L- % B A ) G )-1-((2S)4-F -
2-{[GF A A ER KRB B8
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97198532. 4 oW P E94/134T

b7 AFRBABRETHI, BB BMDeFE, &4
Sa4v o4 MS(ES+) 568 (MH"),

b) 4-[[N" (4t A 8 2L 36 BB AL A ) 1-2S)4- 9 £-2-[[(F k.
s EAREIRE)SRoRE
BT A 5] 108@ A RARSE, 1808 ekl 98(0M 7 %, #
SArmAcAd: MS (ESH) 566 (MH),

%2345 105
0 e NG T RAR ) LB RA R TR AR B ) 3vhox
)
BT R A OB AR, 1 A 0808 ik,
JRAAL S MS (ESH) 462 (MH),

15 £ 345 106
#) & 4-[IN*-(8-eohmpmh 0)-L- & £ B A R A 1-(F R )3
&)
a) (3RS, 4RS)-4-[(L- % Rt A) RAF1-(CF A B3 e B o
%) 3= 3645 98(e)#h 40 7 (1.5g, 3.2mmol) ¢ 9 3 (10ml)i5 % ¥ X 4M
20 HCl ¢y —e2fx(1I0ml)iik, AZRT, MFRALHTR, BEKRERE)
1g ey ArAAL 4. MS (ES+) 364 (MH),

b) GRS, 4RS)-4-[[N*-(8-weaphmkist £)-L- % £ Bt &) R AT 1-(F EA K
)39k By

25 ) 45 106(a)4k 449 (250mg, 0.63mmol)gy CH,CL(10ml)i% % &
Aex TEA(0.22ml, 1.58mmol), [ & e 8-wopkak it £(150mg,

0.66mmol), ¥tikr p#E TLC SR B EAH L. BELEFHEN
(5% CH,OH/ CH,CL,)2.3] 250mg &4 47 84t &-4: MS(ES+) 555
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97198532. 4 o P ZE95/134m

10
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(MH"),

c) 4-[[N*-(8-wioppmh Bt £)-L- & £ B A ) B A )-1-(F B A)-3 o472 A
BT A il 106(0) e A g kAR ST, 4R 524 980 5 3k, #

3645 107

1 45 AIIN™ (o £ T8 E)-L- 6 RBAEEOR - 1-CF R B R) 305
5% &
a) (3RS, 4RS)-4-[[N"(4-t7 2 2 B4 )L LB AR 1-CF AR
)3k B

% 52364 106(a)44 7 (250mg, 0.63mmol) ¢4y CH,CL,(10ml)i 3% & Ho
A TEA(0.31ml, 2.2mmol), & & e 4-skez 285 3 85 £ (89mg,
0.66mmol). EDC(151mg, 0.78mmol)f» HOBT(89mg, 0.66mmol), #ti¢
Bt E TLC M E R 54 Ak, &R T4 £ (10% CHOH
CH,CL,)#% %] 213mg ¢4 478 1k&-4: MS (ES+) 483 (MH),

b) 4-[[N*-(4-mtr & B A )-L-F A B AR A 1-(F RAHL)-3 %L
Br)

T A st 107 RS Sh, BB Eas 460085k, #&
ArAAL A4 MS (ESt) 481 (MH),

FAeds) 108
#)& 4-[IN*-(4-ofnt ZBEA)-L-F KB AR A 1-CF RABA)-32
)
a) (3RS, 4RS)-4-[[N*-(4-uk sk 7,8t 28)-L-F KB AE A 1-(F RAHK
)-3-vkor BE
& ak45) 106(2)4 F(250mg, 0.63mmol)é4 CH,ClL(10ml)j% 3% & e
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97198532. 4 oW P 2E96/134T

10
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A TEA(0.22ml, 1.58mmol), ff & A 4= 7,8 (107mg, 0.66mmol),
EDC(151mg, 0.78mmol)# HOBT (89mg, 0.66mmol), $#it3k g 54 £ TLC
SAEE RA R L, AR A4 EA7(10% CH,OH/ CH,CL)/% 5] 213mg
HFRARAL A4 MS (ESt) 472 (MHD),

b) 4-[[N*-(4-sk e 7,802 )-L-F R A A TR K] 1-CGF E A8 239 = 87
BT A LA 108(@) Lo sh, BB ks 4608 5 ik, %)
Z AR A4 MS (ES+) 470 (MH"),

4] 109

#1& 4-[IN*(4-mtrz A 2 A)-L- 5 £ A AV RA)-1-(F 8 A B30
AR
a) (3RS, 4RS)-4-[[N*~(4-nkrz & g A )-L-F KB AIRA1-(F RAH
A)-3-vkrR B8R |

) 4645 106(a)4 fr(100mg, 0.25mmol)¢4 CH,CL(10ml);% % & e
A TEA(0.05ml, 0.38mmol), & e A 518 8 (33mg, 0.26mmol),
EDC(60mg, 0.31mmol)f= HOBT(35mg, 0.26mmol), it g s £ TLC
M BB A k. &R 32 Fukt EA7(10% CH,OH/ CH,CL,)#g 5] 100mg
847 BiAe o MS (ES+) 469 (MHY),

b) 4-[IN*(4-nrz 5 2 )-L- 6 SAL A R AT 1-(F R A H K37
BT R kb 109 BRI, HBRAL 460005k, H&
FRAAL A4 MS (ES+) 467 (MHY),

FEH#A 110
#)4 1-F H-4-[INC-Fobah b 3 20)-L-F £ AL RR -3t 4R 8R
a) (3RS, 4RS)-1-3 #-4-[[N*(de-T AR AHA)L- T ABAI A3
S
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97198532. 4 oW P FEIT/134T

10

15
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) o] 46(D1L 54 (28, 6.34mmol) g4 CH,CL(100ml)s s o Ao x
% 9 gr(benzylaldehyde) (0.82ml, 7.6mmol), £ £:8TF, #itk K 4 0.5
PR, MBEMRANZ UBLEAMEMB.36g, 15.9mmol), £FIET,
HE G2 e, MG R B LEEASA Aiade NaHCO; | Sk,
F £ (Na,SO,), idikfkaE. HEM LK GH(G:95 wag: CH,CL)iEg
%) 28 #9470 AL-S4:  MS (ES+) 406 (MH),

b) (3RS, 4RS)-1-3% # -4-[(L- 36 £ S H) R A )3 wkob i B8 = 2h B 35

) 4] 110(2)46 44 (2g, 4.9mmol) g  83.(20ml)i5  w x 4M
HCl g9 =oZeQ0ml)iisk. AERT, BRIAEMTR, MERHEE
1.4g 49 4RAE4L &4 MS (ES+) 306 (MH),

¢) GRS, 4RS)-1-F & -4-[[N*-(-Foah K A)-L-F R ALK KA ]-3-0k
&I R

%) 523645 110(b)4k4-4(250mg, 0.66mmol)s4 CH,Cl,(10ml);% % +
e TEA(0.23ml, 1.65mmol), K& heA 3-Fvdok 2k 82(132mg,
0.69mmol), EDC(158mg, 0.82mmol)#$. HOBT(94mg, 0.69mmol), #i3ik
B Rt £ TLC oM R B R4 Kk, &R B Ak EAr(5% CH;0H/
CH,CL)i25| 180mg ¢4 4788444 MS (ES+) 461 (MH),

Q) 13 24N G- ook 2 3 20U BB A )3 89
BT A =34 1100 SR 550, BB 5ot 46(K)eg 5 %, 41
&ArtEfe o4 MS (ES+) 459 (MH?),

k) 111
& 1-F K4 [IN-GA-— X Paesh)-L-F KB A R K]-3-sbeb b R
a) (3RS,4RS)-1-F & -4-[[N*-(B4-— f E FE L) L-E & A & £ ]394k
&b B
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97198532. 4 o P 2E98/134m

BT A 3A S RETEHASE 3- Rk marsh, BBk 1100)
#or sk, HEARESH: MS (ESH) 478 (MH),

b) 1-% & -4-[[N*-(3,4-— R X P o A )-L-F & B &) R4 ]-3 g b ER
5 BT A sk 11140 2R 850, 388 L4 46(K) e 7 ik, 4
&Ap Ao MS (ES+) 476 (MHY),

kA 112
#4134 -4-[IN-Q-2 £ g 4 )-L-F &8 AR A3k b B
10 a) (3RS, 4RS)-4-[[N*(F-T A E A L) L-F LA AR F A3t 1%
B
% 7 A N-CHy-BOC-L-% & gg X% BOC-L-R £ 5h, %M %64
46(e)ey 5 ik, #)&ArAALSH: MS (ESt) 464 (MH),

15 b) (3RS,4RS)-1-F % -4-[(L- 2 f st 1 8 P A1-3-sbob b8y
BT A skt 1121 o R8sk, 4pe kb 46067 %, 4
£ArMide o4 MS (ES+) 330 (MH),

©) (3RS, 4RS)-1-3 %-4-[NQ2-% 2 # £)-L-F KAL) £ F 1375

20 ¥z

=

&

BT B ks 112008 b-h R B 2- R PEAYE 3-FEHRAE
BR SR, 3:BE akA) 110(a-C)eh ik, 4 &AnMALA4: MS (ES+) 474
(MH"),

