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ANFREE P IE ATE H Ak 2R IR AR RS 2RI I PR SR e I L I L e AR R R, Bl
PRI sl H: A ZU R T2y SR B AN R 4-6 W RE T Ha A | AN ANk A A e E
FR AT AL IR IR AL ] BUAR,
[0073] Ry &H] -NR\R, B AR dE (5 1-8 Mk T ), Jorb R, F R, AH R BAN ],
ARG S S EATER M R & B AT i 2 243, 8L R, ARR BRI Z IR 1)
FRIREL, SR 3-7 DL KT Mk B 4R B SR HoAt 2 SR 5 HLAT 8 bl e FEER AR
I AN B AN T RN R PR3 FR 2L,
[0074] NI pfRELES v ARBHR AR IE NI BTE 5 v LR
IR ER IR - NS »
[0075] Ra & 3%, il
[0076] Rb.Rc F1Rd BA FHKIE X
[0077]  1)Rb F Re /2&S ¥, 1Ml Rd A& AR = A,
[0078]  2)Rb 2ER T, Re AE R FBUEUR T, 1T Rd £FEHF] -NMeR” ',
[0079] PP R” ' AUEBEMGHRE (2-80), ZRIRFLHIEL, BifC% —COOR' e, Hirp
[0080] R’ e &kttt (1-60), #EMMFEE (2-6C) , ZRFL o) 2R3,
[0081]  3)Rb &5 T, Rd & FE ] -NHCH, 5% -N(CH,) ,, Re J& &R 1o
[0082]  TRixX4bqb &4y, S hE )b B A vE PR 2

12
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[0083] 508 —(1- MgppRfRAE ) A% 56,56 v - A RUGE = 1,

[0084] -5 6 —[N- AL -N-2-(1,3- 45U ) AR ] WIEPE 56,5 v - A 1H%
EQn

[0085]  —5 & — N MpRARIE FIFE —4 € — FISLGSE -4 ¢ - W L3 56,5 v - AR IR %
£

[0086] 58 —NWRfRIL L 4 ¢ - FIREIE A - W -FREIEL 58,6y -k -4¢-&
JRIEFE R 1,

[0087] 56 -[ X —(2- F4ELHE) @HEFE]-56,6 v - RAFHER ;.

[0088]  SEjds] v A1) 25 1) SR RE BCE 1 7T T Pk TR SR AT AR A AR A N GER [
HH ¢

[0089] —4e-F 56— ( LHAFELEMFIL)-H58,5v- WARBEFE 1,

[0090] 56-( “ZHBEZEMPE)A-FHREE 4-H - FHREHE 56,
Y- AR IGFEE 1,

[0091] —4e-FH58-( “LCHAELEMPE)A-FEARE 4-H-FERA
556,56y - MARIBFER [,

[0092] -56-(3- ZLRERENEMPE)-H56,5y - RMARBHER I;

[0093] -4e-4-58-(3- “ZEAENEMFRL)-56,5v- HAJABEE 1,

[0094] 56-(3- LA ENEMPIL )4 - PR 4- - FHRAE 56,
5y - MEARMEER I,

[0095] —4e-50-56-(3- ZLREAENEMPE)40- FRAE 4- T _FHER
H 56,5y - MEAIRGESR 1,

[0096] 56 -( —HREEIELEMPE)-56,5 v - MAKBHFER 1,

[0097] —4e-% 58 -( “HRFILLEMFIL)58,5y - MARBER 1,

[0098] S ( —HEAELCEMPRE)A4-FRARE 4- —FHEAEL 56,
Y- AR IGEEE 1,

[0099] de-FWH-(—HEAELEMPFE)A-FEAEA-H_FER
558,56y - MARIGFER 1,

[0100] —4e-%0-58-(1- % 2- BRMIERE 2L ) -5 6,5 v - AR IGE R 1,

[0101] 56 -(1- AL —2- DKM LA S )40 - FREE A- M _HFEAE 56,
Y- AR IGFEE 1,

[0102] —4e-50-506—-(1- FIEE —2- DKM SRR FF2E )42 - FREAE 42- M _FHER
56,5y - MARGEE I,

[0108] -5 6 - (MR ZEEM AL )58 ,5 vy - ARG FE 1,

[0104] —4e-5 56 - (WS LEMFIL) 58,5y - WMARBEE 1,

[0105] 58 —( MR LFT AL )4 ¢ - R 40 - Il —HREHE 56,5 v - A
JRIEFEER 1,

[0106] —4e- % 56 - (B LIEMFIE )40 - FRAL 4- P _FHEEE 56,
Y- MARGHER I,

[0107] —4e-5 586 -(2-WRME FFLIL) AL 56,5 v - MAJRIGER 1,

13
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[0108] -586-(2-WRMEFIE L) MR 4¢-PREE 4- W - FHREHE 56,
5y - MEJFiihE= 1,
[0109] —4e-G H6-2-WRME FIELE) M 40 - PRI 42— i —F IR

556 ,5y - MEAIRIGRER 1,

[o110] -5 06 —(3- WRNE FHENZEE ) M2 56,6 v - ARMAER 1,

[0111]  —4e -5 -56-(3-WRME T-2ENZE ) ML 56,56 v - ARG ER 1,

[0112] 58 -(3-WRMEFIEAIE) MR 40- PRAL 4- W - FHREHE 56,
Y- AR IGFEE 1,

[0118] —4e-5(H58-(3-WRNE FRENE) MAE A4-FREAEA-H_-FER
58,5y - MARIGFER 1,

[0114]  —de-S 56 -(4-MEeEFEMPE )56 ,6 v - AR HER 1;

[0115] -5 8 —(4- MLIEFE AR 3L ) 40 - FIFEEIL 40 - i —FRERE 56,5y - it
ARGER 1,

[o116] —4e-5 50 -(A-MERERFEMPRE) A -FREEALA-M-FRAXKHS,
5y - MARMEHER I,

[0117]  —4e-5 58 -G~ MmEREFEMFELE) 56,5y - MAIRHFE [,

[0118]  —5 8 —(3- MEmEEE FRAT FHL ) -4 ¢ - FFLEIE 40 - i —FFEIE 56,5y - it
ARMGER 1,

[0119] —4e-&-56-3-MtMEdEAEMPIL) 4 -FHRERE 4 - P _FREIHL 56,
5y - MEARMEER I,

[0120] 56 - (2- Mme R ML ) 56,5 v - AR UHESR 1;

[0121]  —4e-5 58— MPeREFEMPRE) 56,5 v - MAIRHFTE [,

[0122] -5 68 —(2- MEMEIE FAFLAT FA3E ) 4 ¢ - FISEEIE 4 ¢ - I - HEEE 56,5y - JIit
ARGER 1

[0123] —4e-5(-56-Q-MmERFEMPRE) 4 -FREALEA-M_FERAHXK H6,
Y- AR IGEFEE 1,

[0124] 56 —{[2-(4- FEEWRIE —1- 3% ) OB I AR ) 56,56 v - A RIGE R 1,
[0125] —4e-5( 58 -{[2-(4- FAIRME -1-FL) R T WFHE 158,56y - AR GE
EQN

[0126] 56 —{[2-(4- FAZEWRME —1- 3% ) ORI AR ) 40 - AR 40 - i —FHE
HE 56,5y - MARGEFE 1,

[0127]  —4e-5-506—-{[2-(4- FIENRIE-1-2L) ZFL I Mgk 1 -4 0 - ILE -4 2 - 1
TSI 56,5 v- MAJRIRER T,

[0128] 56 —( THRIEMRFEAFECEMFIL) 58,5y - WARBEE 1,

[0129] —4e-5 56— ( THEILMILAILCEMPIL)-56,56v- MARBEEE 1,

[0130] 56 -( THREREAEFEMLE )4 -FREAE 4 - _FEAE 56,
5y - MEJRHEE [,

[0131]  —4e -4 56 -( JHEIEMILEILLFMAIL ) -4 - PRI 4 - il —FRR
58,6y - ARG R 1,

14
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[0132] 56 -(ZFELEMPIEE)-H6,6 v - MAIRHHR 1,

[0133] —4e-% 58 -(RAELEMPE)H6,6y- MARGEHER I;

[0134] 56— (HEFEMLEE )42 - FRAE 4 - _FERAKE 56,5y - AR
G

[0135] ~4e-F S5 -(RAIELHEMPIL)40- FREAELE 4- —FHRAAEL 56,
5y - MEflhdE= 1,

[0136] 56 — (LMK FIRECFEM AR )56 ,56 v - MAJRHER 1,

[0137]  —4e %5056 - (MMEEE FRCFEMFIL )58 ,5 v - MAJRBEFE 1,

[0138] 56— (MM FI AR PR )40 - FREEL 4- W - FREHRE 56,
Y- AR IGFEE 1,

[0139] —4e- G H8-(MMEH TRHRLEMPRE)4-FEAE 4-H - FEA
558,56y - MEARHER 1,

[0140] 56 -( “RHAERLELEMTIEE) 56,5y - MAJRGHESE 1,

[0141] —4e-S 56— ( " RANREARELEMFIE)-H58,5v- ARG FZE 1,

[0142] SH6-(ZRNERELEMPLE )4 - PR 4-M_FREHRE 56,
5y - MARIHFE 1,

[0143] —4e-A H6-(“RNERAECEMPE)40- FREE A- M _FHER
558,65y - MEAJRHER 1,

[0144] 58 -(N- 23k N- ARG ZEMFIL) 58,5y - WARBER 1,

[0145] _48—EL_56_<N_ L —N- Eﬁ%/ﬁ—kﬁaﬁmﬁﬁﬁ) -58,5y- BE%&FZZE‘%%I

[0146] H56-(N-4HE N-FREAELEMPFRE)A-FREAKE 4- _FER
558,56y - MEAIRIGRER 1,

[0147] —4e-S-58-(N- 2% N- FRFIEOEMPRE )40 - PREFIE 4-H_F
BRI 56,5 v - MABHERE 1,

[0148] 56 -((2R)-3- —LREHENE 2- M FE )56 ,6 vy - MAJRHER 1,

[0149] —4e-%(-58-((2R)-3- ~ZHEIEFE 2-TFH)-58,5 v - WA JAHEEE 1,
[0150] =56 -((2R) -3~ L FEHIENIE 2- T F I )4 - FREEE 4 - R _FHER
558,56y - MARRER 1,

[0151] —4e-5(-58-((2R)-3- “ LRI NHE 2- AL )4 - FREAHE4-F
FREHE 56,5 v - ARIRER 1,

[0152] 58 —((2S)-3- " LFEFIENFE 2- M FFE )58 ,5y - AR HRE R 1

[0158] —4e-5(-506-((25)-3- —LHAINEE 2-BiPI) 56,5y - MAJRUGH R 1,
[0154] -5 68 —((25)-3- L FERFENIE 2- T FHE ) -4 0 - AR 4 ¢ - i —FHE%
558,56y - MEARHER I,

[0155] —4e-5(-58-((29)-3- LA NE 2- AR )4 -FEFAHE A4-H
FAILESE 56,5y - MEARGHFEER 1,

[0156]  {EE 5 HIE WO 99/05165 R (a ) Fro~he i M 24T R L& 7
255 ZOUBRE N 2278 SCRS | AL

[0157]  FEEBRE WO 01/02427 iR (B) FrossE M @ SZATAEYE K T ik
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WA PR M S AT R 2 s A A A T e A R A ) s A St R T R K
[0158]

[o159] X R, 4nai i i o S, B AR R QTR AL ARAL A ) BORURE, b 14 A7 B
FEVURA AR, BB PR R AR IS, B, O T 213 Ry ZBRE A HAREE AT A4
(B, REA AL 53 A AR B 2 I8 J7 3%, i AN W B AR IR I IR B I L 0 e
MR FA BN IR (R) e FiR R,

[0160] R4k A FH 5 AL B AL A B0 A el T R IR 1) S N ] DA 28 2 — bt (=
LRFIE = AT W (2- PRI LE) d& = A (Deoxofluor®), iy = fiL
it ) AFAE T 8R4k G e B AR b A DU S A B A7 A8 T A8 e B SR DY e Bk A (DY AP R4 1Y
CFERR VU B354 DU T 258, ), =t 28 K AR R B el — e R R SR I i A ) 2 A AL Y B
TR 2, B A 228 b B s et TR P < e 1 AL ) B B B R Eh AT . 1R RONAE
TRAEVER (R R SRR ) P aERE (PUZEMR ) 1, /5 -T8C & 40°C,
Mk AR R R R BT A (16S) FMEAT AW RIMA (16R) AT, R
P AR 7y 1 HAR R 4y I 7 vEXE 14 A B R EAT SRR LR [T. W. Greene Fll
P. G. M. Wuts, NG T HIRPEEF] (Protective Groups in Organic Synthesis) (58—
h ), A. Wiley—Interscience Publication(1991) ],

[o161] i [ il & Horh Ry 2 W] DA HUAR IR e TR0 L 07 e O JIR IR« 23 30 BRI i e
BEEI =i (B) , TEAFAEBRAFAEB I (b % « I ORI — %) FBUiE (=4t
Tl = O — RINEE SRR MEWE B— AT AR ) UL AT et — P45 an 4-N- — R 25
SEMERE R OLR, 7RI AE —40°C 22 +80°C, fEANLEFI AL ie () 4n, — F % AR ik fi sl N—
FE —2— ML BERE ) REEIE S BT (I, AR A Sk S ) sk (USRI |
THEOEM O T REE SR ) AT IR BRI S N HERT A (IR RN PR BRI )
ATERAL R Y . T RETH0IZ R MY I B BE M. FSE I EAAR

[0162] T IR PR il P St 45 5 B A< i B

[0163]  7E N IRSE ] 4, 727 A IT NMR 3%, (K dy 249252 J. 0. Anteunis J¢ H [A]
F{E (Bur. Biochem. , ) 58,259 (1975) I 4 ik, ¥5 B4 -

[0164]

16
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[0165]  [RAESIA ULEH, {F ] 0. 063-0. 02 = KAENRAE KRR T SE AL (A% . 7EEH TR
[RGHL T 5 A5 0. 04-0. 063 Z KAk KT it A X ik sl A C BY Cg BB R i 801
AL (HPLC) AT . 78Skl g i D, 1K 2508 70 76 Merck 60F254 il AR FR
M Z G (OO 78Rk H 70 F HPLC 2347 o AHRY T-[RIFE RE Bl RO B I ) (1) 48 43010
AR, RETEE (30-45°C32. 7 T ) TR+ XFEAT 2R V)R I8 KOG
FAR (MR, IRMS) 43#7, IXAEREAE U0 AU 4 o

[o166]  SEjifsl 1

[0167]  {E3EF 500 ZT+ ZHEHI = FUH Y, IO 60 SufE IR 44 N Hil 4 1 &H 33 IR %
56-FME 58,5y - WMAIRIGER I HENESY, RN 18 =Tk, RGP
[F138 5 /NI, SRS AE 45°CIE (2.7 T ) N k4 2+, 43 2 68. 8 va [ 44, B T+ 200 2
THAO RO R S AN KBS 200 22T+ ST b . A HUHZMINT 5, IR T4, 1L 38, 15
45°C (2.7 TR ) Tlk4a 2T, 135 56. 4 be v (A 4, AR AR A 300 ZTH/KA 140 2
THIN R . 132K AHAHGR A 100 22 THIE R S REA 100 227+ — SR Gede iUY I 28 Ja
N 12 TERRFR SV, 5 H pH PR 3 7-8, FEH 400 =T+ AU A RedR B . BAHHZL MG, FR
FRAN T, L8, ARG kA 2, 19 31 41, 3 soBs A4, BT 200 seiE R (i aifl (P
3R s SR e / R, CUARRRTE 4 98/2) o aXFEAS BN ATE B / ARG (AR
490/10) Hr4h gk o 5. 05 LU ES S I [ A 7E 20 22T FREE A 55 — ik &6 e, Rt i85 45°C (90
1) THEEAEE] 4.5 785 6 —(1- MWL) FE 56,5 v - MAJRIGER 1, EMAEHK
R, 78 180°CHEAk