25 d) 1-5F £ -4-[IN*-(2- 2 A g H)-L- 5 KB AR F A )38 4 iR

BT A e 112(cHb oK 8 5h, 388 Lkt 46(K) e 5 ik, #)
ArAiLE: MS (ESH) 472 (MH"),
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97198532. 4 o P 5E99/1341m

S 113
B4 1-5 2 -A-TIN Qoo b 2L AL & T )3 1o
2) (3RS, 4RS)-1-5 & -4-[[N* (- K )L BS AR F A3
L |
5 BT AEILBRARETE, RBEAS 12085 %, #4
JRAiAL A MS (ES+) 475 (MHD),

b) 1-3 3 -4-[[N*-(2-sopk 25 g 25)-L- 5 R BL AR LR 7 A ]-3-vbeb S B
BT A Fak4) 130 HRAIN, &R FEHhY 46008) 7 ik, #]
10 HAFAALSH:  MS (EST) 473 (MHY),

FAb] 114
#14 1-F 2 -4-[IN"-C-dopi i 52 5)-L- % B A1 R )-3-bek 45 AR
a) (3RS, 4RS)-1-F 3 -4-[[N*-(2-wopk S gk 20)-L- F A B K RA )3k
15 o
BT AR B AR 3-FoEak R B, B k) 110(0)¢y 5
%, #&iRMAAH:  MS (ES+) 461 (MH),

b) 1-3 £ -4-[N*(2-sotk 3¢ )L BB 2 B R ) 3o 2
2 BT A S 4@ AMRRIY, Bem st 46008 %, #
SAAifeadn: MS (ESH) 459 (MHY),

b 115
#& 1-F 24N Gas g 2 )-L- T Ko A 83 -ibg 4 i
25 a) GRS, 4RS)-1-F A -4-[[IN“ A AR L)L KBAIRAT 3k b
" .
BT A SAREBAA 3R BIr, BB 110085
¥, #l&ARMASH: MS (ESH) 454 (MH),
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97198532. 4 oW B E100/1341

b) 1-2F 2 -4-[[N*-(5 &g&&ﬂ-%i&g}aﬁﬁl-&%%ﬁm
BT A 3364 115@1e o R8s, BB R#s] 46006 5 ik, #)
& rr s MS (ES+) 452 (MHY),

L 116
4 19 AN PBLA)-L-F SAL R SR 3t
2) (3RS, 4RS)-1-% £ -4-[IN*(4-f 5 FALE)L-35 KBt R ] R ) B-nos
| poRy
10 BT R - FE T B 3 FeRahRa s, BB E4) 110008 5
i, HAARAIAH: MS (ESH) 428 (MH),

b) 1-5 2 -4-{[N*-(4- f ¥ F 8 4)-L- % KB A KA )-3-wkoB 42 87
BT A s 116(aUee-RABo5, #B Ek4) 460855 3%, 4
15 &iAAeeH: MS (ESt) 426 (MH),

EkA 117
Fl & 1R A-AIN(6-22 5 -2- KA B O)-L-F KB A ) R A -3k 1 BR
a) (3RS, 4RS)-1-F A -4-[[N*-(6-F2 A -2-F A g #)-L-Z A st A ) & A ]-3-
20 A SR
BT A 0-ZA2-RE T ERAE 3-FoEak ki sh, Hmkks] 110(c)
Wik, % &4rM4eA4: MS (ESt) 476 (MHY),

b) 1% A A-N-(6-J2 £ -2 R 3 R) L BB A B A3 neos 4250
25 BT A At 11T@A A RASE, 1258 ] 460087 %, #]
&AL MS (ES+) 474 (MH),

S 118
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97198532. 4 oW B OE101/1341

B 1 R4 IINQ- AR A) L% SAL A SR )3 1 80
a) (3RS, 4RS)-1-F &-4-[N2- K A 5 £)L- % S S A EA] 3wt 47
B
BT A 2R TEHAR - BEBml, 2B ks 110085
S, B&sMAAY: MS (ESH) 460 (MH),

b) 13 2 -4-[[N*(2- % £ 5 4 )-L-F £ s 4 | 4 3ok b
%7 A E L18@LA AR, BB R 460085 %, #
SA7AALSH: MS (ES+) 458 (MH),
10
%34 119
4 13 24N (6o 2 20) L5 SRR SR )3k B B
2) (3RS, 4RS)-1-3 g -4-[[N(6-sopp 2 2 £ )-L- 35 BB A KA )3k
rems
15 BT A G R B AR - R B, B Sk 1100008 5
i, S84 MS (ESH) 461 (MHY),

b) 1-3% 2 -4-[[N*-(6-nsapk 2k g 2 )-L- 55 R WL A ) & A ]-3-w o 15 BR
M T A s 119) e R B 5h, 388 4] 46(K) g 75 i, 4
20 LA HiL A% MS (ES+) 459 (MHY),

A4 120
#) & 1-3F A -4-[[N*(4-okrd 2. B0 2 )-L- 5 £ 8L 4 ) 8] -3-9b o8 B2 BA
a) 3RS, 4RS)-1-3¢ 3 -4-[[N*-(4-sk wi Z. 812 )-L- 5 R BE A R A3k
25 BB
BT R A-okod LER B AR 3-FrEak R B ST, 4 BB k4] 110(c)
RF ik, HE&ARAALAH: MS(ESt) 414 (MH),
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97198532. 4 oW B E102/1341
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b) 1-3 -4-[N*(4-ook 28640 L- 6 BB R B )3t 3169
BT A Skl 12040 A MRS, 18 S 460853k,
SArAACS M MS (ES) 412 (MH),

S35 121
B4 1 4[Nz £ 5 2L BB A ] B4 ] 3 i
2) (3RS, 4RS)-1-% S -4-[[N* (4t 2 3 2)-L- 5 BB A ) A3k
poRk
T A R AR 3-Fbk R BR AN, 308 k4 110(c)8d ik,
M AL 4 MS (ESY) 411 (MHY),

b) 1-3 -4-([N*(4-nrg R 3 4 )-L- % RS AI A3 bbb iR
e T A g 12140 a RAESE, BB R 4606 7 ik, #]
£A7Mi4c44: MS (ES) 409 (MH),

234 122
# AIINCGi- T R AZA) L5 BB A B A 1-F G5 A 3ok
Y B

BT A A A6 A MR ARIS, BB T 46008 5 3k, ]
SARMAL oM MS (ES) 448 (MH),

34 123
#1& 4-[IN"(4-mpoz 2 P R A B A)-L-5 £ B4R A]-1-[(2S)-4-7 -2
[[CF E kg O R AR AL 3- g b R
a) 3RS, 4RS)-4-[[N*-(4-wkoz £ 7 43 £)-L- & KA £ AT 1-
[(2R)-4- 97 & 2-([(F f A3 L) RA KA 3- bt It B
BT A 52364 410) LM R B F B CBZ-D-% 4 CBZ-
ERBIL, R LA 460y ik, #1347 1044: MS (ES) 584
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97198532. 4 oW B E103/1341

10
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(MH"),

b) 4-[[N*(4-mrz £ 7 ) X -L- % £ 8 A ] & % ]-1-[(QR)-4- 7 K -2-
([(F E 3 RN RADK A3 -seg S R

BT R Sakd) 1234 bRk, BB Lk 46008 5k, #)
&7 MiA4h: MS (ESt) 582 (MH),

k4] 124
4 AIINGonrz & 7 R A) L5 BB A £ A]1-(25)4- 9 2 -
2-([(h-T EA B IR AR H A3 s S8
2) (3RS, 4RS)-4-[[N*(4-ntrz £ T FA)E£)-L- % £MAIRA ] 1-29)-
4- 2 2-([(h- T EA B A RA LA 3ok S8
# 7 A BOC-L-% fsk % CBZ-D-%H £ atsh, #M E4 123(2)
sk, BIEARAALAH: MS (ES) 550 (MH),

b) 4-[[N*-(4-shrz & 7 85 )8 A ]-L- % 8K R A 1-((2S)-4- 7 -2
[Ge-T & A HOIR AR AT 3B 5 B

BT R s 124Q@QMEH RS, BB KA 40008 ik, #]
&4 MAe44: MS (ESt) 548 (MH),

St 125
B4 4N (oo 7RI BE) L BB R A 1047 4
2B A KA IS 2 3

BT A A 124008 MR RAIL, HR A 46008 5 k.
ST A MS (BSH) 448 (MH),

Fak4 126
B4 AIIN“Q-7 £ % SR B AT L% S A S 2] 1-{2S)4-7 4-2-
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97198532. 4 oW B E104/134

CXEETTIIEIPE LRSS
2) (3RS, 4RS)-4-[[N"(2- P 2 & . 2) 8 £ 1-L- % £ AL A £ 2 1-1-[(25)4-
L ERCT ET TN EILF AL e

) %445 46() 1 2-4(274mg, 0.53mmol)4 CH,CL(10ml)g 75 5 o

5 Aax TEA(0.26ml, 1.84mmol), &4 & pu A f, T 8 5 T 85(0.075ml,

0.55mmol), H3E gME TLC SRR RLH L. BAEFBEN
#:4¢(10 % CH,OH/ CH,CL){§ 2 78mg & 4z 404¢6-4: MS (ES+) 549
(MH?),

10 b) 4-[[N*(2- 7 2k o8 F A B AL st A KA T-1-[(25)-4- v 5k -2-
[(F A A B R AL A3k b ER
T R k) 126Q@LE-H R AN, HEE k) 46008 5 ik, 4)
ZirAdea4h: MS (ESt) 547 (MH),

15 AR 127
#& 4-[IN*(F RN AL £ B AV EA]-1-[(2S)4-7 % -2-
IHC3-¥-3-F )E-§ ), ¥ JxE TS50
2) (3RS, 4RS)-4-[[N*-(9 & KB 5 £ )-L- % £ o4 ) £ A4)-1-[(28)4-7
A2 A B OV RATRA] 3k i B2

20 %) 55364 46(1)4k 44 (250mg, 0.48mmol)¢4 CH,CL, 75 3% & fm A
TEA(0.14ml, 1 mmol), & /& Ao 5% §.8% P 85(0.03ml, 0.5mmol), 33
Bt ETLC 045 BB %4 H k. J& A58 4 BT 464¢(10 % CH,0H/
CH,CL)#3 2] 59mg #4478 1t4%: MS (ES+) 522 (MH"),

25 b) A[IN“(FRRIAAZA]L-FEBAEL]1-[QS)4-7 £-2-([(3
EETTIESL TR S
BT A LA 1270 oMK RSN, 308 kb 46008 73k, H)
S47AAA4:  MS (ES¥) 520(MHY),
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97198532. 4 oW B E105/1341

F ) 128
# & 4-[IN-CR P 2834 )-L- & St A R AL-1-[(25)-4- 9 -2
FA BN EA LAk 18R
a) (3RS, 4RS)-4-[[N*( 7 £ E A - L-FRBAIRA]-1-{CS)4-57 4
5 2-[[(F EFAF IOV RARA]-3- el b 82
1 33645 46(1)4¢ 44 (250mg, 0.48mmol)#4y CH,CL(10ml) &4 15 3% &
Ae TEA(0.14ml, 1 mmol), [ /5 A A 4.5 = 85(0.06ml, 0.5mmol),
R s E TLC S4B R T4 Kk, BREFHEH (10 %
CH,OH/ CH,Cl,)73 5| 59mg #4474 4e4-4: MS (ES+) 582 (MH"),
10
b) 4-[[N*-CR 7 £ 208 K ]-L- & £ K] R A]-1-[2S)-4-97 K-2-[[((F &
AR ADRA]- -k 5 R
BT R 3640 128(1L-M s, 4 B8 k) 46(K)eh 5 ik, #)
&AM 44: MS (ESt) 580 (MH"),
15
k45 129
F & 4IIN-G4- —FEXEDHEAIL-F KB AR HA]-1-[(25)-4-97 %-2-
[[GF R ) R AR A3 -t S B
a) (3RS, 4RS)-4-[[N*(3,4-— A RIFE A L-F KB A1 A]-1-[(2S)-
20 4-9 X 2-[[(F R A BB EADRA3 ek b B
%) 5 4] 46(1)4k 445 (250mg, 0.48mmol) g4 CH,CL(10ml) ¢4 255 5% &
seA TEA(0.14ml, 1 mmol), §f & A 3,4-— FFE A F FEL B (O5Smg,
0.5mmol), #H R £ TLC SR B ELH L. ELAEFELEITL
410 % CH,OH/ CH,CL,)2 5| 240mg #4784t &-4: MS (ES+) 636
25 (MH"),

b) 4-((N*(.4- = % SR B AL KB ER]1-(2S)4- 7 £2-
(G LTV EIPF LIS
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97198532. 4 oW B E106/1341

T A 3kt 129U MR Sh, BB ba 46006 7 ik, #]
£arAdeddn:  MS (ESY) 634 (MH),

o X RELY

5 # 4 1-FRA(INGA—gFEEL)L-ZEEBAIRA]- 3-8 S 87
a) 3RS, 4RS) -1-F A -4-[[N*-G4-— g X EA)-L-E & A EA]- 3wt
o B

& 3 3645 110(b)4t.&-4(250mg, 0.66mmol)¢4 CH,Cl,(10ml)44 % 5%

# jux TEA(0.19ml, 1.3 mmol), 5 s 3.4-— § 5 & B fELES

10 (130mg, 0.69mmol), #H R LM E TLC MR B Z4H Ik, BREHF
kB 4648 (10 % CH;0H/ CH,CL,)7% 5] 240mg ¢h4z884044: MS
(ES+) 493 (MH"),

b) 15 & -4-[[N"-G.4-— R X £ A)-L- T RS A R4 ]-3-hri b 69
15 M T A aad] 130@1ee- R AT, R k) 46(K) ey %, #)
HArMACA4: MS (ES+) 491 (MH),

F 3645 131

#) & 4-[[N°-(1,2,3,4-v9 £ -6k g 15 )-L- % A Bt A1 8K ]-1-[(25)-4-7
20 £ -2-[[(f- 7 Fakme )] & AKX A T3-S S AR

a) 3RS, 4R8)-4-[[N*-(1,2,3,4-vq £-6-&vpk gk X )-L- % £ B Al £ 4 )-1-

[(2S)-4-w7 K-2- A KA )-3-bob o B

%) 34 65(2)ito-4(2.28, 3.6mmol) s ¥ 8% 2.8 LEg(1:2 84

200ml 3w AeN 10 % 4288, f2¢5 40psi F, F Par S0 % £
25 AL RAH 2 ut, A CHCL 2k + BB R R 4513 %) 1.738

FrARALA4:  MS (ES+) 474 MH),

b) 3RS, 4RS)-4-[[N*(1,2,3,4-vg £ -6-ak g & )-L- T £ st A1 £ AK])-1-
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97198532. 4 oW B OE107/1341
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[(2S)-4- 97 % -2-[(2d- 7 kB ) RADRAT-3-vkeg 1R BR

% 34 131(a)4 & (300mg, 0.63mmol)g4y CH,CL,(20ml)% 3% & A
A TEA(0.1ml, 0.69mmol), 4 5 fe A 2t~ K ak %t £ (127mg,
0.66mmol), #t R ¥ £ TLC HAr R B FA Kk, BRAEFHEEHN
#.46(5% CH,OH/ CH,Cl,)1% 2| 260mg ¢4 47 & 1c6-4: MS (ES+) 628
(MH"),

) 4-{[IN"(1,2,3,4-u9 -6-sotk 3 2 )-L- 6 BB 2] SR 1-1-((28)4- 7 -
AERES UFILEIPFILIEL L

BT A Rl IO A BRI, B R 46008 ik,
GarAALH: MS (ESY) 626 (MHY),

245 132
#14 4-[IN°(1,2,3,4-v9 £ -6k £ )-L-F KB AR A]1-[(25)-4-7
E-2-[[(Z s O] &R DR AL 3tk S B
a) (3RS, 4RS)-4-[[N*-(1,2,3,4-vy £ -6~k gk K )-L-F KBt X R XK]-1-
[(2S)-4- 7 % -2-[(Z Bt ) B ] %A ) 3-wbe R BE
%7 A LB ER BT RSB AIL, BB LA 131(b)es 5 ik,
#) &AMl b4 MS (ES+) 5S16(MHY),

b) 4-[(N*-(1,2,3,4-v9 £-6-soph gt #)-L- 5 KSRV KA T-1-{(25)-4- 7 4 -
2-((Z B B KA 3wt R

BT A k) 132 KRB, B RS 46085 k44
AR MS (ES+) 514 (MH),

%) 133

& 4-[IN“(4- B X 78e0)-L- B &SRR A 1-{(29)-4- 7 £-2-((L At
R ER] R AT 3-s S B
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97198532. 4 oW B E108/1341

a) (3RS, 4RS)-4-[[N*-(4- f X P Ebk)-L-F K m L ] B A4 ]-1-[(2S)-4- 2 -
2-8 X A3k A B
) 53645 92(a)it 44 (1.9g, 3.3mmol)eh P 83: 2,85 . 85(1:2 ¢4
200ml @)k F AN 10%4e5%, 245 45psi F, F parr S4LE Lk
5 #ZireMm?2 . ACHCL a3 + it B R Bk k%155 1.28
#ArAAL A MS (ES+) 437(MHY),

b) (3RS, 4RS)-4-[[N*(4- g ¥ Pt &h)-L-F KB A EA]-1-[(25)-4-7 -
2-[(et AR RADRAT-3 -tk b B
10 ) 345 133(2)4 7 (250mg, 0.57mmol)#y CH,CL(20ml) ¢4 % 5% +
#ex TEA(0.1ml,0.63mmol), & s 28 £(0.04ml, 0.6mmol), %3k
B it & TLC 547 B 4 Ak, J6 & 22 34 B #r 4644 (10% CH,OH/
CH,Cl,)1% 2] 190mg ¢4z 4t4-4: MS (ES+) 479 (MH),
¢) 4-[[N*(4- g% 786 2)-L- 5 £ B A R A)-1-[2S)-4-9 K -2- (e t)
15 FADXHA]-3-bE R
BT R k4] 1330) MRk, kg gkt 4606 5k, $l 4474
feb-4:  MS (ES+) 477(MH),