[0168] 'H N.M.R. if (400MHz, CDCl,) :0.92(t, J = 7.5Hz,3H :7E 2y {7 CH,) ;1.08(dF
WM d, J = 16.5Hz, 1H :7F 58 47 CH, [ 1H) ;1. 27 (mt, 2H :7E 3 B 7 CH, i) 1H FI7E 3 v
£ CH, 1f) 1H) 51.30(d, J = 7Hz,3H:7E 1 Y £7 CHy ;1.57 (mt, IH: 7E 3 ¥ {7 CH, ) 75 — 1>
H) ;1.66 A1 1. 72 (2mts, A~ 1H :7E 28 {7 CH,) ;2.00(mt, IH:7E 38 A7 CH, 9 55 — 1 H) ;
2. 36 (mf, 4H : BBk Y NCH,) ;2. 47 ( %% dd, J = 16.5 Fl1 5Hz, IH:7£ 5B 47 CH, fj 5 —A 1)
2. 85 (s, 2H :CH,N) ;2. 94 (s,6H :ArN(CH,),) ;2.99(dd, J = 14 F1 6. 5Hz, IH : 7F 4 B {7 CH, [
1H) ;3. 17 (mt, 1H :AE 4B £7 CH, B % —AH) 53. 17 (s, 3H :NCH,) ;3. 27 (mt, 1H : £ 3 6 {7 CH,
[f) 1H) ;3.34 (% d, ] = 18Hz, IH :{E 5 ¢ £ CH, i 1H) ;3. 47 (mt, 1H :£F 3 8 47 CH, 1% —4
H) ;3. 70 (mt, 4H : "Bk ] CH,0) ;4. 57 (dd, J = 8 Fll 5Hz, IH :#F 3« {7 CH) ;4. 78 (mt, 1H : {F
2a 7 CH) ;4.82( %% d, J = 18Hz, IH :7E 5 ¢ {7 CH, (5% — H) ;4. 89(dd, J = 10 Il 1Hz,
1H:7E 1 a £7 CH) ;5. 11(d,J = 5Hz, 1H :7E 5 a {7 CH) ;5. 27(dd, ] = 9 fi1 6. 5Hz, 1H :{F 4 a
A7 CH) ;5. 50-5. 55 (mt, 1H :#£ 5 v £ CH) ;5. 52(d, J = 8Hz, 1H :#£ 6 a {7 CH) ;5. 87 ( F= X &
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() q, J = 7 M1 1Hz, IH :4E 1 B £i7. CH) ;6.58(d, ] = 8Hz,2H :{F 4 ¢ fr 75 H) :6.65(d, ] =
9. 5Hz, 1H :7F 2 f7 CONH) ;6.92(d, J = 8Hz,2H :7F 4 & £ J5}% H) ;7. 20-7. 45 (mt AHMN T4
6 a 47 75 % H-H, f1 H, f¢) 7TH) ;7. 76 (dd, ] = 4 1 1Hz, 1H :H,) ;8.47(d, ] = 10Hz, 1H :7F 1 1
CONH) ;8.51(d, J = 8Hz, 1H :#£ 6 fi7. CONH) ;11. 69 (s, 1H :0H) o
[0169] %M TRy AT LIfF2I 56 - A 56,6 v - ARG R 1 -
[0170]  7E 3545 100 =& Fh VU & We M 1) = O b, AN 5.9 7 (5YR,5YS)-5y -
-5y - % -5 6 - WL E R 1, (R 4K 50/50 REH ) , ARJE NN 1 Z T+
WEE . ZIRAWAE 20 CHERE—, ARG 1L U8 JEVRAE 45°ColJE N k4 21, 19 2 1 [ 4 H
100 ZZEFH AR RS B /KA N 100 Z A — R Pesfd . A VAL BTG, IR T4,
g, R E A 2T XAEAT R 1. 45 ORI W), B Ak AR s iR A R (R
PR/ P, AR R 98/2) , 4331 1. 24 w5 H 50 FE/R % 56 - I 58,5 v - I
AtEE R I HENREY), SotEE AR
[0171]  ZHF &R ATLIAERE] GYR) Ml Gy S)-5y- I -5y - M4 -5 6 - WHIHER
G N
[0172] 7R 100 2+ B 50 ZH R P HER =[O, A 10 505 6 — I ILJRLE
a3 LM 2.8 wi /K EALET . ZIREWAEIR] 0°C, 43 /MmN 0. 47 S EALeT . Btz
NYREH) 3 /NG, SR 05 100 22K ke Jl i AN I8 B FLZKAH pH JR75 31 5. 15 R
BRI AE PR SR AR o 18 I AR B AHH I AN AR BR S B KBSV pH B 7, SR BRI
H 50 Z T “ & P 2 IR G IFANUAH, 85 BRI AT, il 38, 76 45°Cos (2.7 T
) T4, /93 7.6 valll Ak, Horp 2 FOAHAR A 450 50 Gy 10 SRR Rl i i) 4% = R0
FHEGEE (HPLC) 44k 3 3Rk (BEF /K / B, ARFRTE R 70/30, &4 0. 1% —5REE R ) -
GIFEHBEMS v S BRI, £ 40°CHIE 2.7 FM) FBrE LN, Wk a3 i fix
PR AN /K B AKAH pH IR 3 70 IRIVTIE I8 )5, 76 20 2T Sk P hi b o 459 201 [
AL 38, 76 40°CYRE (90 M) T4, 7330 0. 1958 5y S)-5y - -5y - iid 56 - ¥
FIEIRGGRE R 1, B AEBE AR, £ 166 CHRAL, X T5H G YR FAMAKRIE D R
N, 1330 0. 18 3¢ (B YR) -5y - F23E -5y — JIi4 -5 6 — WH R = [, EHERAR, 72
246 CHE1L
[0173]  (5yS)-Hy-FZHE 5y - 56 - WHERIHHER I, -
[0174]  'H N.M.R. % (400MHz,CDC1,) :0. 47 (dt,J = 15 f1 5. 5Hz, 1H :fE 5 B {7 CH, [ 1H) ;
0.92(t, J = 7.5Hz,3H : 7E 2y 47 CH,) ;1. 10 (mt, 1H : £F 3B 47 CH, 1] 1H) ;1. 25-1. 40 (mt,
1H :4E 3y 47 CH, ¥ 1H) ;1.35(d, J = 7Hz, 3H :#F 1 ¥y {7 CHy) ;1.55-1. 80 (mt :3H #H N T-7F
3y 7 CH, 55— H, FIAHM. T-7E 28 £/ CH,) 51.99 (mt, 1H :7E 3B 47 CH, K15 —1 H) ;
2.13( %% d,J = 15Hz, IH :AE 5 B 47 CH, B % —"H) 52.90(dd, J = 13 F1 5Hz, 1H :7F 4 B £
CH, fJ 1H) ;2. 98 (s, 6H :ArN(CH,),) ;3. 15-3. 35 (mt, 2H :7£ 4 B {7 CH, )53 — AN HHILE 3 8 fif
CH, ] 1H) ;3. 20 (s, 3H :NCH,) ;3. 38(d, J = 14. 5Hz, 1H :7£ 5 ¢ 47 CH, [ 1H) ;3. 52 (mt, 1H :7F
38 f7 CH, 1% —H) 53.90 (mt, IH:AE 5 v 47 CH) ;4.53(t, ] = 7. 5Hz, IH :AE 3a £i7 CH) ;
4.81(mt, IH:7F 2a {7 CH) ;4.88(d, J = 14.5Hz, IH :fE 5 ¢ {7 CH, {1 % — H) ;4. 91 (%
d, ] = 10Hz, IH :7F 1 a 7 CH) ;5.03( % d, J = 5. 5Hz, IH :7F 5a {7 CH) ;4.95 F1 5. 00 (2
B s, 84N 1H:= CH,) ;5. 17(dd, J = 11 1 5Hz, 1H :7F 4 a {7 CH) ;5.70(d, J = 8Hz, IH :7F
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5Y 7 OH) ;5.77(d, J = 8.5Hz, IH :7E 6 a {7 CH) ;5.92( %% q, J] = THz, 1H :7E 1 B 47 CH) ;
6.54(d, ] = 9. 5Hz, 1H :7F 2 {7 CONH) ;6.60(d, ] = 8Hz,2H :7F 4 ¢ {75 H) 36.92(d, ] =
8Hz,2H : /F 4 8 47 75} H) ;7. 20-7. 35 (mt AR T 6 a {7 3% % H [ 5H) ;7. 38 (AB R, 2H :H,
FIH,) ;7. 78 (mt, 1H :Hy) ;8.44(d, J = 10Hz, 1H :£F 1 7 CONH) ;9. 10(d, J = 8. 5Hz :AE 6 fif
CONH) ;11. 66 (s, 1H :0H) ,

[0175]  GyYR -5y -#FE -5y - 56 - WHIRAGLERI,

[0176] 'H N.M.R. #¥% (400MHz,CDC1,) :0. 17 ( ZXE t, ] = 12 f1 5. 5Hz, 1H :7E 5B £ CH,
(1) 1H) 50.91(t,J = 7.5Hz, 3H :7E 2y {7 CH;) ;1. 18 (mt, 1H :7E 3 B 4% CH, ¥ 1H) ;1. 28 (mt,
IH:7E 3y 47 CH) [ 1H) 51.34(d, J = THz,3H:7E 1 v {7 CH,) ;1. 57 (mt, 1H :7F 3y 47 CH,
(5% — AN H) 51.60-1. 80 (mt : FHR T 2 B {7 CH, (1 2H) ;1. 99 (mt, 1H : 7 38 {7 CH, {1 % —
S H) 52.39(dd, J = 12 F1 6Hz, IH:#E 58 7 CH, B —NH) ;2. 90-3. 00 (mt, 1H :7F 4B {7
CH, i) 1H) ;2. 96 (s, 6H :ArN(CH,),) ;3.06(d, ] = 14Hz, 1H :7E 5 ¢ {7 CH, fJ 1H) ;3. 17 (s, 3H :
NCH,) ;3.20(dd,J = 13.5 F1 10Hz, IH : £F 4 8 {7 CH, %5 — H) ;3. 28 F1 3. 49 2mts, B4
IH:7E 36 47 CH,) ;4.55(dd, J = 8 I THz, 1H :7F 3a fif CH) ;4. 70 (mt, 1H:7E 5y 47 CH) ;
4.79(mt, 1H: 7F 2a {7 CH) ;4.87( %% d, J = 10Hz, IH: 7€ 1 « £7 CH) ;5. 00-5. 15 (mt, 3H :
fE5a fif CH-{E 5 ¢ 4 CH, %5 —/ > HFl= CH, 1 1H) ;5. 17( 5 s, IH:= CH, 1 55—~ H) ;
5.21(dd, J =10 f16. 5Hz, 1H : £ 4 « {7 CH) ;5. 65(d, J = 8. 5Hz, 1H :7£ 6 « fi7.CH) ;5. 90 (mt,
IH:7E 1B f7 CH) ;6.56(d, ] = 10Hz, 1H :7F 2 {if CONH) ;6.59(d, J = 8Hz,2H :{F 4 ¢ {55
W H) ;6.91(d, ] = 8Hz, 2H :#E 4 & {775 H) ;7. 20-7. 45 (mt AN T-7F 6 a {37 75 & H-H, F1
Hs 1) 7H) ;7. 76 (% d, J = 4Hz, IH :Hy) ;8. 41(d, J = 10Hz, 1H :£F 1 i CONH) ;8.61(d, ] =
8. 5Hz :7E 6 fif. CONH) ;11. 66 (s, 1H :0H)

[0177] g@ jﬁl 2

[0178]  {Edé 350 ZF — & P AL = LR, A 21,2 38 56 —(1- Bk 5L )
-5y -WiA -5y - R -JRHEFRIAGS Mby FMEIESGY) . HAHR0CHIRE
Vb IO 14. 3 =T — LRSI = A« U5 nsete, R NIREGWITE 20 CHiHE 18 /NI, 2R )5
fHIN 400 ZFH /KA o 18I I AV AT FR &V B 7K BV R AKAH pH PR 21 7. A ALAE,
200 ZFKPEG, HBREREA 15, 38, AR 5K 21, 1 200 ZTHBEIR CEEVEfR . JERRA
B, DEIRAE A5°CIRE (2.7 TH) FIR4EET. 133 10. 6 554, ' H 250 oL i
EaiAl (PEGR) R Pt/ TR, AR 97.5/2.5) , 153 4. 5 v [l 44, ‘&3 Witk (1.5
LD 3.0 w3 ) AHARHEF] 450 B Cy 10 SRR B i il 4% HPLC 44k 2 7R (BeMiF) /K — 21,
CLARFRTE A 70/30, 57 0. 1% =B IR ) o 70 AlAG 58 4-8 W U4 3-5 W45 FF, 7E 40°C
R (2.7 1) FEREOHE Bk i AR BR B 7K B, TSR B K AR I pH I 5 21 7.
ik HIRRUTTE , FH 20 ZFH/KH 20 T N BESEER, 2R IS 76 40°Cok s (90 1) H T4, 19
#0.35 50 (1.7% )56 —(1- WEMRACEE ) 2L -506,5 v - MAIRHHER L.