L35 134
20 #& 4[N REPELR)-L- 2 R s A & AT 1-(25)-4-9 -2-[(34-F
F B A) B AR A3 s8R
a) 3RS, 4RS)-4-[[N*-(4- g X 7 EtA)-L-F £ B KR ]-1-[(2S)4-7 4 -
2-[(af- P R AR B A) RAR A3 -kel 1t BE
BT At ERBLERE LBESL, BB k) 133(b)8 5 ik,
25 # &AM S:  MS (ES+) 591(MH),

b) 4-[[N*-(4-f 3 F e 2)-L-F6 A A1 AT 1S4 7 22 (- F
E LA EAPEALITN S
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97198532. 4 oW B E109/1341

10

15

20

25

BT A Rkl B4 RRAI, 5B RaH 460007 %, e
WAL A%: MS (ES+) 589 (MHY),

%t 135
# HINRRE TRA)L-E SBAIE AT 1S4 7 A2 (7
G LFSTESRE LIRS
) 3RS, 4RS}4-[[N*(4- ik £ F o)L KB AI KA ]1-(2S)4- 7
PG ST IR RS

BT R PHRBEARE LBRASh, B EEs 1330655k, &
#AAee4: MS (ES+) 515 (MHY),

b) 4-[IN*(4- R AR £ FALA)-L- % £ B A R 1-{CS)4-7 -2 (7 3¢
CESLEAPF AL

BT R EA 13S@MERBS, BEEHAN 600 F %, Hé
FAL A4 MS (ESH) 513 (MH'),

%) 136
#i4 HIN(- R PELA)-L-E B A E R 1S4 7 -2 [(0- 7
e 2 LT FAPFIEITET T
2) (3RS, 4RS)-4-[[N*(4- L F 8215 £ St AL 14 ]-1-{29)4-7 & -
ACRET UF I FIVE VTN
%7 Ao TRABERS RIS, BEEHAS 1330005 %,
H&iaiA4h: MS (ESH) 591(MH"),

b) 4-[[N*(4- X Pt )-L- B EBAVEA-1-[S)4- 9 A 2-[(0-F £
B sb ) B X A3k R

BT AR A R 135 h RARAI, 4RI EH4] 46(K)H 5
%, #&47AL4: MS (ES+) 589 (MH),
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97198532. 4 oW B E110/1347;

S 137
14 1-CE LR)AIN (G- Fpk E PaA)L-F SRR A1 3-wkot
I B
s a) (3RS, 4RS)-1-(2-% 2 A)-4-[IN* (- T LA B K)-L-% B s A £ A -
3-nol BB |
BT AR CERBE TR, BEEH 110Q)8 55, o
B A4 MS (ES+) 420 (MHY),

i0 b) 3RS, 4RS)-1-2-F A4 ((L-EABA) RA]3- b B S gg 4
BT A %A 137 RN, B B8 5] 110(b)s4 55
%, #&A7M4e44: MS (ESt) 320 (MH),

¢) 3RS, 4RS)-1-(2-3% 7, £)-4-[[N“-4-F E Pt L )-L-F g m A 18 &£]-3-
15 kB B
BT A ¢ RAEFERAARE I-Fobak B sh, B EkEH 11000)¢ 5
i, HE&ARMAILS: MS (ES+) 442 (MHY),

d) 1-(2-32 2 30)-4-[[N*(4- G P b 8)-L- % S o A ) f 4 )3 vk ol b 67
20 BT R k40 1370 RASh, BB 3kt 46(K)ey 7 ik, 4
& A MAe b4 MS (BSt) 440 (MH),

% #d5) 138
#& 1-Q- % 2 )-4-[IN*- Qo A 3 £)-L-F S oA 15 A3k bt
%3 M
a) (3RS, 4RS)-1-(2- 3 7 #)-4-[[N*-(2-riop S g 2)-L- R £ B A 1 5 £ ]-3-
ot oA B
BT ARSI B AR - AU TESh, B8 S 1370085 ik,
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97198532. 4 oW B OE111/134;

# &AM A4 MS (ES+) 475 (MH),

b) 1-2-% 2, £)-4-[IN Qs S g 2)-L- 5 & B ] B | 3ot S
M T A k4 1384 R sk, 388 i) 46(K) 65 ik, 414
s iRMiALe: MS (ES+) 473 (MH),

345 139
4 1-Q- R THO-4[IN*-Q-F A 1) L-F KB A& A3 s B8R
a) 3RS, 4RS)-1-(2-3 2 2)-4-[[N-(2- % A g 2)-L-E A B A1 £ 4] 30
10 .8 3 gﬁ.
BT R 2-RTEARA - RE TR, Bk 1370065 ik,
%) &-An A Ae A4 MS (ES+) 474 (MH),

0) 1-(2- 3 2 22)-4-[[IN*-C-F A ) L- T A B A H A3 -0t o8 R
15 BT R 4] 139Q)eg M RREIL, 4B Eabb) 46(K)8h 5 ik, 4
&A7AALA4: MS (ESt) 472 (MH),

S 140

H 4 1-Q-% L H)HIIN(0- P RBBA)L- 5 LB AI R A3t
20 &)

2) (3RS, 4RS)-1-(2-3 7, £ )-4-[[N(c- F 3£ st 26)- L KAL) KA -

3o b B

BT A Rt 137000 A4 o - ke SRR - P Rk

Fb, BB AN BIOWF %, HeMmLed: MS (ESH) 474

25 (MH), |

b) 1-2-F 7 2)-4-[[IN*(o- 9 F st 5 )-L- & KRB A R A3 -bb i 8
BT A k4] 140Q@)eh R ARH ST, 3B ) 46008 ik, 4
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97198532. 4 oW B E112/134;

HinHALe4: MS (ESt) 472 (MH),

L) 141
# & 1-2- R A)-4HINC-m -o-F R me A)-L- % s A1 5 43
5 vkt B
2) 3RS, 4RS)-1-(2- 3% 2, K)-4-[[N*-(2- s -o- P g de £ )-L- & S me &
£33k bR
BT R 2-AE A0 TR B AR - FRRBAI)S, R EHY]
140(2)4y 7 i, #) 447444 MS (ESH) 519 (MH),
10
b) 1-2-% ZH)-4-(IN*(2-7h - 0- 7 3R B K )-L- 6 £ B AR B3
17 BR
BT R k4] 181Q@M R KRB, R s 4600 5%, $4&
MAAA4: MS (ESH) 517 (MH),
15
L] 142
& A((NC-R L )-L- FRABAIRAT-1-{2S)-4-7 £ -2-[[(4-rz
AH B EADRA]3 vk b B
a) (3RS, 4RS)-4-[[N“(2-% Z. b4 )-L- & KB A1 R A-1-[(2S)-4- 7 £ -2-
20 (8A4) % A]-3-npek b B
&) g et) 87(a) e b-4p(1g, 1.76mmol) ey 7 8%: .85 .85 (1:2 ¢4
200ml 533 )im sk 7 AmN 10%4ee), f22545Dsi T, HAMRRAME T
Parr S4c 8 2 onf, A CHCL 2t i + Eid 8 B ik 3 % 55 73 2]
740mg ¢4 7 & 4k44: MS (ES+) 433 (MHY),
25
b) (3RS, 4RS)-4-[[N*(2- % 7.8t 4)-L- & £ B A1 KA - 1-[(2S)-4- 7 4-2-
[[(4-wito 2k g 2] R R AR ]-3 -l B BR
) 33645 142(a)ft4-4(247mg, 0.57mmol) g4 CH,Cl,(10ml)z 5 o
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97198532. 4 oW B FE113/134;

A St 18 8 (74mg, 0.6mmol), g4 & A EDC(137mg, 0.7mmol) fo
HOBT(81mg, 0.6mmol), 5t % TLC S A B EL AL, BR
£ 0t BT 464(5% CH;OH/ CH,CL)73 3 180mg 44478846 44: MS
(ES+) 538 (MH"),

©) 4-[IN"2- % Z e £ )-L- 5 £ B AV E L ]-1-[(29)4- 9 2 -2-[[(d-prz £
A B S AR]-3- s B
BT A bl 14200 SR 3 5h, 4258 0364 46(K)88 5 ik, &1
&A7AASH: MS (ES+) 536 (MHY),
10
%3] 143
a) (3RS, 4RS)-4-[[N*(2-3 2, @4 )-L- % £ Bt 4] & A4 )-1-[(29)-4- w0 £ -2-
[[(2d- 7 s mt )] £ AR A3k 5B
% E 34 142(a)fp4-4(247mg, 0.57mmol)g4 CH2C12(10111])57;;;'§:P
15 e TEA(0.1ml, 0.7mmol), R4 J& hu st P 3oak sk £(114mg,
0.6mmol), $t3¥R fitr 2 TLC SR B A Kk, BRI fokt B4 4
1.(5% CH,0H/ CH,Cl,)78 %) 300mg #44784t.44%: MS (ES+) 587
(MH"),

20 b) 4-([N*(2- % T8t 4)-L- % KB A TR AT 1-[(29)-4-9 £ -2-[[(xd- 7 55
Bt A RAR DK R T-3-wknl 4
BT R %aeb) 1430 aM RS, 18 Skt 4608 5 ik, 4|
&Ar AR A4 MS (ES+) 585 (MH"),

25 L4 144
#)& A[IN"(2- R Lt H)-L-F KB AR R )-1-[(2S)-4- 9 % -2-[[(4-skm
TEFOIRADR K ]-3-wk b B9
2) GRS, 4RS)-4-[[N*(2-% Z.me 4 )-L- % £t K ) £ 4 ]-1-[(28)4- w7 % -2-
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97198532. 4 oW B E114/1341

10

15

20

25

[[(4-okod T AN EA LK A]-3-vikog b BE
BT A 4oked ZERBFMEIL, BB EEGI0 1420085 %,
# &AM E4: MS (ESY) 541 (MH),

b) 4-[[N*(2- % T8 4)-L-% £ A 8K 1-(2S)-4- 7 A -2-[[(4-okmk 2
R DE--I)E kS oA b

% T A gt 1441 e, He B8 ) 46(K8 7 ik, #)
i MALA4:  MS (ESt) 539 (MHD),

LA 145

#) & 4-[(4- R B X P R HA]-1-[2S)-4-9 5 -2-[[(F £ A H D&
K BLA]-3-eb b AR
a) (3RS, 4RS)-4-[(4- ¢ f A X FaL L) R A 1-[2S)4-9 K-2-[[(F a4
AR EALRBEA]3 - I B

BT RA4EEAXTEARET % ()8 CBZ- AR, B F#
#) 1(e-Qeh 53k, #1&47MAE4: MS (ESH) 546.3 (MH'), 568.2
(M+Na),

b) 4-[(4- X A X P ) FAT-1-[(25)-4- 97 £ -2-[[(F R 5 B &%)
IR B3tk BB

BT A 4] 145@1MeHmRAS, B LS ek, 4
HAFAA A4 MS (ES+) 544.2 (MH),

3 #4) 146
#1415 R AN P AR LK RBAIER] Bk
) 3RS, 4RS)}-1-5% £ 4-[N“[(4-sr £ 7 RIEATL-% KB AL
A3t sn
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97198532. 4 oW B FE115/134;

) %3645 47(b)4e4~4(383mg, 0.91mmol)4y CH,CL,(20ml)3x 3 ¥
Fe X TEA(0.25ml, 1.81mmol), R4 & e 3 ¥ &:(0.11ml, 1.1mmol), s
TRT, BHELH 05 8, MEMAZ LBELMEIM(E23,
2Zmmol), AFRT, MHRAEW2 I, MERALBLEHE,AR
S #o NaHCO; | ks, F58RWNa,SO,), sttt BEF AR
B4 (5:95 way: CH,Cl)i33) 210mg sy 4: 4810 4% MS (ES+) 441
(MH"),

b) 1-3 2 -4-[[N*-[(4-mkrz 2 0 @K ) K |- L2 S 5k 2 SR -3k s,
10 AR
M T A %384 146(a) i oM R 2 sh, H5 B8 Lkt 46(K)eh 5 sk, )
£irA4uo4: MS (ESt+) 439 (MHY),

kg 147
15 QAT RNt & T EA B ) L5 S AR SR )
3ol B
2) (3RS, 4RS)-1-(2- & P £)-4-[IN*(d-nmz & 7 F A 2)-L- 5 S5k
R)EA]3-nke

BT R 2Z-ETRRBE TN, HBEhs 1460) 55, 444
20 Ao MS (ES+) 491 (MHY),

b) 1-(2-F & 7 )-4H-{[IN*(4-abmt A 7 FA B A)-L- % oA & 2 ]3-
AT A
BT R FAEH] 1471 MR B8, 588 Lk 466 5 ik, #)
25 FArAACEH: MS (ES+) 489 (MHY),

L) 148
#& C-RAF R4 [IN-G-bre A FERA B A )L-ERSAIA L)

160



97198532. 4 oW B OE116/1341

10

15

20

25

3-vih ok b R
2) (3RS, 4RS)-1-(- L& 5 £)-4-[N (st £ 7 E2E 2 2)-L-% £ 5t
AIEAI s

BT R -RAEXFTENREEFESS, 3588k 146(2)84 5 3%,
B & ArHAL A4 MS (ESH) 466 (MH,

b) 1-(3- 3k F 2)-4-[IN*(4-wbrg 7 BA B A)L- R R B AR A3
EIER

BT A R4 148Q@1e e R A s;, 588 364 460K 5 ik, %)
%A Mideédh:  MS (ESt) 464 (MH),

S 4] 149

4 1-C-BEAT AN G-tz PEEZ AL EBAIEA]-
3-no LA
2) (3RS, 4RS)-1-(3-FE £ & F 2)-4-[IN*“(d-nmg & 7 F R B K L-F &
B ] 3- vk B

& 4641 148(2)4, -4 (160mg, 0.34mmol)¢ DMSO(4ml)si s 5+ e
A H0,0.5ml), WgmmA 29mg ¢ K,CO,. AEmT, HHAEMY 1
I, MER LRLEAE, AAK BAkkE FRN3,S0)H 5%
SARERALAC A% MS (ES+) 484 (MH),

b) 1-G-gt A F £)-4-[[N*-G-mere £ P RA A )-L- B A BAIEA]
3-sph ok A

BT B sk 149(a) b S R AR 5), 3288 skdr) 46(K) G 5 3, #)
&ArAALe4: MS (ESt) 482 (MHY),

S35 150
4 1-G-AFR)4IN Gt & 7 EAER)L- % RAAIEA)
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97198532. 4 oW B OE117/134;

10

15

20

25

3-vikeg B AR
2) (3RS, 4RS)-1-(3- £ F £)-4-[[N*-(4-nkr & 7 EAH L) L-F A B
EIEA] 3t s

BT A SMARTEAFRETEN, BHBEES 146@)75 %, 4
& AR AaALA-4:  MS (ES+) 486 (MH),

b) 1-(3-a & 3 A )-4-[[N-(4-mprz £ @ G2 3 2)-L-F £ s | R A )-3-
ok, oR- 5. R

BT B 364 150() bR 5h, B b 46(K) g 7 ik, 4
&irMiieb: MS (ES) 484 (MHY),

) 151
14 1-Q-AAF 24N (4-m B 7GR B 2)-L- 5 £ AR AT
3-rH b AL
2) (3RS, 4RS)-1-2-5 2 5 £ )-4- [N (4-nboz & F E A #2)L-% £t
PALFAEE Ty
BT A 2HAE TRERRETES, BREAN 14605 %,
# &AM A4 MS (ES+) 486 (MH"),

b) 1-(2- s 2 F 20-4-[IN*(4-mpm 7 RS A)-L-F A B AR A)-3-
A8 D)

BT A s 151@ALEH KA, BB 460067 ik, #)
&R fee-4: MS (ESt) 484 (MH),

F4) 152
g -4 FAE 24N G-nbrz £ 7 S A B LB RBATRA]
3-8 45
2) (3RS, 4RS)-1-(4-§ 2k 5 2 )-4-[IN* (- & 7 B A 5 4)L-F 58t
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97198532. 4 oW B E118/134m;

AEA] 3o S
BT A ASFAEPRABETRIN, R EAY 146()8 5%,
B &7 A4 o4 MS (ES+) 466 (MH"),

5 b) 1-(4- A F H)-4-[[N*(4-npm k. 7 AL )-L-F Am A £ A]3-
ko8- bt B
BT A b 152@Ue- R sh, R Ry 46(08 5 ik, #
&A7MA A MS (ESH) 464 (MHD),

10 52 3645 153
# 4 1-(4-3 F 2H)-4-[IN*-(4-mpr 2 7 R BL)-L-F £ Bt A ) R )-3-
A DA

a) (3RS, 4RS)-1-(4-3 3 £ )-4-[[N*(4-shri S 7 R A HA)-L-F A st A]
£ A3 ST B

15 BT A 4&EETRASE TR, BBEHEA 1460005 %, 4]
& ArMieA%: MS (ES+) 520 (MHY),

b) 1-(4- % 20N (4 . P BB R)L- B B AI RT3
S

20 T A Rl 19SS, BB T A6 %, #
EATAAC S MS (ESY) 518 (MHD),

FH#A] 154
#1413 T A4 (IN*(G-nere 5 7 BB )-L-F A AR L3 -0%
25 B
a) (3RS, 4RS)-1-3 Z 2 -4-[[N*-(4-spkrz h P B A H)-L-FRBAIK
AR A S
BT ARCEABRE TR, BB EEY 146875 %, #&4F
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97198532. 4 oW B E119/134;

M4 MS (ESt) 455 (MHY),

) I-X 2 A AN (4-nbor 7 FA S A L-F KSR KA 3-wkokdn
)

5 BT R a4 1540 MmN AIE, 3B 5aeh) 46008 5 ik, #)
& nAALA:  MS (ESt) 453 (MH),

KH] 155
#& 1-C-RAF -4 [INE-nbr £ FEAHH)-L-ZHBLRIE L]
10 3-vled B ER
€ 53841 150(b)46.4-4(20mg, 0.04mmol) ¢4 7, B3 (2mb)zs 5% & A
SnCl,(20mg, 0.1mmol), & & AeA Na,CO,(8mg, 0.08mmol), 4 %8 F,
BHEEHLR, MER LB TEHEHF Asmi NaHCO; | &, #k
sod, THRMN,SO)Fe X 517 5)47 M0 44: MS (ES+) 454 (MH),
15
ZHe4) 156
#& 1-C-FRAFL)-4-[IN-(-brz £ P EA L) L-ZEBAE,
A ]-3-wek b B
2) (3RS, 4RS)1-(-% F A F4-IN(-ibk £ T EAZ L)L B &
20 B R ]-3-hel b BY
BT A FERARXTRABETERIN, BB LAY 146()05
%, #&AMAe: MS (ESt) 547 (MHY),

b) 1-G- FAF ANt . P RAZA)L-F LSRRI EAR)
25 3- vk nE b B
BT A Fatl 156G 8 R A Sh, 4258 T 46008 7 %, )
&4 ML A H: MS (ES) 545 (MH'),
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97198532. 4 oW B E120/1341