[0179]  'H N.M.R. 3 (400MHz,CDC1,) :0. 92 (t, ] = 7. 5Hz, 3H :#E 2 v {7 CH;) ;1. 08 : (EH
T d, ] = 16.5Hz, IH :7£ 5B {7 CH, f{) 1H) ;1. 27 (mt, 2H :7E 3 B 47 CH, i LH FI7E 3 v i CH,
[¥] 1H) ;1.30(d, J = THz,3H :#E£ 1 v 7 CH,) ;1. 57 (mt, 1H :7E 3 v 7 CH, [¥) 55—V H) ;1. 66 FlI
1. 72 (2mts, B> 1H :#E 2 B 47 CH,) ;2. 00 (mt, 1H :7E 3 B 7 CH, )5 —H) ;2. 36 (mf, 4H : 15
WK NCH,) 52. 47 (38 dd, J = 16. 5 fil 5Hz, 1H :£F 5 B 7 CH, i 55—~ H) ;2. 85 (s, 2H :CH,N) ;
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2.94 (s, 6H :ArN(CH,),) ;2.99(dd, ] = 14 #1 6. 5Hz, IH :E 4 B 7 CH, i) 1H) ;3. 17 (mt, 1H :7F
4B A7 CH, 15— H) 53. 17 (s, 3H :NCH,) ;3. 27 (mt, 1H :#£ 3 8 47 CH, ff) 1H) ;3.34( 5& d, J
= 18Hz, 1H : 7 5 ¢ 47 CH, [¥) 1H) ;3. 47 (mt, LH :7E 3 & {7 CH, ({1 % — 4 H) ;3. 70 (mt, 4H : 1k
] CH,0) ;4.57(dd, ] = 8 f15Hz, 1H :7F 3 a {7 CH) ;4. 78 (mt, 1H :7F 2 a {77 CH) ;4.82(%E d, ]
= 18Hz, IH :/E 5 ¢ 47 CH, 53— H) ;4.89(dd,J = 10 # 1Hz, I1H :/F 1 a« 47 CH) ;5. 11(d,
J = 5Hz, IH :#E 5 a 47 CH) ;5.27(dd, ] = 9 fl1 6. 5Hz, 1H :£E 4 « 7. CH) ;5. 50-5. 55 (mt, 1H :
15y 7 CH) 55.52(d, J = 8Hz, IH :7E 6 a {7 CH) ;5. 87 ( =X & q,, J = 7 M 1Hz, 1H :7F
1B {7 CH) ;6.58(d, J = 8Hz,2H :7F 4 ¢ fr 75 H) 36.65(d, J = 9. 5Hz, IH :7F 2 {if CONH) ;
6.92(d, J = 8Hz,2H :/E 48 f775E H) ;7. 20-7. 45 (mt AP T4 6 « 47 75 & H-H, F1 H, ]
7H) ;7.76(dd, ] = 4l 1Hz, 1H :H,) ;8.47(d, J = 10Hz, 1H :7F 1 f7 CONH) ;8.51(d, J] = 8Hz,
1H :7F 6 £7 CONH) ;11.69 (s, 1H :0H) .
[o180]  fZMETFIATT AT LAAF 2 5 6 — (1- MR ACEE ) 3L -5 v - % -5 v - Ik - JRh %
F 1,68 M5y RUEBRED) -
[o181]  FENEAAN 11 505 6 —(1- RhipkfRIE ) AL JRaha 2= 1, (5 6 S5 6 R 54414 90/10
REW) 1E 120 2T+ 1, 2- I LLET S, ARG M 0. 42 setliE bl . 78 20°CHi
FE—BJG, NN 60 Z T+ AEERT 0. 42 s RN EAL SN, IR G QRS b 5 /DI RVIRS
YIAEWE k4 21, H 40 = F S R HERT 400 ZZTH A IN EhIR 2R 1B /KR RE , IR IR A
E‘Jz%#% pH 72 3o WA AKHH, BRI 30 ZH R P Leskdk 3 e & IFANUAHE, R
i, IR, fEIR T RA 21, 1931 10. 84 suldl i4, & H N kit (BREEVENL - LA
7|er CH,C1, :MeOH 4 98/2 %2 96/4) , 432 1. 6 w4, E1E 50 ZH LBkrh i de. fEiduEs
50°C ks (90 M) NS, 433 1. 14 35 5 6 — (1- WpkACIE ) A2k -5y - 4 5y - &
B - JRIEE = IA (G 6 2 90/10 A RIR G4, 5 v 4 50/50 HiRIREY) ) » & B AR,
3| 180°CH4L (Ti:%)
[0182] 'H N.M.R. i (400MHz, CDCl,, d, B ppm #f).0.42(dt, J = 15 Hl 5Hz, 1H : /F 5b
fi7 CH, [ 1H) ;0. 89(t, J = 7.5Hz,3H : F 2g A7 CH,) ;1.02(mt, 1H : £ 3b A7 CH, ffJ 1H) ;
1. 15-1. 35 (mt, 1H : 7F 3g {7 CH, [¥J 1H) ;1. 33(d, J = 7Hz, 3H :4F 1g {7 CH,) ;1. 45-1. 80 (mt :
AH RN T 5d 47 CH- £F 3¢ ﬁ CH, F) % —A> H FILE 2b £ CH, K] 4H) ;1. 97 (mt, 1H : 7E 3b 7. CH,
H5—H) 52,13 (%% d, J = 15Hz, 1H : 7 5b 7 CH, B 5% —H) ;2. 27(dd, J = 12 F1 6Hz,
1H :CH,N ff] 1H) ;2. 30-2. 50(mt 4H :CHN ) 575 — A H=2 4>k NCH, F) 1H FI£E 5e f7 CH, f)
1H) ;2. 45-2. 60 (mt, 2H :2 A NCH, f % — H) ;2. 80-3. 00 (mt, 1H : 7 4b {7 CH, I 1H) ;
2. 96 (s, 6H :ArN(CH,),) ;3. 10-3. 30 (mt, 2H : 7F 3d {7 CH, ) 1H FI7E 4b 7 CH, K% — N H)
3. 21 (s, 3H :NCH,) ;3. 40-3. 60 (mt, 2H :7F 3d fi7. CH, {1 % —> 1H FI7E 5g fi7. CH) ;3. 76 (mt, 4H :
Ntk i) 20CH,) ;4. 46 ( %% d, J = 13Hz, 1H : 7F 5e £ CH, B1% —4~H) ;4.50(t, ] = 8Hz, 1H :
7 3a fif CH) ;4. 81 (mt, 1H :£F 2a fi7. CH) ;4.90(dd, J = 10 fil 1Hz, IH ¢ la fi7. CH) ;5. 04 ( 5
d, J = 5Hz, 1H : 7 5a fif CH) ;5. 25-5. 35 (mt, 2H : 7 5g {7 OH FI{E 4a fi7 CH) ;5.80(d, J =
9Hz, 1H :7F 6a {37 CH) ;5.98(dq, J = 7 #il 1Hz, IH :7F 1b {7 CH) ;6. 56 (d, J = 10Hz, IH :7F 2
£z CONH) ;6. 59 (d, J = 8. 5Hz, 2H : 7F 4e AL 75 H) 56.99(d, J = 8. 5Hz, 2H :7F 4d f7 35 H) 5
7.15-7. 35 (mt :F 6 7 75 % 5H) ;7. 40 (AB B, 2H :H, 1 H,) ;7. 86 (dd, J = 4 Fl 2Hz, 1H :H,) ;
8.48(d, J = 10Hz, 1H :7E 1 f7 CONH) ;9. 15(d, ] = 9Hz, 1H : £F 6 {iz. CONH) ;11. 66 (s, 1H :0H) ,
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[0183] 2 TR 77 W LA R 58 - (1- Wk ARKE ) ARG ER [,(BOR M 56 S 744
& (90/10) IREW ) ALTRFFAEZE TS T RIEEF S, A 4 50 5 6 - WL R I8 2=
TA 7F 10 Z T+ S P 50 Z T+ RS T VL AR JE NN 1. 8 ST ubk, k44 +F
RAEY AR, 76 30°CHUE FIR4 2T, SRS 1F 40 22T+ LWk R il . FEH EIE L AR S 15 21010
[ AALE 40 Z T+ LB Hike, o g, SRS EE (2.7 FM) N, 15513.564 556 - (1- 15
WRARIE ) IR R I, G S R A5 8 S Stk (90/10) VEEY) ) , B4 (ol AR, REEER
P R IR K o XX AT JEAEAE
[0184] 'H N.M.R. i (400MHz, CDCl,, d, LA ppm i1 ).0.68(dd, J = 15 il 5. 5Hz, 1H : 7E
5b {3 CH, [fJ 1H) ;0.91(t, J = 7.5Hz,3H : 7E 2g {7 CH,) ;1. 12(mt, IH : 7E 3b {37 CH, [¥] 1H) ;
1. 15-1. 35 (mt, 1H : 7F 3g {7 CH, i) 1H) ;1.32(d, J = 7Hz, 3H :4F 1g {7 CH,) ;1. 45-1. 70 (mt,
2H :7E 3g A7 CH, %] 53—~ H FIAE 2b A7 CH, ¥ 1H) 51. 75 (mt, 1H : 7E 2b £ CH, 55—~ H) 5
2. 01 (mt, 1H :7F 3b £7. CH, 15— H) ;2. 20-2. 45 (mt, 5H :£E 5d fi7. CH- {E 5b fi7. CH, {1 % —
A~ H-NCH, F¢) 1H FI S Bbk 2NCH, f 1H) ;2. 40—-2. 60 (mt, 3H : £F 5e 7 CH, F¥J 1H FIN I ] 2NCH,
)% — A~ H) 32.79(dd, J = 12.5 Fl 4Hz, 1H :NCH, [ 55 — 4> H) ;2. 80-2. 95 (mt, 1H : 7 4b
A7 CH, Y 1H) ;2. 92 (s, 6H :ArN(CH,),) ;3. 15-3. 25 (mt, IH : 7£ 3d £7 CH, i 1H) ;3. 25(s,3H :
NCH,) ;3.32(t, J = 12Hz, 1H :£F 4b 7 CH, % —A H) ;3. 53 (mt, 1H :£F 3d £ CH, f) 5 —1>
H) 53. 72 (mt AHN T 2CH,0 (] 4H) ;4. 54 (t, J = 8Hz, 1H :4F 3a fi7 CH) ;4. 82 (mt, 1H :
7E 2a fi7. CH) ;4.87(dd, J = 10 Fl 1Hz, 1H :£E la fi7. CH) ;4. 95( %% dd, J = 13 fil 6Hz, 1H : 7
5e i CH, (1% — H) 55.25(dd, J = 12 F1 4Hz, 1H :£F 4a f7. CH) ;5.29( % d, J = 5. 5Hz,
IH £ 5a fi7. CH) ;5. 85(d, ] = 9. 5Hz, 1H :£F 6a {7 CH) ;5. 89 (mt, 1H :£E 1b {7 CH) ;6. 49(d, ]
= 10Hz, IH :7F 2 £/ CONH) ;6.61(d, J = 8Hz, 2H :7F 4e f7 75 H) ;7.04(d, J = 8Hz, 2H :{F
4d A7 75 H) 57, 10-7. 35 (mt :5H £E 6 777 ) 57. 44 (AB B, 2H :H, Fl Hy) ;7.83(dd, J = 4 H
1. 5Hz, 1H :Hy) ;8. 40(d, J = 10Hz, 1H :£E 1 {7 CONH) ;8. 75(d, J = 9. 5Hz, 1H :£E 6 /7. CONH) .
[0185]  SLjiafs] 3
[0186] 75 SEjifs] 2 AH R 45 T AL BESL 4] 2 vh (a4 S A5 B0 1) 5 10-14 1853 FI4S 7-13
T, 1330 0.37 58 (1.8% ) (58 R,5YS) -5y - [ii5h -5y — 9 -5 6 —(1- GpfCEE ) FEJR
AR 1, B AAESIR, /£ 162-164°CHL.
[0187] 'H N.M.R. i (400MHz, CDCl,) :0.29 (mt, 1H: £F 58 { CH, fJ 1H) ;0.90(t, J =
7.5Hz, 3H :7E 2 ¥ 4% CH,) ;1. 10 (mt, 1H :7E 3B {7 CH, FJ 1H) ;1. 26 (mt, 1H :7E 3 v {7 CH, f
1H) ;1.33(d, J = 7THz, 3H :AE 1 v £ CH,) ;1. 55 (mt, 1H :7F 3 v 47 CH, fI % —4>H) ;1. 65 (mt,
1H :4E 28 7 CH, f) 1H) ;1. 75(mt, 2H :7£ 5 8 fi7 CH FIAE 2B £7. CH, %5—H) ;1. 98 (mt, 1H :
1E 3B 7 CH, 15— H) ;2.05(t, J = 13.5Hz, IH:4F 5 ¢ 47 CH, [] 1H) ;2. 22( % t, J =
11. 5Hz, 1H :CH,N ) 1H) ;2. 30-2. 45 (mt, 3H :E 5 8 {7 CH, [ 55— H FI bR 2CH,N 1) 2H) ;
2. 55-2. 65 (mt, 3H :CH,N )55 —4> H Ak 2CH,N [ HARPIAS H) 52, 90-3. 00 (mt, 1H % 4 B
A7 CH, ) 1H) ;2. 95 (s, 6H :ArN(CH,),) ;3. 15-3. 30 (mt, 2H : /£ 3 6 47 CH, i) 1H FI£E 4B £
CH, fi1 53—~ H) 53. 18 (s, 3H :NCH,) ;3. 49 (mt, 1H :7E 3 & {7 CH, 55— H) ;3. 77 (mt, 4H : Wik
ff) 2CH,0) :4.53(t, J = 7.5Hz, IH :7F 3 a £i7 CH) ;4. 65-4.90 (mt, 2H :7E 5y £ CH FIFE5 ¢
£ CH, B 5% — AN H) 54. 79 (mt, 1H :7F 2a f7 CH) ;4. 88( %% d, ] = 10Hz, IH:7F 1 a {7 CH) ;
5.09 (mt, IH :7E 5 a f7 CH) ;5.27(dd, J = 10 Fl 6Hz, 1H :#F 4 « {7 CH) ;5.65(d, J = 8Hz, 1H :
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fE 6 a 47 CH) ;5.89 (% q, IH 7 1B 47 CH) ;6.55(d, ] = 10Hz, 1H :£F 2 7. CONH) ;6. 64 (d,
J =8Hz,2H :#F 4 ¢ fIFFHEH) 56.97(d, J = 8Hz, 2H :4E 4 8 fLI5HEH) ;7. 15-7. 45 (mt AHMN.
TAE 6 a 775 H I 5H) 57, 36 (AB PR, 2H :H, fil H,) ;7. 84(dd, J = 4 Fl 2Hz, 1H :H,) ;8. 42(d,
J = 10Hz, 11 :£F 1 £7 CONH) ;8.70(d, J = 8Hz, IH :4F 6 £if. CONH) ;11. 66 (s, 1H :0H) ,

[0188] S 4

[o189] Lty 1 #ff, HA2{EH 100 = L5 W& 50 FE/R% 56 - @ 2 56,
5y - MARGER [ FRHEGNESY. 1. 2 =2 ZIENON R VRGN 2 /)
IS, SR JE ol R ik 4, 7931 5. 2 volEAA, w AR (A4l (BRG] ke / Pl LK
A 98/2) o IXFE1F RN 1. 35 wuldl 44, T AHARH A 450 3 Cy 10 PR Tk I8 i i) £ HPLC
gtk (0.5 51 0.75 55 ) (VEHEF /K — &S5, DURBRT R 9 60/40, & 0. 1% — s
M) o X TR &I AE T, £ 40°ColE 2.7 TiH) TBRELK. @idds
IR B S B 7KV VR B B /KA ) pH 9719 21 7-8, SR J5 H 400 22 — S P hede . AL
FHEATHT 5, IO ER AN T, 108, ARG TR T ikdi 21 IXFEAT 211 2 Ff [ (4 B AR 7R
100 Z T CRe & d, 20 H13 3 0. 3 7a A1 0. 28 7o [d 44 . A X Pifit, T 10 =T+ S ke
M3 2T ST, RAE R T, ARG AE 20 ZT ARk TP id: o T IBDTNE, £ 40°CHJE (90 1)
N, 1330 0. 35 7 5 6 - SINFREFLFE 58,5 v - ARG ER 1, 2EACMMR, £
200-202°C 154k, .

[0190] 'H N.M.R. i (400MHz, CDCI,) :0.85-0.95 (mt,9H : 7F 2y {7 CH, A1 — A % f% 1)
2CH,) ;1. 10 (4EH % d, J = 16Hz, IH :#E 5B 47 CH, 1) 1H) ;1. 25 (mt, 2H :7E 3B 47 CH, [fJ 1H
FIAE 3y A7 CH, 9 1H) 51.32(d, J = THz,3H :4F 1 ¥ 47 CH,) ;1. 45 (mt, 4H :2 A~ R FEfE
L CH,) 51.50-1. 65 (mt AHN.T7E 3y 7 CH, 75—~ HI¥) 1H) ;1. 66 1 1. 74 (2mts, B4 1H -
£ 2B {7 CHy) 51.99 (mt, 1H :7E 3 B {7 CH, i1 55—~ H) ;2. 30 (mt, 4H : A ZLJlZ [¥] 2NCH,) ;
2.47 (% dd, J = 16 1 4. 5Hz, 1H :4E 58 A7 CH, [ 5 — H) ;2. 80-3. 05 (mt, 3H :7F 4 B 47
CH, f¥] THF1 CH,N) ;2. 94 (s, 6H :ArN(CH,),) ;3. 15-3. 30 (mt, 2H :#F 3 & {7 CH, () 1HFI4E 4 B £
CH, )53 —ANH) 33. 17 (s, 3H :NCH,) ;3. 33 (% d, J = 18Hz, 1H :7E 5 ¢ {7 CH, I 1H) ;3. 46 (mt,
1H:4E 38 fi7 CH, 1% —NH) ;4.57(dd, ] = 8 f1 6Hz, 1H :E 3« {7 CH) ;4. 78 (mt, 1H :7E 2 a
fi7 CH) ;4.84 (%% d, J = 18Hz, IH :7E 5 ¢ {7 CH, )5 — H) ;4.89( %% d, ] = 10Hz, 1H :7F
la {7 CH) ;5. 13( % d, J = 5Hz, 1H :#F 5a £7 CH) ;5.24(dd, J = 10 i1 8Hz, IH :7F 4 a fif
CH) ;5. 47 (mt, 1H :#E 5y 47 CH) ;5.56 (d, J] = 8Hz, IH :fF 6 « {7 CH) ;5.88( % q, ] = THz,
IH:7E 1B f7 CH) ;6.57(d, J = 10Hz, IH :F 2 £ CONH) ;6.60(d, J = 8Hz,2H :{F 4 ¢ {775
W H) ;6.92(d, ] = 8Hz, 2H :/E 4 & {7 F5JE H) ;7. 20-7. 40 (mt AHN T-7E 6 a {37 75 & H-H, 1
Hy B 7H) 57.70 (%% d, J = 4Hz, 1H :H,) ;8. 39(d, J = 10Hz, 1H :7£ 1 fi7. CONH) ;8.42(d, J =
8Hz, 1H :£F 6 fi7. CONH) ;11. 66 (s, 1H :0H) »

[0191]  SLjiafy] 5

[0192]  4n SE 5] 1 — FE AR, (B AT 70 Z T+ L 5.5 5 & 1 50 EE/K % 56 - & A
558,56y - WMAIRIGE R T FPHENRGYAN 0. 7 ZTHIRIE A )50kt S NIR -S4 i el
U 45 2B, SN R UR IR AR, 4331 5. 7 vl 1A, w R Rl (PR c P /T
BEBh AT, LUATRTE A 99/1 2 95/5) o G IF &AW o, SR a4 2+ . {5 100 ZF
IR O e P ] 1A, b, PR T, 1930 0. 58 FolEK, ‘AE 50 =T IR Ol b 455, SR
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1 40 ZTHFEFEE R T 4 dh o XA RN R AL 98, 78 40°C s (90 1) N4, 1331
0.37 3 56 - WRME FIEAZE -5 6,5 v - AR MAE R 1, 2 AR AR, /£ 200-202°C
FEA o

[0193] 'H N.M.R. % (400MHz,CDC1,) :0.92(t,J = 7.5Hz, 3H :7F 2 v £7 CH,) ;1. 08 ( %% d,
J =16.5Hz, IH :4F 5B {7 CH, [ 1H) ;1. 15-1. 35 (mt, 2H :#E 3 B 47 CH, i) 1H FILE 3 v {7 CH,
(K] 1H) 51.31(d, J = THz,3H :4F L v 47 CHy) ;1. 35-1. 75 (mt, AN F4E 3 v 7 CH, (K155 —
H— WRIE [ CH,CH,CH, F17F 2B {7 CH, ¥y 1H ¥ 8H) ;1. 75 (mt, 1H : 7F 2B 7 CH, (15— H) ;
2. 00 (mt, 1H :7E 3 B {7 CH, (1% — A H) ;2. 29 (mf, 4H :WRHE [¥) NCH,) ;2. 48 (5 dd, J = 16. 571l
5Hz, 1H :7E 5 B 47 CH, 1% —H) ;2. 81 (s, 2H :CH,N) ;2. 94 (s, 6H :ArN(CH,),) ;2.98(dd, J =
14 1 6. 5Hz, 1H :7F 4 B A7 CH, #J 1H) ;3. 10-3. 30 (mt, 2H :7F 4 B 47 CH, [{)53—A> HFIAE 3 8
A7 CH, i 1H) ;3. 18 (s, 3H :NCH,) ;3. 36 (% d, J = 18Hz, 1H :7E 5 ¢ 47 CH, ] 1H) ;3. 46 (mt,
IH 4 38 fi7 CH, 15— H) ;4.59(dd, ] = 8 F1 5. 5Hz, IH :7E 3« £f CH) ;4. 78 (mt, 1H :{F
2a fif CH) ;4.83( %% d,J = 18Hz, IH :{E 5 ¢ {7 CH, 1% —4>H) ;4.88( %% d, ] = 10Hz, 1H :
7F 1a 7 CH) ;5.12(d, J = 5Hz, IH :#E 5a 47 CH) ;5.23(dd, ] = 9 F1 6. 5Hz, IH :7F 4a £
CH) ;5.47 (mt, 1H :7E 5y 47 CH) ;5.53(d, J] = 8Hz, IH :fF 6 « {37 CH) ;5.89( % q, ] = THz,
1H :7¢ 1 B 7 CH) ;6.58(d, J = 9. 5Hz, IH :7E 2 {7 CONH) ;6. 60 (d, ] = 8Hz,2H :7F 4 ¢ 775
W H) 56.93(d, ] = 8Hz, 2H :#E 4 & {7 75HE H) ;7. 20-7. 40 (mt AV T-7E 6 a {37 75 & H-H, 1
Hy (9 TH) 57.72( %% d, J = 4Hz, 1H :H,) ;8. 35-8. 45 (mt, 2H : 7E 1 fi7. CONH FI1 £E 6 £7. CONH) ;
11. 68 (s, 1H :0H) .