F a4 157
# & 1-C-2AFA)-4-[N-(- o £ 7 RAHL)-L-ERBAI LA
3-viheg bt B
2) (3RS, 4RS)-1-(3-22 A F 2 )-4-[[N*(4-mbrz X P AL X)-L- B £
5 AIRA]3-vhel EBR
BT R IBRARTERERTEIL, HREEEY 146()¢5 75 %,
# &4 L4444 MS (ES+) 457 (MH),

b) 1-(3-72 5 2 )-4-[[N*-(4-mbr X 7 S A 5 0)-L- B R B A R A]-3-
10 o n&- 4 BF)
T A R34 157@Ue AR A1, 1 BB 5564 460w 7k, 4
&irA4eeH: MS (ES) 455 (MHY),

FA4) 158
15 #& 1- LR -A{IN(4-mpo 7 S 3 K)-L- 5 B SR -3kl de,
B
2) (3RS, 4RS)-1-7, % -4-[[N*(4-ntoz & 7 E 4 £ )L- % £ 541 5.4 )-
3-np ok pi B
& S 641 47(b)16£-4(300mg, 0.71mmol)gh DME(10ml)z s o e
20 A& 9 4%(0.06ml, 0.85mmol), Na,CO,(393mg, 2.84mmol)Fo4i 1t & 44
KI, £2E2TF, #HASHIR, MER LRLEHE, R
NaHCO,, #Ak#kik, F#Na,SO,), ¥4 B4 4:46(20% CH,OH:
CH,CL)4% 5) 120mg #4 47 8040 4% MS (ES+) 379 (MH"),

25 0) 1-Z J-A-[[N*(4-no & 9 A g 4 )-L- 6 BB A S )3 -nbots 1 69

BT A ) 158Q@ULa-RA I, BB Kakb) 46008 F ik, #)
FArMACA4: MS (ESt) 377 (MH),
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97198532. 4 oW B FE121/134;

10

15

20

25

%34 159

% - @A 7 A4 [N [(4-nkre X P BA L) L-FRBAIRA)3-
ok o 15 B
a) (3RS, 4RS)-1-31 5/ & w7 & -4-[[N*-(4-nrz L P E L 5 3L)-L-F &5 2]
E-§ YRS A

1 F 44 47(b)4L4-4(300mg, 0.71mmol) ¢y DMF(10ml)% 3% + Ao
38 W 4 37 % £2(0.08ml, 0.85mmol),  Na,CO,(393mg, 2.84mmol) o4
wEHKL, EEET, RFELLHIE, HMER LR LEHRZE, A
# NaHCO;, #hokbik, F#WN2,S0,), b # E47 440(20% CHOH:
CH,ClL,)73 ] 120mg t4i7M4o4: MS (ES+) 405 (MH),

b) 1-3 A A F A4 [IN"-(4-erg £ 7 F A 5 )-L-F ABe AR A3k
P& I ER

BT A £kt 159 e R A Sh, 428 K4 4606 7 ik, #)
&AnAibA%: MS (ES+) 403 (MHY),

3345 160

#] & 1-2-N,N-— P g 5t 2 A )-4-[[N"(4-mbri sk 7 R 2 )-L- 5 £ 8k
A IEA]3-wk i IR B
a) (3RS, 4RS)-1-(2-N,N-— 97 & 3k 7, 3 )-4-[IN*-(4-mpr s W S A 5 X)-
L-% &K IR A3 b b B

% 3 #45] 47(b} e 44 (383mg, 0.91mmol)#4 2,85 (10ml)izx it s o
A 2-Z W F 4 74§25 2 (158mg, 1.1lmmol), Na,CO,(250mg,
1.81mmol)fof4t. 845 KI, @AR Kk 6 0, KGR LB LEHE,
Aksafe NaHCO, | #Kuek, F8RNa,SO,), 34 B4 425%
CH,OH: CH,Cl,)72 5] 150mg #)4784t44: MS (ES+) 422 (MH"),

b) 1-(2-N,N-= 7 £ & 7, 35)-4-[[N*-(4-nirme 9 FA 5 )L A st k)
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97198532. 4 oW B E122/1341

£ A ]-3-vk ek bt B
BT R 5k 1600 E-H R4, B8 Fk4] 46008 5 3%, 4
B AT M4 MS (ES+) 420 (MHY),

5 L4 161
#& 1-C-Bak R ) 4-[IN(G-sbre £ P EA B A)-L-FE R ELLE
A -3-keg 7 B9
a) (3RS, 4RS)-1-(2-"Zo X, L4 )-4-[(N*-(4-wirz A P AL B A)-L-E &,
mt Ak ] & K ]-3-uk w8 4% BE (pyTrolidinonol)

10 - B ks 47(b)1k 44 (400mg, 0.95mmol)4g 7, 85 (10ml) 5 35 # fw
A N-C-f 2 %) Dok 2 84 #(194mg, 1.1mmol), Na,CO,(525myg,
3.8mmol)fe it Fe4 KI, miAR Bk 6 o, KB R 2Bk LESH A,
M4efe NaHCO, | sk sk, F3NaSO,), #usif E4744K(10%
CH,OH: CH,Cl,)7% 2] 80mg #447844-4: MS (ES+) 464 (MH"),

15
b) 1-(2- "o X, 7 2)-4-[[N"-(4-mkrz £ P E A ) L-E 8B LI KA
3-w ek IR B

BT A EA] 161N Bsh, 3588 k4] 46(K) g 5 3k, 4]
& rrAie o4 MS (ES+) 462 (MHY),
20
FL A 162
# & 1-(2- 2 RF R4 [IN-Qoprg £ P EEAZA)-L-E R A E AT
3-vikeX b5 &7 (pyrrolidinonone)
2) (3RS, 4RS)-4-[[N*-(2-ntrz 2 9 f 4% 3 #)-L-F KB AR AL]-3-bok

25 Py

BT A N-(-abre 7 B A K L- B RBARH N-(G-nprz FRA S
B)-L-F & # st 3B 54 47@-D)eg 55 ik, 41 &47M 1044 MS (ESH)
351 (MH"),
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97198532. 4 oW B E123/134;

10

15

20

25

b) 3RS, 4RS)-1-(2-3 3% K )-4-[[N*-(2-mtrz £ P S A)-L-F £ st 4]
g_}i‘_;]é-%vg\%ﬁ(pyﬁolidinonol)

] 364 162(b)4¢ 44 (200mg, 0.47mmol)g4 CH,C1,(20ml) % #
e TEA(0.08ml, 0.57mmol), & & e 3-8 % ¥5(0.07ml,
0.57mmol), A EETF, #HHR LM 0.5 I8, MENANZTEALM
£4c44(120mg, 0.57mmol), £ %8 F, HIFREZE2IE, MERAT
B LES AR A 4efo NaHCO; | #k ik, Fi4WNa,S0,), itk
. BT SACHE G (5:95 g CHCL)1E 2] 210mg g4z 40440
MS (ES+) 521 (MH"),

€) 1-(2-38 X F A )-4-[IN*[(2-mrrr £ P A A)-L-F B A8 4]-3-
st 2% 5% BR (pyrrolidinonone)

T A et 162()ib MR AN, 388 k) 46(K) 8 75 3, 4|
EArMie sy MS (ES+) 519 (MH),

k4 163
4 4[N (dontnz B RA) )L B R ] 1-[(25)4- 7 2.2-
(ETELTIFEILE SEIES
2) (3RS, 4RS)4-[[N*(4-strz 7 £ 2) 5 %)L AL £ 2] 1-{29)4-
LESRCTETTNI EILFIEIT S
BT A CBZ-% SR A K Tash, 558 5064 14680 535, #
&ArALAC A MS (ES+) 584 (MHDY),

b) 4-[[N*(4-vkoz P fAR) 5 2)-L- % KB K F A - 1-[(29)-4- 9 K -2-
1ICF €T FIE-€ ), F Vxi-L S50

BT R b 1631 e R BN, BB Ehp 4608 5 ik, 4
&4 Afee:  MS (ES+) 582 (MH),
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S 345 164
& HIIN(Goneoz 7 EA)EA) L% EBA ISR 12947 2. 2-
(CTETTHNILFIPT IR
2) (3RS, 4RS)-4-[[N-(4-nrz P F5) 5 %)L KA A £ A 1-{2S)4-
PR 2-(GF R A IOIE T AR 3o 588
%7 A N-PR-CBZ R RBABE TR, M EHAH 146
7k, Bl&HAICAY: MS (EST) 598 (MH),

b) 4-[[N*-(4-vikrz 7 ) A)-L-F K e A1 R ]-1-((28)-4- 4. -2-
([GF A Z AR T ARAL3 -t 57

BT A Rs) 164@Ue - RAB, 1B Fk] 46008 5 ik, #)
&4 HACA4: MS (ES+) 596 (MH),

%3645 165
#) & 4-IIN*[(2-wo P A A& )-L-F H B A E ) 1-[(2S)-4- 2 -2-
[[CF A 2 2OV RS AR]-3-es 2 B
a) (3RS, 4RS)-4-[[N*[(2-wrz ¥ f M) AL £ A2 £ 4 ]-1-[(29)-
IR FERCT ET TN EIPE IR TS |
BT R LAl 162K, B8 L4 46(0)eg 5k, #]
£A7AACS4:  MS (ES+) 584 (MHY),

b) 4-[[N*-[(2-ntrz 7 .4 ) 5 A J-L- % £ st 2L | R 4 J-1-((2S)-4-97 4 -2-
G R-%:F - I), ¥ YELS .