[0194]  SLjiaf] 6

[0195]  GnsLjaf] 1 —FEERAE, B2 AE A 50 22Tt 5 5. 3 Su /e 55 SEHfe) | HiRHH [F] i 454
THIEREH 25 BER % 56 - @R 56,5 v - ARG EZ 1, FFHNESYHR 0. 4 =Tt
Mt R Rl . [ NRE ) IR 45 43 8h, SRS AE 45°CHE (2.7 TR ) Fk4d, 15211
[ AR 7E 100 IR CRE 100 = Skrh i dE . 9824 S IUiiE, 25 =7+ OBk, 28
Ji L 450 58 Cg 10 FCoKm fsid i il & HPLC 2k (PR 7K — &0, LMARE A 65/35,

TH 0. 1% =ZHEER ) . SIS HPE WIS, /£ 40°CHs (2.7 TH) TERZELHE.
A T o0 N R T S B A VB Bk B KV pH T 31 78, A8 5 FH 100 22T U P e

A UAH AR BT, i vE, AR5 7R s R kg 21, /9 2 [BHATE 20 7 7 N BEP HidE

iy, SRIGAE 45°Cok s (90 ) F4E. 193] 0.49 50 5 6 —(1- MM LEEFIE )56 ,5 v - i
ARGER I, EO0RMIR, 7E 164-166CHL.

[0196] 'H N.M.R. ¥ (400MHz,CDCl,) :0.92(t,J = 7. 5Hz, 31 :4E 2 v {7 CH,) ;1. 11 (% d,
J = 17THz, 1H :#£ 5 B £ CH, [f] 1H) ;1. 24 (mt, 2H :7E 3 B {7 CH, [¥J LHFILE 3 v 7 CH, ¥ 1H) ;
1.31(d, J = THz,3H :7E 1 ¥ {7 CH,) ;1.54 (mt, 1H :7E 3y {7 CH, )5 —H) ;1. 60-1. 85 (mt :
AHPN T2 B A7, CH, ARG 2 CH, ) 6H) ;1. 99 (mt, 1H :7E 3 B f7 CH, B 5% —NH) ;2. 42 (mt, 4H .
NEL R 452 F) NCH,) 52. 48 (5% dd, J = 17 f1 5. 5Hz, 1H : £ 5 B {7 CH, 53— H) ;2. 90-3. 05 (mt,
IH: 76 4 B 7 CH, ) 1H) ;2. 93 (s, 6H :ArN(CH,),) ;2. 98 (s, 2H :CH,N) ;3. 15-3. 30 (mt, 2H : 7F
4B 7 CH, 15— HF4E 38 47 CH, i) 1H) ;3. 16 (s, 3H :NCH,) ;3.38( % d, ] = 18Hz, 1H :
fE 5 ¢ {7 CH, ) 1H) ;3. 45(mt, LH :¥E 38 47 CH, )55 — H) ;4.58(dd, J = 8.5 Fl 5. 5Hz,
IH 7 3a {7 CH) ;4. 77 (mt, IH :4F 2 a {7 CH) ;4. 80-4.95(mt, 2H :7F 5 ¢ {7 CH, B % —4H
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FITE 1a 47 CH) ;5. 10(d, ] = 5. 5Hz, 1H :7E 5 a {7 CH) ;5. 24 (dd, ] = 10 Fl THz, 1H :7F 4 a
£ CH) ;5. 50 (mt, 1H :7£ 5 v {7 CH) ;5.54(d, J = 8Hz, lH:7E 6 a {7 CH) ;5.86 ( =X q, J
= 7 fl 1Hz, 1H :4E 1 B 47 CH) ;6.57(d, ] = 9. 5Hz, 1H :£F 2 {7 CONH) ;6. 59 (d, ] = 8Hz, 2H :
E4e R H) 36.91(d, J = 8Hz,2H :fE 48 A7 %51 H) ;7. 20-7. 40 (mt AHN T-7F 6 « fif
F7 5 B-H, AUH, B 7H) 57. 71 (%8 d, J = 4Hz, 1H :Hy) ;8. 39(d, J = 10Hz, 1H :£E 1 £7. CONH) ;
8.43(d, J = 8Hz, IH :#F 6 A7, CONH) ;11.66( %% s, 1H :0H) .
[0197]  SZjiafy] 7
[0198] L SEjE ] 1 —FEHRAE, (2 AF H 100 ZH L1510 38 & 50 IR % 5 6 — &
556,56y - ARG ER [ FHGNE SN 3.7 27 2, 6— — PRk (XA xR 7
TRIBEY) ) AEE. RNIBEYMAEIG 1NN, RJEPE 45 CRE (2.7 TR ) T4,
1330 13. 4 sl R, M 100 AR IR S8 KSR . 15 2IFES YR 100 ZF
TRPRERE 2 R B IFANUHE, FBRR T, vk, SRS 2 T, 193 12, 1 b A
A, B AHAR M IS (s il 2 ok (R - S Pbt / PEE, LUATRTE A 98/2) , 15 2111
[EARLE 30 ZZ T+ LBk P, 138, ARG AE 40°CHUE (90) FFH. IXFEER] 0.5 7556 —(2,
6- I - MR E ) 56,6 vy - AT = I, (RAEIESY ) . S0 AR,
3| 165 CHAL
[0199] 'H N.M.R. i (400MHz, CDC1;) = FATTM %% 3 Wbkt i g X 7 Pl A 6 i e ) 1
AW :0.92(t, ] =17.5Hz,3H :AE 2 v £7 CH,) ;1.02( %% d, J = 17Hz, 1H :7£ 5 B 7 CH, (] 1H) ;
1. 15 F11 1.20(2d, J = THz, fFA> 3H :2, 6— — LRSI (K] CH,) ;1. 20-1. 45 (mt, 2H :7F 3B fif
CH, ¥ TH FILE 3 v £i7 CH, ¥ 1H) ;1.30(d, J = 7Hz,3H :7E 1 v £f CH,) ;1. 55 (mt, 1H :7F 3y £f
CH, 75— H) 51.60-1. 75 (mt AHN.F7E 2 B 47 CH, ) 1H 1) 3H T — 4HAY. - 2, 6— — R 2L AL
WK NCH, 15 2H) ;1. 74 (mt, 1H :7E 2 B A7 CH, (¥ 55—~ H) 52. 00 (mt, 1H :7E 3B 47 CH, {1 55—
ANH) 52,45 (58 dd, J = 17 F1 5. 51z, IH :4E 5B {7 CH, (55—~ H) ;2. 68 (mt, 2H :2,6— . FF
FE NS IEK ) NCH, (19 2 NS 4RI H) 52, 77 F112. 86 (2d, J = 13Hz, &A™ 1H :CH,N) ;2. 90-3. 00 (mt,
1H :7F 4B 47 CH, f) 1H) ;2. 95(s,6H :ArN(CH,),) ;3. 15-3. 30 (mt, 2H :7E 4 B 7. CH, K% —>
HFITE 36 {7 CH, [ 1H) 3. 17 (s, 3H :NCH,) ;3. 32( %% d, ] = 18Hz, 1H :7E 5 ¢ £7 CH, [¥] 1H) ;
3.47 (mt, 1H :7E 3 & £7 CH, [l 55—/ H) 3. 60 F113. 70 (2mts, &4 1H MBIk K] CHO) ;4. 58 (dd,
J=8.5H5.5Hz, 1H :£F 3a £7 CH) ;4. 77 (mt, 1H :7F 2 « {7 CH) ;4.84( % d, ] = 18Hz, 1H :
1E 5 ¢ fif CH, F1%— H) ;4.88(dd, J = 10 Fl 1Hz, 1H :4F 1 a {7 CH) ;5. 10(d, J = 5. 5Hz,
IH:7F 5a £7 CH) ;5.21(dd, ] = 9 1 6. 5Hz, 1H:7F 4« {7 CH) ;5. 48 (mt, 1H :7E 5y A7 CH) ;
5.52(d, J =8Hz, IH :fE6 a £7 CH) ;5. 87 (X g, ] =7 M 1Hz, 1H :7E 1 B {7 CH) ;6. 56 (d,
J = 9.5Hz, 1H :7F 2 {7 CONH) ;6. 58(d, J = 8Hz, 2l :{E 4 ¢ {775 H) ;6.90(d, ] = 8Hz, 2H :
1646 f775 1 H) 57.20-7. 40 (mt AHN. T-7F 6 « {7 7% I H-H, A1 H; 1) 7TH) 57.72(dd, J = 4
F 1Hz, 1H :H,) ;8.39(d, J = 10Hz, 1H :7F 1 f7 CONH) ;8. 48(d, J = 8Hz, LH :7E 6 {i7. CONH) ;
11. 66 (s, 1H :0H) .
[0200]  SEjiafy] 8
[0201] 4 sk 1 —FE4RAE, (L2 AE A 100 Z2F+ 210 3w & H 40 FE/R % 56 - A
556,56y - MEAIRIGE R 1, FPALTNRGYA 3. 8 5o 4- (4- H4%E ) -1, 2, 3,6- P MEIE
ERIRERA 2. 75 ZTF =L N IRk OVIREWINFARENR | /N, SRS 45°Cits (2.7 T
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) HAAE, £33 14. 3 e S A A, E H 450 Fa Col 0 fOR IR I il 4 HPLC thif4iifh 2 ik
(PEREF 7K — B UARFATT 4 65/35, &4 0. 1% = RESIR ) o &I S5HYE =Wy,
TEA0°CYE (2.7 T0H) TErRECHF. 18I I AR R S 5N K B CH 7 B 7K AH pH 5 21
7-8. fFRIKPTIEL L IE, FH 50 =T N IEVESS, A5 7E 40°C (90 1 ) T4, 4331 0. 63 3¢
56 —[4-(4- i AIE ) -1,2,3,6- PUSMEIERE P 1-5 6,56 v - ARG 2 1, S A 7k
W, 78 172°CHEAL .

[0202] 'H N.M.R. i (600MHz, CDCL,) :0.90(t, J = 7.5Hz,3H : 7E 2 v {7 CHy) ;1. 13( &
d, ] = 16Hz,1H: {£ 58 {7 CH, (¥ 1H) ;1. 21 (mt,2H: 7E 3B {7 CH, ) 1H F1 7F 3y 47
CH, #J 1H) 51.30(d, J = THz,3H: £€ Ly £ CHy) 51.53(mt, IH: 7€ 3y i CH, {5 55 — 4
H) ;1.65 F1 1. 73@mts : A Y. T 28 A7 CH, ¥ 2H) ;1. 98 (mt, 1H: £E 38 47 CH, i 5 —
A~ H) 52.40-2. 65 (mt, 5H : 1,2, 3,6— PU & 0tk BE ) NCH,CH, F1 7E 58 47 CH, ] 55 — N H) 5
2.90-3. 05 (mt, 3H :CH,N FI7E 4 B {37 CH, ¥J 1H) ;2. 93 (s, 6H :ArN(CH,),) ;3. 06 (mt,2H :1,2, 3,
6— DU IEIE ) NCH,) ;3. 10-3. 30 (mt, 2H : £F 4 B 7 CH, [ 5 — > HFILE 36 7 CH, [ 1H) ;
3.15 (s, 3H :NCH,) ;3. 40 (%% d, J = 18Hz, IH :7F 5 ¢ {7 CH, [¥] 1H) ;3. 45 (mt, 1H :7F 3 & {7 CH,
(353 —ANH) 54. 56 (dd, ] = 8 Fll 6Hz, 1H :7E 3 a £7 CH) ;4. 76 (mt, 1H :7F 2 a {7 CH) ;4. 83 (d,
J = 18Hz, 1H :#F 5 ¢ £ CH, 55—~ H) ;4.86 (% d, J = 10Hz, IH :#F 1 a £ CH) ;5.12(d,J
= 5. 5Hz, 1H :#F 5 a {7 CH) ;5. 22(dd, ] = 9 Fl 7Hz, 1H :{E 4« 7 CH) ;5. 54 (d, ] = 8Hz, 1H :
766 a £i7 CH) ;5. 56 (mt, IH:7E5 ¥ {7 CH) ;5. 87 (% q,J = THz, 1H :7E 1 B £ CH) ;6. 00 (mt,
1H:1,2,3,6- DS MERE) CH =) 36.56(d, ] = 9. 5Hz, 1H :7F 2 {7 CONH) ;6. 59 (d, ] = 8Hz,
oH :fF 4 ¢ A7 %51 H) 36.92(d, J = 8Hz, 2H :4F 4 8 {75 EH) 36.97 (t, ] = 8. 5Hz, 2H :/E F
EBAL 75 H) 57.20-7. 30 (mt AHN. T7E 6 a J5J% H ¥ 5H) 57. 30-7. 40 (mt, 4H :7E F [A] 47 5 %
H, A1 Hy /8 H) 7. 71(d, J = 4Hz, 1H :Hy) ;8. 48(d, J = 10Hz, 1H :#F 1 £z, CONH) ;8. 45(d, ] =
8Hz, 1H : £E 6 {i7. CONH) ;11. 65 (s, 1H :0H) .

[0203]  SLjitafs] 9

[0204]  n s o] 1 — FEHERAE, H2 AT 50 = T L 65 3w & A 50 BE/R % 56 - S
558,56y - A IRMGEE 1, FRLENR SR 0. 6 s SRk h ko S IR A8 nk
2 /NI, ARG TE 45°Co s (2.7 TR ) N4, B4R 100 ZAKE . EIEAEY), H 20 =
TGS, 133 5. 4 e SEEFE R, & R ik gl (Belish) « Pk / FEERRRE LAA
TR 99/1 2 98/2) , 8R 5 FH 450 52 Cy 10 Bk Ak el it i) 4% HPLC 4lifk (BeliF) :7/K - &
JIg, LT A 65/35, 5H 0. 1% =8B ER ) o & &AW 5, /2 40°ColE (2.7
TH) FERELIE. @I AR RS 8K G 1 5% B /K AH pH T 2 7-8. 15 20T
TEA T UE, B 20 ZTFKEESS, ARG AE 45°C (90 1) T4, 931 0. 31 75 5 & — BRAC G HRAL R
X 56,56y - MAIRIGER 1, B A OAFEAR, /£ 160°CHL.

[0205] 'H N.M.R. i (400MHz, CDCl,) :0.91(t, J = 7.5Hz,3H : 7E 2 v {7 CH,) ;1.04 ( 5
d, ] = 16Hz, 1H:7F 5B {7 CH, ) 1H) ;1. 15-1. 35 (mt, 2H : £ 3B {7 CH, ¥ 1H FI{E 3y 47
CH, [y 1H) ;1.31(d, J = THz,3H :4F L v £ CH,) ;1.55(mt, IH:#F 3y 47 CH, i 55— 1)
1. 60-1. 85 (mt :AHMN T-7E 2 B 7. CH, (1 2H) ;2. 00 (mt, 1H :7E 3 B 7 CH, ({1 5% —ANH) ;2. 46 (5
d, J = 16Hz, 1H :7E5 B A7 CH, ()5 —ANH) ;2. 65 (mf, 8H A AL 0bk NCH,CH,S) ;2. 90 (% s, 2H
CH,N) ;2. 95 (s, 6H :ArN(CH,) ,) ;2. 95-3. 05 (mt, 1H : 7 4 B {7 CH, ) 1H) ;3. 10-3. 25 (mt, 2H :
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16 4B 7 CH, 15— HFIAE 3 6 {7 CH, f¥) 1H) ;3. 19 (s, 3H :NCH,) ;3.29 ( % d, ] = 18Hz,
IH 75 5 ¢ 47 CH, [#) 1H) ;3. 47 (mt, 1H : 75 38 {7 CH, 1% — H) ;4. 59(dd, J = 8 Fl 6. 5Hz,
1H :7F 3a {7 CH) ;4. 75-4. 85 (mt, 1H :AF 2a fif CH) ;4. 82( % d, ] = 18Hz, IH :fE 5 ¢ 47 CH,
(% —AH) 54.89( %8 d, J = 10Hz, 1H:7F L« 47 CH) ;5. 11( % d, J = 5Hz, 1H:7E 5a {if
CH) ;5. 24 (mt, 1H :#F 4 « £i7. CH) ;5.50 (mt, IH :4E 5y £7 CH) ;5.53(d, ] = 8.5Hz, IH:fE 6a
£i7. CH) 35.89 (%% q,J = THz, IH :#E 1 B §if CH) ;6. 55-6. 65 (mt, 1H : 7 2 fif. CONH) ;6. 59 (d, J
= 8Hz, 2H :/E 4 ¢ f7 75 H) 56.92(d, J = 8Hz, 2H :7£ 4 6 fr75W%E H) ;7. 20-7. 45 (mt :AHMN
T1E 6 a {7 2% % H-H, #1 H, () 7TH) ;7. 74 (mt, 1H :H,) ;8.41(d, J = 10Hz, IH :7E 1 £ CONH) ;
8.51(d, J = 8.5Hz, 1H :7F 6 fiz. CONH) ;11.68 (s, 1H :0H) .
[0206]  SLjiafy] 10
[0207] GO SR 1 — FEERAE, (H 2 A8 200 = F+ L 0iE6 58 50 IR % 56 - A
556,56y - MEAIGER I FHENREY 4. 8 3¢ 4- LW —4- ZREEIRIE AT R, &
NAREVIINA 3 /N, SR JETE 45°CE (2.7 TH3 ) T4, [ H 100 ZFH7KHA 100 ZF+
A TR T MUAH, R R TR, I uE, AR R R4 2T, 13 3 10. 6 e S 1k,
ARG AR kAl 2 Ik (el : bt / FRE - ufﬂs%\ﬁﬁ 97/3) . XHEAFE
I ARLE 30 =T+ LB P, i 38, SRS 4E 45°C (90 17 ) 45, 1331 0. 46 3, 5 6 — (4— Lk
B —4- FHRRIE TR )56 ,5 vy - EAJRMAE R IE,E%QIMWK 75 17T1CHAL.
[0208] 'H N.M.R. i (400MHz,CDC1,) :0.93(t,]J = 7.5Hz, 3H :7E 2 v {7 CH,) ;1. 06 (HE%
i d, J = 16Hz, 1H :4E 5B {7 CH, i) 1H) ;1. 15-1. 35 (mt, 2H :7F 3 B 7. CH, f¥] 1H FI7E 3 ¥
f7 CH, /) 1H) ;1. 31(d, J = THz,3H :#E 1 ¥ §7 CH,) ;1. 53 (mt, 1H :#F 3y 47 CH, 5 — 4 H)
1. 60—1. 85 (mt AHN. T-7E 2 B 7 CH, ) 2H) ;1. 90-2. 25-2. 45 Fil 2. 62 (3 20 mt, ;3L 8H :WRHE
) NCH,CH,) ;1. 91 (s, 3H :COCH,) ;2. 00 (mt, 1H :£E 3 B A7 CH, i) 55—~ H) ;2. 40-2. 45 (mt, 11 :
£E 5B A7 CH, 55— 1) 32.82( %8 s, 2H :CH,N) ;2. 85-3. 05 (mt, 1H : #F 4 B 47 CH, [¥] 11) ;
2. 94 (s, 6H :ArN(CH,) ) ;3. 10-3. 30 (mt, 2H :£E 4 B {7 CH, (1 55— HAILE 3 8 A7 CH, [ 1H) ;
3. 16 (s, 3H :NCH,) ;3.31 (%5 d, ] = 18Hz, IH :7£ 5 ¢ {7 CH, [1J 1H) ;3. 48 (mt, 1H :7F 3 & {37 CH,
15— H) ;4. 58(dd, ] = 8 1 5. 5Hz, 1H :7E 3 a 47 CH) ;4. 70-4. 85 (mt, 2H : 7F 2 a {37, CHFHl
fE5e fif CH, 15— H) ;4.89( % d, ] = 10Hz, 1H :#F 1 « 7 CH) ;5. 10( % d, ] = 5. 5Hz,
IH:7E 5a {7 CH) ;5.23(dd, J =9 1 THz, I1H : 7 4 a {7 CH) ;5. 47 (mt, 1H:7F 5y {7 CH) ;
5.56(d, ] = 8Hz, 1H :7F 6 « {7 CH) ;5.89 (% q, ] = 7Hz, IH :7F 1 B {7 CH) ;6. 55-6. 65 (mt,
1H :7E 2 {7 CONH) 6. 60 (d, ] = 8Hz,2H :7E 4 ¢ A7 ¥ H) 36.91(d, J = 8Hz, 2H:7E 4 6 {if
FEH) 57.15-7. 40 (mt AN TAE 6 o 775 ik H- 23505 16 H-H, R Hy (19 12H) 57. 74 (%6 d, J
= 4Hz, 1H :H,) ;8.42(d, J = 10Hz, 1H :7F 1 f7 CONH) ;8.49(d, J = 8Hz, 1H :7F 6 i CONH) ;
11. 67 (s, IH :0H) »
[0209]  SEjiafd] 11
[0210] G SR 1 — FEHRAE, H 2 100 Z 7+ L fiE.6 50 & 40 /R % 56 - A
H-56,0y- ARG ER I KHTNREYMN 2.4 =27 N- BET 288k, RNVIES
WhnFa 3 /NI, SRS AE 45°C s (2.7 T ) NIkHE, AR 100 ZTH K. 3BTRS
PRI 70 22T SR REHREL 2 IR BIMTANUMHE, HBR RN T4, ik vk, R e k4 21, 15
2 6.5 v kA, ARG M A AR R A4l 2 IRk (eGSR « P / R DUABUE A
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97/3) o IXFELF BRI EAALE 30 Z T+ LB e, ik vk, SR 545 40°C (90 M7 ) T4, 7331 0. 50
5558 -N- L N- THREFERE 56,5y - AJRIGE R 1, S0 E AR, 46 168°CH
..
[0211] 'H N.M.R. i (500MHz, CDC1,) :0.85-0.95(mt,6H : 7F 2y {7 CH, FI ] F& CH,) ;
1.10( % d, J = 16Hz, 1H .7 5B {7 CH, [ 1H) ;1. 15-1. 30 (mt, 2H : £F 3 B {7 CH, (¥ 1H FiIfE
3y {7 CH, [f) 1H) ;1.30(d, J = 7THz, 3H :£E 1 ¥y 47 CH,) ;1. 34 F1 1. 44 (2mts, ] FEA0> CH,CH,
[) 2H) ;1. 54 (mt, 1H :7£ 3 v £7. CH, )5 —A H) ;1. 66 (mt, 1H :7F 2 B {7 CH, f) 1H) ;1. 74 (mt -
IHAHN 45 28 47 CH, f1% — H) 51,99 (mt, 1H : 7F 3B {7 CH, 1% —ANH) ;2. 11 (s, 3H:
NCH,) ;2. 27 (mt, 2H : T JE /) NCH,) ;2.47( % dd, J = 16 Fl1 5Hz, IH : £ 58 {7 CH, K15 —
H) ;2. 83(AB, J = 13Hz, 2H :CH,N) ;2. 93 (s,6H :ArN(CH,),) ;2.98(dd, J = 14 Fl 6. 5Hz,1H:
1E 48 7 CH, B 1H) ;3. 15-3. 30 (mt, 2H : £F 3 6 {7 CH, f) LH FNAE 4B £7 CH, B 5% — A1)
3.17 (s, 3H :NCH,) ;3. 34 (%% d, J = 18Hz, IH :7F 5 ¢ {7 CH, [¥] 1H) ;3. 46 (mt, 1H :7F 3 & {7 CH,
1% —AH) 54.57(dd, J = 8 Fi1 5. 5Hz, 1H :7E 3 a £7 CH) ;4. 75-4. 85 (mt, 1H :7E 2 a 47 CH) ;
4.80( %% d,J = 18Hz, IH :AE 5 ¢ A7 CH, 1% —ANH) ;4.87(dd, ] = 10 1 1Hz, IH :7E 1 a 47
CH) ;5.11( % d, J = bHz, IH:7F 5a 47 CH) ;5.24(dd, J = 9 #1 6. 5Hz, IH :7F 4 a {7 CH) ;
5.48 (mt, 1H :/E 5y {7 CH) ;5.56(d, ] = 8Hz, IH :7F 6 « fif CH) ;5. 87 ( X HE q, ] = 7 il
1Hz, IH :/E 1 B {7 CH) ;6.60(d, ] = 8Hz,2H :7F 4 ¢ f7 35 H) :6.52(d, ] = 10Hz, IH :7F 2
fi7. CONH) ;6.92(d, ] = 8Hz, 2H :7E 4 6 {775 H) ;7. 20-7. 35 (mt AHMN.T-7E 6 a {755 & H-H,
FH; f) 7TH) 57.72( % d, J = 4Hz, 1H :H,) ;8. 39(d, J = 10Hz, IH :£F 1 £7 CONH) ;8.43(d, J
= 8Hz, 11 :{E 6 iz CONH) ;11.68( % s, 1H :0H) »
[0212]  SLjiafs] 12
[0213] Qs fa) 1 — FE 3R AR, HR& A 100 =T £ 6.6 55 H 40 BEIR % 56 - & [
50,5y - ARG E R [ FAHGNE S 2 = (S) - 2l (prolinol) MJEEL. K
NARA YN 3 /N, ARG TE 46°CHE (2.7 T ) T4, [ 200 Z /KA 100 Z 7+
TR PR R AU, DR RR TR, 1R, AR 2T, 195 6. 2 sORLS, ‘e AR
W LAl (BRI : e/ R - DAARRTE A 95/5) o ﬁﬁﬁiﬂﬁ’]lﬁ‘ﬁ«‘io ZH
BRAN 30 T+ A7 A P B FE, o3, SRS AE 40°C (90 11F ) T, 153 0. 67 30,5 8 ~[ (S) —2- ¥
BRI - R 58,5 v - ARG E S IEEE&S@I&IW: 15 147 CHsAL .
[0214] 'H N.M.R. i (400MHz, CDC1,) :0.92(t, J = 7.5Hz,3H : 7 2 v {7 CH,) ;1. 01 ( 5
d, J = 17Hz, IH : #£ 58 {7 CH, [¥] 1H) ;1. 15-1. 30 (mt, 2H : £F 3 B 47 CH, /) 1H FI4E 3 v fir
CH, ] 1H) 51.31(d, J = THz,3H :#E 1 v 47 CHy) ;1.57 (mt, IH:7E 3y {7 CH, (1 5% — AN H)
1. 60—2. 00 (mt :FHM. T-7E 2 B 47 CH, A& 4% CH, () 6H) ;2. 02 (mt, 1H :7F 3B {7 CH, {1 % —
ANH) 32,30 (mt, 1H B4 NCH, () 1H) 52. 44 (% dd, J = 17 M1 5Hz, 1H :4E5 B 47 CH, i1 % —
ANH) 2. 62 (mt, 1H A %E NCH) 52. 77 (58 d, J = 12Hz, 1H :CHN f] 1H) ;2. 85-3. 05 (mt, 1H :
7E 4 B £ CH, ) 1H) ;2. 94 (s,6H :ArN(CH,),) ;3. 05-3. 35 (mt, 5H : At W& ¢ NCH, % — > H- 7E
4B {7 CH, [ 5 —~ H=CH,N [¥1 % — A~ H- 7£ 3 6 {3 CH, [f) 1HFIZE 5 ¢ 47 CH, [f 1H) ;3. 19 (s,
3H :NCH,) ;3. 40 (mt, 1H :CH,0 ] 1H) ;3. 46 (mt, 1H :7F 38 £ CH, 1% —4>H) ;3.64(dd, ] =
11.5 1 3Hz, 1H :CH,0 ] 55—~ H) ;4.56(dd, J = 8 Fll 5. 5Hz, IH : £ 3 a {7 CH) ;4. 78 (mt,
IH :7F 2a 47 CH) ;4.88(dd, J = 10 1 1Hz, IH :fF 1 « {37 CH) ;4.94( %% d, ] = 18Hz, IH :AF
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5¢ fr CH, 1% —H) 55. 12(d, J = 5. 5Hz, 1H :fE 5 a £7 CH) ;5.24(dd, J = 9 F 6. 5Hz, 1H :
7E 4« f7 CH) ;5.51 (mt, IH:AE 5y f7 CH) ;5.59(d, J = 8Hz, 1H :7F 6 a fi7. CH) ;5. 87 ( ZzXL
& q, ] =7 IHz, 1H:7F 1 B fif CH) ;6.55-6. 70 (mt, 1H :7F 2 {7 CONH) ;6. 59 (d, J = 8Hz,
2H :{FE 4 ¢ 7750 H) 36.94(d, ] = 8Hz, 2H :{F 4 6 AL F5HE H) 57. 20-7. 40 (mt AHN T/E 6 a
7 557 5 H-H, F1H, 1) 7TH) 57. 74 (dd, J = 4 #1 1. 5Hz, 1H :H,) ;8. 41(d, J = 10Hz, IH :7F 1 f1
CONH) ;8.49(d, J = 8Hz, IH :#E 6 fi. CONH) ;11. 68 ( % s, LH :0H) »

[0215]  SZjffsl] 13

[0216]  f s fe] | — AEERAE, B R 50 ZTF 2 E 2 508 A 40 FEJR % 56 — &
556,56y - ARG FHEER I, KMHNRESYA 0. 75 27+ 2- (N- AL -N- B F 3 ) -1,
3= AR R RVIRE YN 3 /NI, SRS AE 45°Cks (2.7 TR ) k4, B4 A
100 ZEF7KHT 100 ZF A P HERME . WA VIAH, BRI, 38, R ERgi 2T, 19
2 2.0 sz A A, AR AL (PER &P/ PR DA A 97/3) . 1R
Wait oy Ja , 19 2 FE AR 40°C (90 17) 48, 1931 0. 24 38 5 8 —[N- FIIE -N-2-(1, 3- %
fekidt ) P2 ] 2 EMI 50,5 v - AR &R 1, EEOEAR, 75 149°CIH1L.
[0217] 'H N.M.R. i (400MHz, CDCl,) :0.91(t, J = 7.5Hz,3H : 7 2 v {7 CH,) ;1. 01 ( 5
d, ] = 16Hz, 1H:7E 5B {7 CH, ) 1H) ;1. 15-1. 35 (mt, 2H : £ 3B {7 CH, ) 1H FI{E 3y 47
CH, ) 1H) ;1.30(d, J = 7Hz,3H :#F 1y f7 CHy) ;1.53(mt, IH:#E 3y £7 CH, {1 % — A1)
1. 60-1. 80 (mt :AHMN T-7E 2 B 47 CH, (] 2H) ;1. 98 (mt, 1H :7£ 3 B {7 CH, 9% —H) ;2. 28 (s,
3H :NCH,) ;2. 44 (% dd, J = 16 Fl 5Hz, 1H :£E 5B {7 CH, % —> 1H) ;2. 50 Fil 2. 58 (2dd,
J = 13 M 4. 5Hz, &4~ 1H :NCH,) ;2. 85-3. 05 (mt, 3H :7F 4 B {7 CH, [{] 1H FI4E 58 47 CHN) ;
2. 94 (s,6H :ArN(CH,) ;) ;3. 10-3. 30 (mt,2H : 7E 4 B {7 CH, 1 %5 — A~ H FIFE 3 {7 CH, [ 1H) ;
3.17 (s, 3H :NCH,) ;3.36( %% d, ] = 18Hz, 1H: £ 5 ¢ 47 CH, ¥ 1H) ;3. 44 (mt, 7F 38 47 CH,
[ 5% — A~ H) 3. 75-4. 00 (mt, 4H :0CH,CH,0) ;4. 56 (dd, J = 8 il 5. 5Hz, 1H : fF 3« f7 CH) ;
4.76 (mt, I1H :7E 2a 47 CH) ;4.83(%E d, J = 18Hz, IH:#E 5 ¢ 4L CH, 55—~ H) ;4.88(dd, J
= 10 1 1Hz, IH :7F 1 a 47 CH) ;4.97 (t, J = 4. 5Hz, 1H :0CHO) ;5. 11(d, J = 5. 5Hz, 1H :7F
5a fi7 CH) ;5.21(dd, J = 9 fil 6Hz, 1H :£F 4 a {7 CH) ;5. 48 (mt, 1H :4E 5y 47 CH) ;5. 57 (d,
J = 8Hz, IH:E 6 a {7 CH) ;5.87( XX FE q, J =7 Ml 1Hz, IH :AE 1 B {7 CH) ;6.57(d, J =
9Hz, 1H :7E 2 {7 CONH) ;6. 62(d, ] = 8Hz, 2H :7F 4 ¢ {7 %1% H) 36.93(d, ] = 8Hz, 2H :7E 4 &
Rr 50 H) 57, 20-7. 40 (mt AHN T4E 6 « 7 i H-H, F1 H, (¥ 7H) 7. 72(dd, J = 4 I 1Hz,
1H :Hy) ;8. 39(d, J = 10Hz, 1H : 7F 1 fiz CONH) ;8. 44 (d, J = 8Hz, 1H :7F 6 £7 CONH) ;11. 67 (%%
s, 1H :0H) ,