BT A ) 165@ULa- R sh, 4B k) 46008 5 ik, #|
A4 MS (ES+) 582 (MH),

%45 166
14 4IIN[Gttot 7 R0 A]L-F RALIEAT1-[(25)4-7 £-2-
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[[(F R AR AR A]-3-vbeg 12 B
2) (3RS, 4RS)-4-[[N*-(3-wog F FAHA)-L- 5 KB AR A ]-3-nbok b
Bodagd

BT A N-G-ntrg 848 H)-L-F S E A% N-Q-abrz P L 5
X)-L-FREoL, BREHES) 162Q0)6 5 %, #) &40 MS
(ES+) 351 (MHY),

b) GRS, 4RS)-4-[[N*[(3-whrz 7 A £ -1 A st A ) A 1-1-((2S)-
4- 97 R 2-[[(F RAF O RA LA -wbog e 88

BT R Fabf] 166U AR A Sh, BB Fahd) 165(a)ed 5 ik,
# &ATAALE4: MS (EST) 584 (MH),

) 4-[IN*[(-ere P RA)Z AL LA FAT1-(2)4- 7 22-
(CFET VL EIPFILBTITD ,A

BT A R 1660 HREID, M RS 46008 5 %, #
&inAAL S MS (ESY) 582 (MHY),

%364 167
# & A[IN*-(F £ 8)-L-F £ A R AT-1-[2S)-4- 9 £ 2-[[(F &4 %
BNEAIRA]-3- o S B
a) 3RS, 4RS)-4-[[N*-(F f 3 £ )-L- % £ 84 H 4 ]-1-[(2S)-4- 97 1 -2-
[[(F S A A RAD KA 3wt b 85
BT A S 1D RIS, BB Sk 46()eg 5k, #14&
#AAL A4 MS (ES+) 583 (MHY),

b) 4-[[N*(F E 84 )-L- B A A R A 1-{2S)4- 9 X-2-[[(F A 5

YL 3) ¥ AR AT A ¢
BT R RS 167@UE MR Ih, Ber8 Fkp) 46008 5 ik, 4]
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&ArMACSH:  MS (ESY) 581 (MH)),

F At 168

#1 % 4-[[N*(4-meog P EAFA)-L-Z B AR A FAI1-[QS)4-7 X%
2-[[(F &8 OVRADRA]- 3-8 L B
a) I-3-T A AR X-3- R FA-4-2 A% i

LEEERT, %4 1(bMes-44(2.38, 12.4mmol) ¢y P g (10ml) %
AR 48 R, MBKSE, A LEBRUEHE, HRAsMF NaHCO,, &
Fothk bk, TRMESONAME, LiRfRE. HENENKZGY
(20% CH,OH/ 2. 8% T #5)4% 2| 424mg ¢y 47 iL44: MS (ESt) 116
(MH"-Boc),

b) (3RS, 4RS)-4-[[N*-(4-nkrg 7 A K A)-L- T £ st Al R A 7 4] 13-
T B3t S

%) L4 170(a)4k 44 (420mg, 1.94mmol)¢4 CH,CL,(20ml)z% 3% &
A N-(4-wrz 9 A 5 K)-L- 5% & 82 (545mg, 2.04mmol),
HOBT(276mg, 2.04mmol)fz EDC(446mg, 2.33mmol), £ x2TF, #it
B it g, ME R CHCL## 4/ 0.5NHCl | 484 NaHCO,, %
Fodhkseik, FRMESOIAHE, LB RE. HETHENKEGH
(5:95 MeOH: CH,Cl,)#2 ] 600mg ¢4 47 84L.4-4: MS (ES+) 465
(MH"),
¢) GRS, 4RS)-4-[[N*-(4-nprz 7 R4 g A)-L-F Am A R4 FK]-3-9%
33 R 1T

1 523645 170(b)4¢. 44 (600mg, 1.3mmol)44 P 53(10ml)s5 5  fm
AN AMHCl ¢4 —ogdr(10ml)iziz, £ £RT, HFKLHTR, MER
55 #15) 608mg g4 MifeAd: MS (ESH) 365 (MH),

d) GRS, 4RS)-4-[[N*(4-wmg 7 A HA)-L- T ABAI LA 7 K]-1-
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((25)-4- 57 2 -2-[[(+F A B OV AR A]-3-wheg LB
& 323645 170(c) e 4-4(325mg, 0.74mmol)gy CH,CL,(10ml)z s

Ao TEA(0.21ml, 1.49mmol), 4 & S CBZ- % £ 8. (405mg,

L.63mmol), F %2 T, BIFREW 0.5 e, KMEMAZLEBELM
5 £ib44(392mg, 1.85mmol), EEBTF, HEREH2 8, MER L

B LB AR Al 4ede NaHCO; | #hkubik, F38WNa,SO,), idiks#%

4. B AT HACIE G #(5:95 7 8%: CH,CL,)4%2) 120mg ¢4 47 A 4. 4-4h:

MS (ES+) 598 (MH"),

10 €) 4-[[N*-(4-wrg 7 AR A)-L- % RBLAT LA T A]-1-[(25)4- 9 % -2-
GE:®-3 FIE-§-3), # Ik i S A0

BT A a4 170 R AT, 4588 525640 460008 55 3%, +]
FArAALE4: MS (ES+) 596 (MHY),

15 3645 169
#& I-F A4 (IN*C-m -0 F X B A )-L- 5 S A ) R ]-3-abei
&)
a) (3RS, 4RS)-1-3 A -4-[[N*-(2-7§ K -o- P skst 4 )-L- 5 G a1 & 2L )
3-spto B

20 #) %#E4] 110(b)4¢-4-44(500mg, 1.32mmol)#y CH,CL,(20ml)z 5% &
Am TEA(0.64ml, 4.62mmol), & s 2-5H & -0- F 3 25 85 §(327mg,
1.38mmol), #H R mwE TLC SME B TAH k. BREHFH LN
446(10% CH;OH/ CH,Cl))#% 2] 100mg #4478 4k 4%: MS (ES+)
505(MH"),

25
b) 1-3 2k -4-[[N"-(2-24 2 -0 P sk A )-L- 3 S Bt A I R ]-3-wbok B B

BT R R34 17110 MR AL, 388 64 46(K)8 7 &, +)

&4rM4ce4n: MS (ES+) 503 (MHY),
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L) 170
#1%& 1-F 2 -4-[IN“CEas L) L- R At A R A ]-3-wbg S B9
a) 3RS, 4RS)-1-3¢ % -4-[[N*-(E #hist £)-L- % A Bt E 1 KA 3- g4t 8Y
BT AR B AR 2- A Ao P EABL RSN, BRG] 169(a)
Wik, R&AEAS: MS (ESt) 446 (MH),

b) 1-3 # -4-[[N*“-CEaBeA)-L-F A s A R A3 b8 8
BT A Lkl 17214 R8sk, Hkm bl 4606 7 ik, #|
SArAALA4: MS (ESt) 444 (MH)),

) 171
#4198 4[N (- PR A AL ) L5 £ B A S A3k 428
2) (3RS, 4RS)-1-3 £ -4-[[N*(0- 7 3 s A )-L- 76 SBL R A 13-k
Yok
%7 Ao FERBERE 2R FERBEIS, BB EAS
169(2)e 55k, #1447AAL A4 MS (ESH) 460 (MHD),

b) 1- g -4-[[N*~(o- 7 a8 5)-L- % £ 8L A R AR 3wk od 1o 89
BT A sk 173U R b, BB Hakp] 46008 7 ik, #l
&Ml A MS (ES+) 458 (MHY),

FHb) 172
#& 1-F £ -4-[[N"-2- st )L B At A A3 -d 5o R
a) (3RS, 4RS)-1-3 # -4-[[N*-(2- B st w1 )-L-F £ s A1 RA]3-nbddx
B
BT A 2-ER SRR 2- Ao T R BL RS, B R
169(a) sy 75 sk, #)&ArMAE4: MS (EST) 496 (MH),
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b) 1-3 4N At B )L % RS ] H A )3kt 519
BT A E4) 174 o mR %91, BB E#a) 4606 5k, )
GARAMAL A MS (ESY) 494 (MH),

kA 173
#1415 A4 (IN-Q2-F 4 30 L- A m A | R4 -3k &
a) (3RS, 4RS)-1-F K -4-[[N*-(L-F £ B A A3 vpo B e &
BT AR TEAS CBZ- R R8sk, M5k 98- 5 ik,
%) &-#rMidc6-4: MS (ESt) 3203 (MH),

b) 3RS, 4RS)-1-F £ -4-[[N*-2-F £ # #£)-L-FE A A 1A A ]-3-0r 02 88
BT A 2-EVBRABRETEBIN, BB 8065k, #E&4F
HALA4: MS (ESt) 474.1 (MH),

c) 1-F 2 -4-[[N*-(2- K K 5 )-L- 5 Kb A A3k 89
BT B ks 176(cM bR %&b, 3 5k 98(K) ey 75 ik, 4|
S HieS4: MS (ES+) 472.3 MHY),