[o218]  SLjfifs] 14

[0219]  fWISE ] 1 —FEHRAE, (A28 H 100 BT 2510 &4 33 FE/R % 56 — &
556,56y - MARMGER I FHENE SV 3.5 5 4- WkiE LR 5k, RNVIRE N
A2 /NN ARETE A5 CHE (2.7 TR ) T ik4d. 15201 4 50 7K 50 Z A =&
PREvs i HTA VG, BN T, 38, AR e ik4d 21, 19 21 6. 2 e SR A il 44, ‘B H
e i aid, (PR Tt / AR  LURFRTE 8 95/5) , 2R )5 FH 450 3a Co10 ToK
L HPLC ZiAt (TEMEFm <K — S, LA 70/30, &4 0. 1% —HBAER ) » &I
AR5, AE 40°CHE (2.7 T ) FErE LT 3k o A RRR R S8 7K i
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P KA B H TR 7-8. AKARREKH 50 =T S eIk . & IFA NI, HTEER
BT, T, ARG R YR 2T . 18RI EALE 25 =T Sl HidE, ik, 10 =T 5 A e
B, ARJEAE 40°C (90 M) -, 4331 0. 70 3 5 6 —[4-(2- BRAELAE ) WRIE 72k ] %L 56,
5y - MARHEER I, EHEEAR, 78 240 CHRL.

[0220] 'H N.M.R. i (500MHz, CDC1,) :0.93(t, J = 7.5Hz,3H :{E 2y f7 CH,) ;1. 10( %
d, J = 16.5Hz, IH: 7£ 58 {7 CH, (] 1H) ;1. 15-1. 35 (mt, 2H : 7£ 3B 47 CH, i) 1H R 4E 3 v
£ CH, [ 1H) ;1. 15-1. 80 (mt,5H : Wk BE CH, 1 WE B¢ CH) ;1.32(d, J = THz,3H: 7F 1y 47
CH,) ;1.45-1.60 (mt, IH:7E 3y 47 CH, (5% —AH) ;1.51(q, J = THz, 2H : 52 ZFE ) CH,) ;
1. 60-1.80 (mt,2H : 7F 2B f7 CH,) ;1.84( %% t, J = 11Hz, 2H :WRKE NCH, %l H) ;2. 00 (mt,
IH 4 3B {7 CH, B % —NH) 52.49( % dd, J = 16.5 Fl 5. 5Hz, 1H :7£ 5B £ CH, K% —
H) 52. 75-2. 90 (mt, 4H :CH,N FIWRIE NCH, 1 £ H) ;2. 95 (s, 6H :ArN(CH,),) ;2.99(dd, J = 14 I
6. 5Hz, LH :7F 4 B A7 CH, [ 1H) ;3. 15-3. 35 (mt, 2H : £ 4 B £ CH, 1% — A HFILE 3 6 47 CH,
fK) 1H) ;3. 18 (s, 3H :NCH,) ;3. 35( %% d, J = 17. 5Hz, 1H :AE 5 ¢ 47 CH, f 1H) ;3. 47 (mt, 1H :AE
38 fif CH, 1% —A™ 1H) ;3.70(t, J = THz, 2H :CH,0) ;4. 59(dd, J = 8.5 1 6Hz, IH :7/F 3 a
£i7 CH) ;4. 78 (mt, 1H :7F 2 a {7 CH) ;4.83( % d, ] = 17.5Hz, IH:#E 5 ¢ ff CH, 1% —1H) ;
4.87( % d, J = 10Hz, 1H :7F 1 « {7 CH) ;5. 12(d, J = 5. 5Hz, 1H :7E 5« £7 CH) ;5. 24(dd, J
= 8 1 6. 5Hz, IH :AF 4 a {7 CH) ;5. 48 (mt, IH :AE 5y 7 CH) ;5.54(d, ] = 7.5Hz, IH :fE 6 a
£ CH) ;5.89(q, J = THz, 1H :7E 1 B £ CH) ;6. 55-6. 65 (mt, 1H : 7 2 fiz. CONH) ;6. 59(d, ] =
8Hz,2H :fFE 4 ¢ fr75 R H) ;6.92(d, J = 8Hz,2H :7E 4 6 775 H) ;7. 25-7. 40 (mt : A5 T
76 6 a A7 55 )% H-H, AU H, /%) 7H) ;7. 73 (5% d, J = 4Hz, 1H :H,) ;8.39(d, J = 10Hz, 1H :7F 1 fif
CONH) ;8.43(d, J = 7. 5Hz, IH :£E 6 £7. CONH) ;11.67 ( % s, 1H :0H) ,

[0221] gﬁ jﬁl 15

[0222]  Un st | — FEERAE, HE A 100 A LT w5 H 33 E/R% 56 - A HF
5 56,5y - ARG 1, FHLENE S 1. 25 =T 1- Q- kgt ) IREAJERL. K
MRS YIAE 60°C N 2 /NaT, SR JGHE 45°ColE (2.7 T1H) Fik4s. 32IRREAH 50 =T
KA 100 ZF Z A PRevsfit. KAHA 30 Z2H Z A TR & IFANAHE, HmERSET
B, THUE, ARG R Aa 2, 133 7. 6 SO K A 4, B AH Ak A AR A K Rk Al (SRR
7 S R/ BEE DUEABUIT R 95/5, 885 98/2) » TG B AALE 60 =T LBk i
FE, I UE, £ 40°C (90 7)) THE, 4330 1.5 35 5 6 —[4-(2- mERedE ) WRiE -1-J& ] gL 56,
5Y - MEAIRMGER [, BERKEERHRIR, 7E 148°CIH1L.

[0223] 'H N.M.R. i (400MHz,CDCI,) :0.91(t,J = 7.5Hz, 3H :7E 2 ¥ ££ CH,) ;1. 06 ( % d,
J = 16Hz, 1H :7£ 5 B £ CH, [f] 1H) ;1. 22 (mt, 2H :7E 3 B {7 CH, (1) LHFILE 3 v £7 CH, ¥ 1H) ;
1.32(d, J=THz,3H :fE 1 v {7 CH,) ;1. 55 (mt, 1H :7E 3y 47 CH, ({1 % —/NH) ;1. 60-1. 80 (mt -
AHN TAE 2B A7 CH, 1 2H) ;1. 98 (mt, 1H :#F 3B 47 CH, 15— H) ;2. 40-2. 55 (mt, 5H : 7F
58 4 CH, [K) 55 —A> HAWREE K] CHN) ;2. 90 (s, 2H :CH,N) ;2. 95 (s, 6H :ArN(CH,),) ;2. 98(dd,
J = 14 F1 6.5Hz, 1H : 7 4B 47 CH, [ 1H) ;3. 10-3. 30 (mt, 2H : £ 3 8 A7 CH, f*) 1H Fl Y5 —
ANTE 48 7 CH, 11 H) 53. 18 (s, 3H :NCH,) ;3. 36 (%% d, J] = 18Hz, 1H:7E 5 ¢ fif CH, f{] 1H) ;
3. 40-3. 65 (mt, 5H : 7F 3 8 47 CH, [ % — 4 H AR B [¥) CHNAr) ;4.60(dd, J = 8 # 5. 5Hz,
IH : 7 3a A7 CH) ;4. 78 (mt, 1H :£F 2 a {7 CH) ;4.88( % d, J = 18Hz, IH :7E 5 ¢ . CH, {15
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—ANH) 34.88(dd, J = 10 Fl 1Hz, IH:£E La {7 CH) ;5.12( %% d, J = 5.5Hz, IH:fE5a {7
CH) ;5.24(dd, J = 9 F1 6. 5Hz, 1H :7F 4a {7 CH) ;5.51 (mt, IH:fE 5y 47 CH) ;5.54(d, ] =
8. 5Hz, 1H :7E 6 a ff CH) ;5.88( £XNE g, J = 7 1Hz, IH:7E 1B {7 CH) ;6. 50-6. 70 (mt,
3H :1F 2 fi. CONH- 7EMLRE 3 A71) H MIAERLRE 5 A7) H) 36.60(d, J = 8Hz, 2H :{F 4 ¢ {75 )%
H) ;6.92(d, J = 8Hz, 20 :7F 4 8 {7 75)% H) ;7. 20-7. 40 (mt AHN T-7E 6 « {37 7% H-H, Fl H,
(] TH) 57. 46 ( F<XUE t, ] = 8 Fl 2Hz, 1H :AERENE 4 718 H) ;7. 73(dd, J = 4 1 1. 5Hz, 1H :
He) ;8.18(dd, J = 5 1 2Hz, 1H :7EMLRE 6 £7 1 H) 38.40(d, J = 10Hz, 1H :7E 1 A7) CONH) ;
8.48(d, J = 8. 5Hz, 1H :7F 6 {. CONH) ;11. 67 (s, 1H :0H) ,

[0224]  SCjfifs] 16

[0225]  fn e | — AEERAE, B2 H 30 Z2 A LIE3 W A 33 ERK%56-AF
556,56y - MARGAER I FHENE SV 1. 4 27 N- KRR AR ER . VIR
AR 8 /NI, ARG AE A5 CHJE (2.7 TR ) Tik4i. #2IRE A& 50 ZFH/KH 10
T ON ERIRVE AR . AKAHAERR A 100 = THBE R LB R EUH Ik, FIEHR A 100 27 LB EUH
UGARIG N 2 Se kIR AN . A eyt 385, 1 50 Z2 A A P hinit. 3210
WEBAHZR M BRI 50 22+ /KPS 3 IR, FIRRR A 50 AT AL B/ SR 3 Ik, ARG
RO ER BT 858, ik sk 4 2, 1931 2 s A (B, ‘B I (iR aidl. (el - — &R
Bt/ PEERRRE  DUARRE N 99/1 ~ 96/4) « 215 BRI EALE 60 =T+ LB Btk oL g,
1£40°C (90 17 ) F42, /395 0.68 30 56 —[N- ZKFIEE -N-(2- I ) ] 2 LA 56,
5y - MAIRIEE R T, BER, 75 148°CH L.

[0226]  fE¥ T 10 ZE T4 R L MR KTIZ AP AR 57, I 0. 063 b FRAIR » 15 2 IKTRG Wi+
LN, SR 05 10 2271 SIRRoRE o AEBiRE— B0, I EDTTE , B 5 22T SBEDEG: 2 40 AR
JEAE 20°CH s (90 17 ) FAH A BT, TSR 0.5 50 5 6 —[N- RFEE -N-(2- &
FOFE)] AAEPE 56,5y - MAJRMHER I, PRI, 2 B0 iAR, 75 165 TRk,
[0227] 'H N.M.R. 3% (400MHz, CDC1,) :0.85—1. 05 (mt, IH : £F 58 f7 CH, ffJ 1H) ;0. 91 (¢,
J =7.5Hz,3H:7E 2y {7 CH) ;1. 10-1.35(mt, 2H : 7E 3B 47 CH, [ 1H FI7E 3 v 47 CH, [¥)
1) ;1.30(d, J = 7Hz,3H :£F 1 ¥ 47 CH,) ;1. 56 (mt, 1H :7F 3y 47 CH, FI %5 —4 1) ;1. 65 Fl
1. 72 (2mts, B4~ 1H:4E 2B {7 CH,) ;2. 02(mt, IH: 7E 3B 47 CH, 19 % — 4 H) ;2. 44 ( 5% d,
J = 16Hz, 1H: £ 58 47 CH, i1 % — 4> 1) ;2. 84 (s, 3H :SO,CH,) ;2. 90-3. 30 (mt, 2H :NCH,) ;
2.95-3.05(mt, IH: 7E 4B {7 CH, ] 1H) ;2. 98 ( %% s,6H :ArN(CH,),) ;3. 10-3. 25 (mt, 2H : 7F
38 A CH, i) LHAILE 4B A7 CH, %5 — H) ;3. 18 (s, 3H :NCH,) ;3. 35-4. 00 (2 J& B f¥) mfs,
M3 2H :CHN) ;3. 40-3. 55 (mt, 2H :£E 5 ¢ 47 CH, 1] ITHFILAE 3 8 47 CH, 11 %5 —H) 3. 90 (FE
WO IR s, 2H :CHL0) ;4. 40 F 4. 54 (2mts, & A 1H :ArCILN) ;4. 54 (mt, 1H : 7€ 3a 47 CH) ;
4.76 (mt, IH :F 2 {7 CH) ;4.85-4. 95 (mt, IH:7F 5¢ fif CH, 1% —AH) ;4.87(% d, | =
10Hz, 1H :7F 1 a 47 CH)5. 13 (%% d, J = 5Hz, 1H :#£ 5a {7 CH) ;5. 18(dd, J = 9.5 i1 5. 5Hz,
IH:7F 4 a £7 CH) ;5. 66 (mt, LH :7F 6 a {7 CH) ;5. 80-5. 95 (mf, 1H :7E 5 v {7 CH) ;5. 86 (%% g,
J = THz, 1H :7F 1 B {7 CH) ;6.53(d, ] = 9Hz, 1H :F 2 £ CONH) ;6. 55-6. 95 ( /& B [K] mf, 2H :
fE4 e fLJ7HEH) 56,98 (mf, 2H /4 6 {7 5 H) 7. 20-7. 55 (mt AHMN. T7F 6 a £7 7% & H- 2%
FR 5 75 e H-H, AT H 1) 12H) 57. 73 (mf, 1H :Hy) ;8. 34 (d, J = 10Hz, 1H ¥ 1 £7. CONH) ;8. 72 (&£
W) mf, 1H :E 6 £7 CONH) ;9. 60-10. 50 ( AFH % H) mf, 1H : AAEER MR OH) ;11. 64 (s, 1H -
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OH) »

[0228]  SLjiaf] 17

[0229] g o) 1 —FEHRAE, HEMH 80 ZH LG8 W& A 33 /K% 56 - H
556,56y - WEAIRIEER T, KR HNRSWA 1. 48 50 N- S FEREENRE N R kL. [V
TREYIMAMBIG 3 /N, AR GHE 45 CHlE (2.7 T8 ) Fk4a. [ 200 27+ A FEEE
fifto 19BN BURRX A 100 KRR PIIR, BIHT fa , FAR IR EE T4, i vk, AR F k4 2,
1330 7. 4 swzp R, & AR N A EEE AL Rk CHEIR) : &R e / I  DUARIT
h95/5, 885 98/2) , AR5 I 500 5T 20-45 THCKRE il £ HPLC (il 4k ik (Bl : — &
Pt / g, LR 98/2, F199/1) , 55 FH 450 58 Cy 10 SoKAek RS id it il 26 HPLC 4lifk,
(PRREF 7K — 20, UAAFRTT 4 60/40, & 0. 1% = HESIR ) o & IF & BE =Wy,
TE40°CIHE (2.7 T00) TERZE LN, PR8I A AR B S AN /KBS O KR pH A5 31 7,
o A ITTVE , 30 /K PEES, SR B 30 =T 5 NIRRT IR, 76 40°C (90 17 )
T, 155 0. 36 50 5 6 —[4- ZHEIERIEIRIE -1- 58 ] L 56,6y - ARG HEER L, 2
F AR, 78 165 TR

[0230] 'H N.M.R. i (400MHz,CDCl,) :0.91(t, ] =7.5Hz, 31 :4E 2 v {7 CH,) ;1. 06 (% B
d,J = 16Hz, IH :#£ 5B {7 CH, ) 1H) ;1. 15-1. 35(mt, 2H : £E 3 B 47 CH, i) 1H FI4E 3 ¥ {7 CH,
1 1H) ;1. 25(t, J = 7. 5Hz, 3H : £LFEHK CH,) 1. 31(d,J = THz, 3H :4E 1 ¥ 47 CH,) ;1. 55 (mt,
IH :7E 3 v £ CH, 55— H) 51.60-1. 80 (mt :AHN. T-7E 28 47 CH, f) 2H) ;1. 98 (mt, 1H :7E
3B A7 CH, %5 —ANH) 2. 15-2. 60 (&5 1 mf, 4H DR CHN) ;2. 46 (dd, J = 16 fil 5. 5Hz,
IH 7658 £ CH, B 55—~ H) ;2. 85-3. 05 (mt, 3H :CHN FI7E 4 B 47 CH, i) 1H) ;2. 93 (s, 6H :
ArN(CH,),) ;3. 15-3. 30 (mt, 2H : 7£ 3 8 47 CH, i) 1H FIZE 48 47 CH, S5 — A H) ;3. 17 (s, 3H :
NCH,) ;3. 30-3. 75 ( JEFE Y mf, 4H WM& CH,NCO) ;3. 34 (% d, ] = 18Hz, IH :£E 5 ¢ 47 CH, [¥]
1H) ;3. 46 (mt, 1H :7E 38 {7 CH, ¥ 55—~ H) ;4. 13(q, J = 7. 5Hz, 2H :COOCH,) ;4. 57 (dd, J
= 8 FI1 5. 5Hz, 1H :7F 3« {7 CH) ;4. 77 (mt, 1H :7F 2« £7 CH) ;4. 83( % d, J = 18Hz, 1H :7F
5¢ fif CH, )% —4>H) ;4.87(dd,J = 10 Fil 1Hz, 1H :4E 1 « {7 CH) ;5. 11( %% d, ] = 5. 5Hz,
IH:7F 5a f7 CH) ;5.21(dd, J =9 1 6.5Hz, 1H : 7F 4« £7 CH) ;5. 50-5.60 (mt, I1H:fE 5 v
£7 CH) 35.53(d, J = 7.5Hz, 1H :#F 6 a fif CH) ;5.88( X g, ] = 7 M 1Hz, I1H :7E 1 B £
CH) ;6. 50-6. 60 (mt, 1H :7F 2 {7 CONH) ;6.58(d, ] = 8Hz,2H :7F 4 ¢ {775/ H) 36.90(d, ] =
8Hz,2H : fE 4 & {7 J5}% H) 57.20-7. 40 (mt AHRN.F7E 6 « 47 75 )% H-H, FT H, () 7TH) 7. 72 (dd,
J =4 1.5Hz, 1H :H,) ;8.38(d, J = 10Hz, 1H :7E 1 {7 CONH) ;8.51(d, J = 7.5Hz, IH :7£ 6
£7 CONH) ;11.66 (s, 1H :0H) »

[0231]  SCjifafy] 18

[0232]  4nsgjtifs] | —HERAE, AR A 30 2T+ LB 3 s 33 /R % 56 - 56,
5y - MAREESR 1 FFFENRASYA 1.8 70 1-(2— W FFEEE: ) UREE A AR, RNVIREY)
INARElR 24 /NI, SRS AE 45°CUE (2.7 TR ) T kdd. 1324 50 Z2 K 10 2T+
2N SRRV . 1 BRI 100 ZTHBR R SRR EL =4k, FH 100 ZE T+ SIS UM IR, 28
JEIIN 2 SRR EN o 1 B8 A B L ETVE , B 20 Z2TH/KBESR 6 20 AR T 80 71—
ARG . S5 BIREEERR A 50 ZTHKBEE =R, H 50 Z ARG BN K I RsE R IR, 28
JaWAE 2T, 13201 2. 16 v [ A AR iR it (PRl « — SR ke / EEEL AL, DAMATR
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v 100/0 22 97/3) » 1SRRI A H] 80 22T LWk, 1L I8, B 10 22Tt SWBEBEER 3 1K,
SRJEAE 40°C (90 M) 4, 4330 0. 73 0 5 6 —[4- (2 R FFELAE ) WRiE -1- 55 ] 2L -5 6,
5y - MERMGER 1, B O B Es AR, 76 148°CRL.

[0233] 'H N.M.R. i (400MHz,CDCl1,) :0.91(t,J = 7. 5Hz, 3H :4F 2 v £7 CH,) ;1. 08 ( % d,
J = 16Hz, 1H :4£ 58 7 CH, i) 11) ;1. 25(mt, 2H : £F 3 B 47 CH, [ 1H FIE 3 v 7 CH, ¢ 11)
1.30(d, J = 7Hz, 3H :£F 1 v f7. CH,) ;1.56 (mt, LH :7£ 3 v {7 CH, K% —4H) ;1. 60-1. 80 (mt :
N TAE 28 A7 CH, 1) 2H) 52. 00 (mt, 1H : 7E 3B 47 CH, (¥ 55— A H) 52. 25-2. 55 ( JE B [
mf, 4H : WE B (K] 2CH,N) ;2. 46 (dd, J = 16 1 5Hz, 1H: ££ 58 £ CH, [ % — 4 H) ;2. 88 (s,
2H :CH,N) ;2.93(s,6H :ArN(CH,),) ;2.98(dd, J = 14 F1 6.5Hz, IH: {F 48 {7 CH, i 1H) ;
3.15-3. 30 (mt, 2H : £F 3 & 47 CH, /Y 1H A1 #F 48 47 CH, i) 55 — AN 1) 33. 19 (s, 3H :NCH,) ;
3.34( % d, J = 18Hz, IH:7E 5 ¢ {7 CH, i) 1H) ;3. 46 (mt, 1H: 7£ 38 47 CH, 1 55 — 1 H) ;
3. 50—4. 10 (JE% B2 % mf, 4H WRIZE (K] 2CH,NCO) ;4. 58 (dd, J = 8 Fl 5. 5Hz, 1H :£F 3« 47 CH) ;
4.77(mt, IH :AF 2a £i7. CH) ;4.84( %% d,J = 18Hz, IH :#F 5 ¢ fi7. CH, K% — H) ;4. 87 (dd,
J =10 Fl 1Hz, IH :#F 1 a £i7 CH) ;5. 12( % d, J = 5. 5Hz, I1H :AE 5 a 7 CH) ;5.24(dd, J =
9.5 f16.5Hz, 1H :7F 4a {7 CH) ;5.50 (mt, IH:7E 5y 47 CH) ;5.53(d, ] = 8Hz, IH :fE 6 a £
CH) ;5. 87( XX E q, ] = 7 F1 1Hz, IH :4E 1 8 {7 CH) ;6. 46 (dd, J = 3 1 2Hz, 1H FEMRE 4
A7 H) ;6. 55-6. 65 (mt, 1H :£F 2 fif CONH) ;6. 58(d, J = 8Hz,2H :4F 4 ¢ fr75E H) ;6.92(d, J
= 8Hz, 2H :£F 4 8 A5 H) 56.98(dd, J = 3Hz, IH AEWRIE 3 A7 H) ;7. 20-7. 40 (mt AHN T
£E 6 a A7 77 % H-H, 1 H, (1) 7TH) ;7. 48(dd, J = 2Hz, 1H :£EWNE 5 A7 H) ;7.73(dd, J = 4 Fl
1. 5Hz, 1H :H,) ;8. 41(d, J = 10Hz, 1H : #£ 1 iz CONH) ;8. 53(d, J = 8Hz, 11 : #£ 6 fi. CONH) ;
11.67( %% s, 11 :0H) ,

[0234] g 1@ jﬁl 19

[0235]  fn s o) | — AEERAE, H 2 60 2 A L E6 W A 33 /R % 56 - A F
556,65y - MASRIAER I FHENRGWA 4. 1 ZTF N - KPIE -N,N- I %
MR NSIREPINFARIG 16 NN, ARG TE 45 CHE (2.7 TiH) TR+ 1331
[ A 100 22T+ /KR H] 2N #h RSV, LUE pHIE R 1o AHERRA 100 2T+ SRS EUM
R, H 100 ZFHEE IR S B FR I I, SR J5 8 I N AR R S /K Sk pH 5 21 7, 28 5
TR 100 ZF S PRI IR A HUH DR B T8, 108, ARG fEE T k42,
1330 7. 4 ol A4, w AR SRl (PR R P e / P, DR 98/2) » 157
BRI A LR 50 2T+ Wk P4, iy, T4, 1331 0. 64 5o At 44, & H 20 T /KR, N
NERRRE W UMEIE R pH 4 1o BRXH 20 227 SBEREUN IR FE7KAH SR I A AR R S A
TR L B DTV, 46 20°C (90 17 ) H P,0, T8¢, 153 0. 14 50 5 6 -N- KA ZE -N-(2-
FEIEOH) WP 56,5y - ARMGEHER 1, B OOHRAR, 7F 182°ClE1L.

[0236] 'H N.M.R. i (400MHz, CDCl,) :0.92(t, J = 7.5Hz,3H : 7F 2 v {7 CH,) ;1. 06 ( B
d, J = 16Hz, 1H : 7€ 58 {7 CH, [¥] 1H) ;1. 20-1. 35 (mt, 2H : 7F 3B 47 CH, /) 1H FI4E 3 v 4
CH, i) 1H) ;1.29(d, J = THz,3H : 4 1 ¥ % CH,) ;1.50-1.85(mt : #4H . T £F 3y fr CH, %3
— N HRALE 28 47 CH, B 3H) 32.02(mt, IH: £ 3B 47 CH, B 55 — > H) 52. 33 (mf,6H : —
R () 2NCH,) 52. 43 (3% dd, J = 16 Fl 5Hz, IH : ££ 58 7 CH, i) % — > H) ;2. 59 (mf, 4H -
NCH,CH,N) ;2. 85-3.05(mt, 1H: fF 48 {7 CH, i 1H) ;2.91 (s, 6H :ArN(CH,),) ;3.00 (s, 2H :
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CH,N) ;3. 15-3. 30 (mt, 2H :7F 3 8 {37 CH, f¥) 1H F17E 4 B {7 CH, 55— H) ;3. 17 (s, 3H :NCH,) ;
3.33( % d, J = 18Hz, LH:{E 5 ¢ {7 CH, ] 1H) ;3. 46 (mt, 1H: 7£ 38 47 CH, [ 5% — 4 H) ;
3.55 (s, 2H :ArCH,N) ;4. 57 (dd, ] = 8 Fl1 6Hz, 1H :7F 3 a 47 CH) ;4. 78 (mt, 1H : 7F 2 a {7 CH) ;
4.87( % d, J = 18Hz, IH:{E 5 ¢ {7 CH, [ 55—~ H) ;4.87(dd, J = 10 #l 1Hz, IH:{E L a
f7. CH) 5. 13( % d, J = 5Hz, IH :#E 5 a {7 CH) ;5.24(dd, J = 10 Fl1 6Hz, IH :7F 4 « {7 CH) ;
5.46(d, J = 8Hz, 1H :7F 6 a i CH) ;5. 55(mt, 1H :7F 5y £ CH) ;5.85( £ZWHE ¢, J = 7 Fll
1Hz, 1H :7E 1 B £7 CH) ;6.54(d, ] = 8Hz, 2H :7E 4 ¢ £ F5%H) 56.57(d, ] = 10Hz, 1H :7E 2 fi7
CONH) ;6.88(d, ] = 8Hz,2H :#£ 4 8 fr75E 1) ;7. 15-7. 40 (mt AHN. T-4E 6 a 4755 ik H-H, 1
H, [ 7H) ;7. 71(dd, J = 4 Fil 1. 5Hz, 1H :Hy) ;8. 38(d, J = 10Hz, 1H :#F 1 fif CONH) ;8. 53(d,
J = 8Hz, 1H :F 6 {7, CONH) ;11. 66 (mf, 1H :0H) .

[0237]  SCjiafy] 20

[0238] GO SEE ] 1 —FEHRAE, (H2 AT H 100 2 H L1520 3 & 33 E/R % 56 — &
B 56,6y - MEAIRIGER I FHHNRESGY 4.5 v 4- 223k -1, 2, 3, 6— PYSnERe Ehig #h
13,25 ZF =LA )RR ROVIREPINFANR 1.5 /M, SRS AE 45 Co ik (2.7 T3
ks 2 A B E A H 100 Z - KEEAE, R U8, 20 KPR, fEmE T T8, 19
2 26 polfl k. X PE AR IR A Al (BEIGR) : SR/ PR, DUERRRTE A 97/3)
SRIG 450 T, Cg 10 TCKAE B I i 4 HPLC 4litk (BRI /K — 2, LARUT K 65/35,
TH 0. 1% =RER) . SIFEHME YRS, /£ 40°ColE (2.7 T) TERZELHE, A
S A0 0 N VT R S 7K SRR A AH pH R T B 78 ik BB AR B TTE , 20 =R UK R
B, A6 40°CE (90 M7 ) N, 193] 0. 47 38 5 6 —[1- (4= 2:3 ) -1, 2, 3, 6— DY MERESE ]
FHE 56,5 v - AT 2 1, B A ORAR, 75 164 CHL.

[0239] 'H N.M.R. % (400MHz, CDCl,) :0.92(t, J = 7.5Hz,3H: #F 2v fI CH,) ;
1.00-1. 15( f& %% ) mf, 1H: 7E 58 47 CH, i) 1H) ;1. 22 (mt, 2H : 7€ 3B {7 CH, ) 1H Fl 7E
3y 47 CH, /) 1H) ;1.32(d, J = 7Hz,3H: 7 1 v {7 CH,) ;1.54 (mt, 1H: 7E 3y {7 CH, ¥ 73
—/ANH) 31.60-1. 85 (mt : A N T #F 28 47 CH, () 2H) ;1. 99 (mt, 1H : ££ 38 47 CH, i 5 —
A~ H) 2. 40-2. 80 (mt, 5H :1,2,3,6— PU & AL BE 1 NCH,CH, 1 76 58 47 CH, (1 % — AN H) 5
2.90-3. 30 (mt, 7TH : /£ 4 B {7 CH,N-CH,—1, 2, 3, 6— PU S AL BE (1 NCH, F14E 3 6 {7 CH, ¥ 1H) ;
2.95 (s, 6H :ArN(CH,),) ;3. 17 (s, 3H :NCH,) ;3. 35-3. 55 (mt, 2H : 7F 5 ¢ 47 CH, ) 1H FN{E 36
£i7 CH, i1 % —NH) ;4.57(dd, J = 8 f1 5. 5Hz, 1H : /£ 3 a {37 CH) ;4. 77 (mt, 1H :7E 2 a {7 CH) ;
4. 80-4. 95 (mt, 1H :7F 5 ¢ fof CH, 1% —> H) ;4.87(dd, J = 10 F1 1Hz, IH :7F 1 a {7 CH) ;
5.14(d, ] = 5.5Hz, IH :fE 5 a £7 CH) ;5. 22 (mt, IH :fE 4« £7 CH) ;5. 50-5. 65 (mf, IH:7E5 ¥
f7 CH) 35.57(d, J] = 8Hz, IH:7F 6 a {if CH) ;5.88( £ W HE q, ] = 7 # 1Hz, IH:7F 1 B {if
CH) ;6. 06 (mt, 1H :1,2,3,6- PUSNLIE CH =) ;6. 56 (d, ] = 9Hz, IH :7F 2 fif CONH) ;6. 60 (d,
J=8Hz,2H :#E 4 ¢ f7 5 H) 36.93(d, ] = 8Hz, 2H :AE 4 8 i 5 H) ;7. 20-7. 45 (mt AHMN
TAE 6 a 755K H- 555 1 H-H, F1 1, () 12H) ;7. 73(dd, J = 4 F1 1Hz, 1H :Hy) ;8.39(d, J
= 10Hz, 1H :7F 1 {7 CONH) ;8. 49 (mf, 1H :7F 6 {7 CONH) ;11. 66 (s, 1H :0H) .