] 174
4 1-F H-A- Nk 4 0 )-L-F S B A BA 30k 89
a) (3RS, 4RS)-1-3¢ % -4-[[N*-(2-sopi J 3 %)-L- 5 BB AR AT- 3901
B
BT REaR B AR 2- A TRl ARk 13067 %, 4
£ATHALS4:  MS (ESH) 475.3 (MH),

b) 1-2¢ & -4-[IN" (2 sk S 5 )L 5 B R B ) 3o B
BT R i) 1TT@RA MRS, BB ik B8R H ik, #
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M4 a-4: MS (ESt)473.3 (MH),

FH#A 175
#4417 A-4-[IN-Q-Zakmt 20)-L- B e R | £ 430 89
5 a) (3RS, 4RS)-1- £ -4-[[N*-(2- Fax s 4)-L-F £t A £ 4] 3k or 8
BT A 523640 173()6 16 KA 5F, BB 33k 172(2)eh 57 i,
# &4 AALS4: MS (ESt) 510.3 (MHY),

b) 1-3F & -4-[[N*-(2- ag st 4 )-L- % KB A & A ]-39k2 8A
10 % T A &) 178@UL-HRAAI, BB ERHEH 9867k, #)
&M S4: 508 MS (ES+) (MHY),

S:464) 176

4 TN A2 2L 5 BB A A F A 1-(0S)14- 5 £-2-[1GF
R F FTOIES FAPT PR

2) (3RS, 4RS)-4-[N*(% fik # ) L% S A LA F R 1-[2S)-4-

ESAICT EE TIPS FAPTEILRITES

t 7 A N-7£-CBZ % KB AAY % 1©F @)% CBZ- B 48

5h, B AN Dk, HAEWMLSH: MS(ESH) 6253

20 (M+H), 647.3 (M+Na),

b) 4-[[N*-(F f 4 3 £ )-L-F KB AT E A T AT 1-[(2S)4-7 £ -2-[[((F &
EX - -€ X8 ), F LA S oA
BT A gt 176 oM Rsh, BB kb 3b)ey 5k, #)
25 &4 8 0o MS (ESH) 623.4 (M+H), 645.4 (M+Na),

%A 177-198
% A KA 1-176 3k g R ik, #1& T 54eeH.
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L
177

178

179

180

181

182

183

£ #R

(3RS, 4RS)-4-[(2S)-4-p £ -2-[(F E A L) F AKX A]-1-
[(2S)-4-wp 2 -2-[[(F F 4 8 X1 B A B2 ]-3-vib o 1 56
4-[2S)-4- 7 K -2-[(FF A 2 2 £ AR A )-1-[(2S)-4- 9 3% -2-
[[F 3 O R A X B2 ]-3-vkeg 1 B9

(3RS, 4RS)-4-[[N*-(4- g ¥ Pt A)-L-E R A AR A 1-2-
[(o- 97 Fapmt ) LA LA ] 3-whoB b BE

H[IN*-(4- g oL h)-L- % £t A ] R AL1-2- (- 7 5t
R)EAIT R ]-3-whe S BR

(RS, 4RS)-4-[[N*-(4- g Pt A)-L-EEBAIR L] 1-2 9
Bk -3-shek bk BE

[IN*(-Z X PotA)L-ERBAIE A 1- K TR -3-nek
PSR

(RS, 4RS)-4-[[N*(m At g £)-L-F a s L& L) 1- X Pk
A3l b AR

4-[[IN*-Gam A g )-L- 5 S a5 4 )-1-F P Eb-3-abes bt
]

(3RS, 4RS)-4-[[N*-(4-F % P ot st)-L-F f s A &K ]-1-[2-
[(4-FREFRLKAIT A3t 8

AIN*(-gx 7o )-L-E & A8 X 1-2- (4R ET
B R L] LA ]-3-bs R

(RS, 4RS)-4-[[N*(&-T & A Z L)-L-E A AR A 1-%
¥ Bt Ak -3-nkek bt BE

A[IN*(-T EABA)-L- B A AR R 1-E PR3-
e&-Jt, BF)

(RS, 4RS)-4-[[N*-(4-f X % Pt st)-L- B At A8 A ]-1-
[(29)-4- 9 K-2-[(4- R E PRA) AL )R A3k b B
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184

185

186

187

188

189

190

191

4-[[IN*(4-FE Pt )-L- B R B A HA)-1-[25)-4-7 4 -2-
[(4-FARE 7t ) RARA]-3 kg o ER

4-[[N*-(4-g 2 5 P st )-L- % fst R 1 R AT-1-((25)-4-9 %
2-[(4-F X PR FADRA]-3 - b B4 2

- 25 -4-[IN*-(4- A X P e b )-L- R A st A &K ]-3 kel b
B4z i

(GRS, 4RS)-1-F 2 -4-[[N*-(4-z & 7 )X 7ot 4)-L- T £mt
EIE-@ ke i S

1 A -4-[N(-5 A 7 2% Psed)-L-F A A £4]3-
v B

(3RS, 4RS)-4-[[N*-[(4-z & F A) X F oA )-L- T RBAIR

A -1-[2S)-4- w7 2 -2:[[(4- ok e ) AR A3 4%,
B

4-[IN*-[(4- A 72X Pak]-L-F Rst AR A]-1-[(25)-4-
FE2- (@ AR FRA)RERA]3-heg IR B

(3RS, 4RS)-1-3 7, & -4-[[N*-(2-F fh-o- 7 K ahse L )-L- T &,
B R ]-3-ke b BS

-8 -4 IN*C-f h-o- 7 Fapm A )-L-F Am AR AT
3-vbeg b BF)

(RS, 4RS)-4-[[N*-(2- 2k g 2 )-L- T A s A A A 1- X Fat
A-3-ReR B

4-[IN*-2- 2 A 5 2 L-F Ast A8 4] 1- KX P e ik-3-0k 2 iR
(3RS, 4RS)-4-[[N*-(2-woph gk #)-L- R B A R4 - X P it
A-3-orue B

4-[[N*-(2-meophgit 25 )-L- 35 S BE ARV R AR ]-1-3K F Bt A -3k " A
(3RS, 4RS)-4-[[N*(3- ook g 2 )-L- % &AM AR 1-X F
B3k BE
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4-[[N*-(-Fogopk g X )-L- % KB A R A1- X FEA 3002
&R

192 (3RS, 4RS)-4-[[(25)-4- 9 2 -2-(3F A) F A DK s6 4 ]-1-((25)-4-
72 -2-[[(CFE A8 DR A RB A3k B2
4-[[(2S)-4- 97 £ -2-(F ) B 1% B2 - 1-[(2S)-4- 97 X -2-[[(5f
AP EA]RBA]-3 -k B

193 (3RS, 4RS)-4-[[3-(2-werz ) ¥ LB A £ ]-1-[3-(2-npme )
¥ LB A3 B
4-[[3-Q-wrrz ) ¥ T O H A ]-1-3-Q-mhrz X)X TEEK)]-
3-vk o2 B -

194 (3RS, 4RS)-4-[[N*(x2f- = fi, ¥ Jh K sk dbA)-L- B Am AR
A 1-[3-(2-wbrz X)X TR A)]-3 -0k BF
4-[[IN“(2-= R P A Fshme L) L-Z R AR A 13-
)R LR A3k B

195 (3RS, 4RS)-4-[[N*-(2-# A s w4 )-L- % s A & 4] 1-[3-(2-
e ) K LEeR)]-3-k R BE
4-[[N*-(2- 3k shme 4)-L- 2 & me A R 1-B3-Cuks )X
L)) 3ok B

196 (3RS, 4RS)-4-[[N*-(3,4-— gk sk dt A )-L- B A s AR A)-1-
B-C-merr L)X THA)]3%oZ B
4-[[N*-GA-— gk sm k) L- 5 £ e A R AT-1-[3-2-wrz.
A)E LB A3k B

197 (3RS, 4RS)-4-[[N*-( s gt 4)-L- % &ML £ K] 13-t
)R TE )] 3k B
4-[[N*-(P sk i)-L- % A B AT R A-1-B-Ceme D) E Lt
I3z A

198 (3RS, 4RS)-4-[[N*-(4- g ¥ mrst A4 )-L- & A s A1 &K ]-1-[3-(2-
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W AR LR A3k B
4-[[N*-(4- g 3 mmt A )-L- % £ B A £ A 1-[B3-Cwse )X
Lt L)]-3-vk e B,
LR HBA R A ' ATF T el #) &Fo ) A AL A 691056

M. K, REPRRTLERBRGEE LS, @ atsT 7] egih

ZXPEEAAGLFASKRAS. BRI AGLRE FAPLEHK

Mol BAPSA LR O3 T ASBIIK, £HESE RN FHASL

5 #,
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