[0240]  SEJfEfH] 21

[0241]  fnsEjfe) | — AEERAE, B2 H 30 Z2 A LIE3 W& A 33 /K% 56 -
556,56y - WMAIRIHER I KAHTNEGWA 1.9 v 4- KL —4- 3258 - URIE 4 Jg k.
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SRONVARE P INFEI 20 /NN SRS AE 45°CodJs (2.7 TM) Fkgg 2. 15289 4 50
ZETHIKA10 Z T 2N ERRRVEAA . 19 21 S BAH R M B X H 50 22 T8 R £ e B DY IR, 75
R 50 ZE T SBEFEEUN 0, I NN 2 e Bk BR A AN 1 21 pH7-8, 2R J5 B 100 27+ —
AL =k BN AR, R T4, ik vk, SRS 76 45°Cols (2.7 TR ) F k4
2T, 193 2. 6 FulE A, X R AR AR G aiA (PRl e/ T RERR AT, DAARRA
4 99.5/0. 5,885 90/10) o 15N EALE 50 =T+ 5 A BAP FRE, ARG L uE, 78 40°CoE
(90 A1) T4, 4350 0. 2 30 5 6 —(4- 2RHEE —4- F2%E - WRIE 2R EE ) 56,5 v - AR LA
HE L, BWRENAEMEIR, 7E 172CTHE.

[0242]  'HN.M.R. i (400MHz, CDC1,) :0.92(t, J = 7.5Hz,3H :#E 2y {7 CH,) ;1.03( 7% d,
J = 16Hz, 1H : £ 5 8 {7 CH, [{J 1H) ;1. 15-1. 35 (mt, 2H : £ 3 B {7 CH, [¥J 1H FI£F 3 v {7 CH,
[#J 1H) ;1.30(d, J = 7Hz, 3H :#E 1 ¥ {7 CH,) ;1. 50-1. 90 (mt AHN F7E 3 v L CH, [ 55 —4
HANLE 28 A7 CH, [ 3H) 51.50 £ 1. 90-2. 10 & 2. 35 1 2. 50-2. 65 (3 2 mt A7 FWRIE
NCH,CH, #1 CH,Ar [¥J 10H) ;2. 00 (mt, 1H : ££ 38 47 CH, 11 5% — 4~ H) ;2. 45(mt, IH: 7E 5B {if
CH, 19 %5 — A~ H) 52. 75-3. 05 (mt, 3H :CH,N FI7E 4 8 {7 CH, ¥ 1H) ;2. 93 (s,6H :ArN(CH,),) ;
3.15-3.30(mt, 2H : 7F 4B £ CH, i1 % — A H f1 ££ 36 £r CH, ¥ 1H) ;3. 18 (s, 3H :NCH,) ;
3.30( % d, J = 18Hz, IH:7E 5 ¢ {7 CH, i) 1H) ;3. 47 (mt, 1H: 7£ 38 47 CH, 1 55 — 1 H) ;
4.58(dd, J = 8 F1 5. 5Hz, 1H :7F 3« {7 CH) ;4. 78 (mt, 1H :7F 2 a {7 CH) ;4. 80—4. 90 (mt, 1H :
E5¢e A7 CH, (5% —ANH) 54. 87 (%8 d, ] = 10Hz, 1H :#F L a £7 CH) ;5. 11( %% d, J = 5. 5lz,
IH:7E 5a {7 CH) ;5.22(dd, J = 9 1 THz, 1H : 7 4 a {37 CH) ;5. 47 (mt, 1H:7F 5y {7 CH) ;
5.54(d, ] = 8Hz, IH :AE 6 a fi7. CH) ;5. 87 (% q,J = THz, 1H :7E 1 B {7 CH) ;6. 55-6. 65 (mt,
1H :7E 2 {7 CONH) ;6. 58(d, J = 8Hz,2H :7E 4 ¢ 75 H) 36.91(d, J = 8Hz,2H :7E 4 & {1
R H) 57.10-7. 40 (mt AN TAE 6 o 7757 Bk H- 25505 I H-H, F1 Hy (1) 12H) 57.72( %6 d, J
= 4Hz, 1H :Hy) ;8.39(d, J] = 10Hz, IH : 7 | 47 CONH) ;8. 46 (d, J = 8Hz, 1H :{E 6 fif CONH) ;
11. 67 (s, 1H :0H) .

[0243]  sLjifs] 22

[0244]  nSEEfH] 1 —FEERAE, (H AT 30 2T 453 W& A 33 /K% 56 - & H
56,5y -MARBEEZ LM BGOSR -56-WHE-b5y-SJAMEHEZE 1, (L Hh 33/67)
AL HIVR S A0 1. 25 50 N- 4 N 2% — BRI S5O S NVIR G W0 InFAaliA 28 /N, SR 5 7
45°CkHs (2.7 TM) Tilk4g T . 152 EAR 50 ZFH/KH 10 =Tt 2N EhIRW g . 153
(RIVESTERH 4kt BRI 50 ZTHERTIR L BEHEH VY IR, - R 50 T S Bk UM IR, @ i A
2 SUBRIER EANTY pH 2] 8. AL IPTTE £ 38, /KPR, I iR X W N IoehLER, A5
BT 50 = & et . BRIME KA 50 Z K PES IR, TEEHKH 50 Z LRI
AN AKES DGR PR, PR Ja R B A58, ik g, 76 45°Col s (2.7 TR Tlk%ie+. T2
132 2.3 pelE Ak, XA E R R vk Al CREIGR) c R PR/ R AL, LIRRRTE A
100/0, 285 98/2) o 13BN AALE 50 T+ A BEP Bk, SR i vk, B 10 =74 T Tk
ek =K, FEAE 20°CHE (90 M) T4, /931 0. 59 b 5 6 —(N- SR A&k -N- BRI ) 2
58,5y - MERIAE R 1, 2 HCHMIR 1£ 140 TR,

[0245]  'H N.M.R. i (400MHz,CDC1,) :0.93(t,J="7.5Hz,3H :#E2 v £7.CH,) ;1. 07 (AEH T
d,J = 16Hz, IH :4E 58 47 CH, i) 1H) ;1. 15-1. 35(mt, 2H :7E 3 B 7 CH, f{J 1H FILE 3 v {7 CH,
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[¥) 1H) ;1.31(d, J = THz,3H :#E 1 v {7 CH,) ;1. 35-1. 85 (mt AHMN. T-7E 3 v {f CH, 15—
H— B2 ) CH, FIAE 2 B 7 CH, () 11H) ;2. 00 (mt, 1H : 7 3 B 47 CH, )5 — H) 2. 47 (mt,
IH:7F 5B {7 CH, 1% — > H) ;2.85-3.05(mt,3H : /F 4 B £ CH, f{] IH-CH,N) ;2. 93 (s,6H :
ArN(CH,),) ;3. 05-3. 20 (mt, 3H :NCH H1 4 [4 2k [¥] NCH,) ;3. 15-3. 45 (mt, 3H : /£ 3 8 {3 CH, I
\H- 76 48 A7 CH, (81 5% — AN HFILE 5 ¢ {7 CH, [ 1H) ;3. 17 (s, 3H :NCH,) ;3. 47 (mt, 1H : 7F
38 A7 CH, (9% — AN H) 54.58(dd, J = 8.5 Hl 6Hz, 1H : E 3a {7 CH) ;4. 78 (mt, 1H:7F 2a
f7 CH) ;4. 80-4.95 (mt, 1H:7E 5 ¢ {7 CH, (15— H) ;4.86 (%% d, ] = 10Hz, IH:7E 1 a £
CH) ;5. 00-5. 30 (mt, 4H 4R FE = CH,~ £ 5« {7 CH FILE 4 « 7 CH) ;5. 47 (mt, IH:£E 5 Y 47
CH) ;5.55(d, ] = 8Hz, IH :£E 6 « {7 CH) ;5. 80-5. 95 (mt, 21H &A% CH =F17E 1 B £7 CH) ;
6.56(d, ] = 10Hz, 1H :7F 2 £7 CONH) ;6.60(d, | = 8Hz,2H :{E 4 ¢ {75 H) ;6.91(d, ] =
8Hz,2H : fE 4 & {7 J5}% H) 57. 20-7. 40 (mt AHRN.T7E 6 a 47 J5 )% H-H, FT H, [ 7TH) 7. 73 (dd,
J = 4 # 1Hz, 1H :H,) ;8. 35-8. 45 (mt, 2H :7F 1 {7 CONH FI7E 6 f7 CONH) ;11. 66 (s, 1H :0H) o
[0246]  SCjfifs] 23

[0247]  GnsEjiEf] | —AEERAE, (HEATH S A 56 - AW 56,6y - A 4 ¢ - RRMHE
5 L BRENRE Y R J5EE, #il#% 0.5 38 5 6 — Mk JE AL 56,6 v - A —4 ¢ - FURES
a2 L, BEEOEAAR, £ 150°CHL.

[0248] 'H N.M.R. i (400MHz, CDCl,) :0.92(t, J = 7.5Hz,3H: #F 2y fr CH,) ;
1.10-1. 35(mt, 3H :7E 5 B {7 CH, [¥J 1H- 7E 3B {7 CH, [fJ 1H FI7E 3 v {2 CH, [¥J 1H) ;1. 31(d,
J = THz,3H :4£ 1 v £i7. CH,) ;1.57 (mt, 1H :4E 3 v £7 CH, )55 —ANH) ;1. 67 I 1. 75 (2mts, &F
A IH AE 2B 7 CH,) ;1. 99 (mt, 1H :7F 3B 7 CH, 55—~ H) ;2. 35 (mf, 4H : "Wk ] NCH,) ;
2.57 (%% dd, J = 16 F1 5Hz, IH :4E 5 8 £ CH, f{J 55— H) ;2. 80 (s, 6H :ArN(CH,),) ;2. 88 (AB
FE, J = 14Hz, 2H :CH,N) ;3.02(dd, J = 14 1 7. 5Hz, 1H : £ 4 B {7 CH, [ 1H) ;3. 10-3. 25 (mt,
1H :AE4 B 47 CH, I % —ANH) 33, 14 (s, 3H :NCH,) ;3. 28 (mt, LH : 4 3 6 A7 CH, [¥] 1H) ;3. 36 (B
d,J = 18Hz, 1H :7E 5 ¢ {7 CH, [¥J 1H) ;3. 48 (mt, 1H :7E 3 8 o7 CH, ({1 % —AN H) 3. 70 (mt, 4H :
NIk ) CH,0) 4. 56 (dd, ] = 8 F16Hz, LH :7E 3 a {37 CH) ;4. 75-4. 85 (mt, 2H : 7E 2 a 47 CH FI7E
5¢ fif CH, B1% —>H) ;4.87(dd, ] = 10 il 1Hz, 1H :4F 1 « 47 CH) ;5. 13(d, ] = 5Hz, IH :AF
5a 7 CH) ;5.26(dd, ] = 8 f17.5Hz, 1H :7F 4 a {7 CH) ;5.50(d, ] = 8Hz, 1H : £F 6 a {7 CH) ;
5.55(mt, IH:E 5y {7 CH) ;5. 88 ( X FEH q, J =7 M 1Hz, IH:AE 1 B {7 CH) :6.56(d, J =
9. 5Hz, 1H :fF 2 fi7 CONH) ;6. 87 (AB FR, 2H :7E 4 ¢ {7 3515 HFLE 4 8 C1 ML 75 H) 7. 09 (d,
J = 2Hz, 1H :AE 4 6 frFIAE C1 A7 5 H) 57. 25-7. 40 (mt AHN. T1E 6 a A7 75 % H-H, Hl H;
ff) 7TH) 57.69(dd, J = 4 F1 2Hz, 1H :H,) ;8.33(d, J = 10Hz, 1H :7F 1 £/ CONH) ;8.46(d, ] =
8Hz, 1H : 7F 6 fi7. CONH) ;11. 68 (s, 1H :0H) .

[0240]  RH] & SEitifsl] | FIR ISR AT 4 e — 50 -5 6 - WHIEJRIRFEFR 1A, W] L
%50 -FPE-H6,6y- A 4e-ARBHEFEER.

[0250] MR IATT AT LA 4 e - & -5 6 - WL RIAE R TA -

[0251] 4% 11.4 38 56 — WAL JRAGFE 3 1A 75 120 Z T+ SIF T B A& A T ImA
1.9 50 N- RUIRHABE Vi o ZIRA Ak I RE 2 /NN, SR J5 FRiAN 0 346 Z& v N- SUBE A BE T
W&o 763N L. 5 /NI S8 20°CHiRE 18 /N, IRRNVIR-AWIAE 30°CEs (2.7 T ) HK
52T o 1SRN EALE 250 2T+ ZBErP BERE 4 /N, T 3E, YRS, 78 20°C AR XM T T8, 15
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BIL T30 4e -5 506 - WHRJFMER TA, 0] Jo R0 H] BB R AR

[0252]  SLjiafy] 24

[0253]  4nSEEf) | —FEERAE AHRAEH S 56 - MHE 56,6 v - A —4 ¢ - WRIGE
1 B SENRE Y A R EE, 193 0. 25 505 6 - WRIE FIEAI5E -5 6,5 v - & —4 ¢ - AL
L, BEORE AR, 2] 160°C o

[0254] 'H N.M.R. i (500MHz, CDCl,) :0.91(t, J = 7.5Hz,3H: 4 2y AL CH,) ;
1.10-1. 35(mt, 3H :7E 5 B {37 CH, [f] 1H- 7E 3B {7 CH, [fJ 1H FIFE 3 v {7 CH, [¥) 1H) ;1. 30(d,
J = THz,3H :4E 1 ¥ {7 CH,) ;1.35-1. 75 (mt AHMN.TLE 3 v 4% CH, (19 55—~ H- WRIE CH,CH,CH,
F1AE 28 A7 CH, [ 1H () 8H) ;1. 74 (mt, 1H : £ 28 47 CH, ) 55 — AN H) ;1. 98(mt, 1H : 7F
3B 7 CH, i 75 — A~ H) ;2. 27 (mf, 4H : WR BE (1) NCH,) ;2. 50-2. 65 (mt, 1H: #£ 5B {7 CH, [
5 — 1 H) ;2. 78(s,6H :ArN(CH,),) ;2. 80 (s, 2H :CH,N) ;3. 01 (mt, 1H : 7F 4B £ CH, {J 1H) ;
3. 10-3. 25 (mt, 1H :£F 4 B £7 CH, f{J 55—~ H) ;3. 14 (s, 3H :NCH,) ;3. 26 (mt, 1H :7£ 3 8 {7 CH,
[ 1H) ;3. 36 (mt, 1H :7F 5 e fi7. CH, f) 1H) ;3. 46 (mt, 1H :£F 3 8 £7. CH, )5 —A>H) ;4. 56 (dd,
J = 7 Ml 6Hz, 1H :4F 3a {7 CH) ;4.70-4. 85 (mt,2H :7F 2 a fi7. CH FILE 5 ¢ f7 CH, )% —14>
H) ;4. 86 ( %% d, J = 10Hz, 1H :#F 1 a 7 CH) ;5.12(d, J = 5Hz, IH :£F 5« {7 CH) ;5. 25 (mt,
IH:7F 4a 7 CH) ;5.45-5.55(mt,2H : /£ 5 v £ CHRILE 6 a £ CH) ;5.87 (% q, J = THz,
IH:{E 1B £i7 CH) ;6.55(d, J = 9Hz, 1H :£F 2 f7. CONH) ;6. 86 (mt, 2H :{F 4 ¢ {775 %% H FIAE
Cl XHALAE 4 8 S7F5HR H) 7. 09 (5% s, 1H «7E C1L ARALAE 4 8 775 HR H) 7. 20-7. 40 (mt AHRY
TAE 6 a fi7 75 H-H, Al H; [ 7H) ;7. 69 (mt, 1H :H,) ;8. 30-8. 45 (mt, 2H :£E 1 f7. CONH FII{E 6
A7 CONH) ;11. 68 (s, 1H :0H) ,

[0255]  SLjfifsl] 25

[0256] W1t 1 —FEARAE, (B RS AH 56 - @M 506,56y - i 4 ¢ - ARIEE
L BRSNS R J5EL, 4321 0. 35 58 5 6 —(2,6- Z M5 ) AR 56,5 v - it
A e - FRIAF R 1, 2 AAEBERR, £ 179 TRk,

[0257]  'H N.M.R. if% (400MHz, CDC1;) FATTM 5% 3 b pf it T sz K 140 79 o %o ke S ) A
TREY), UL ATAE R R FLAD A B o 1) S 0 2 2 PR 2R

[0258] 0.92(t,] = 7.5Hz,3H :4E 2y {7 CH,) ;1.05-1.40 (mt, 3H :7E 58 {7 CH, [fJ 1H- 7F
3B 7 CH, [y 1H FILE 3 v 47 CH, ¥ 1H) ;1. 15 A1 1. 19(2d, J = THz, &> 3H ;2,6 — FHE
WK IRT CH,) 1. 31(d, J = THz,3H :7F 1y {7 CH,) ;1.50-1. 75 (mt : A T-7E 3 v 47 CH, (15
— N H-7E 2B 47 CH, i 1H A1 2,6 — FF 5 g Wk NCH, (%5 2H f) 4H) 51. 75 (mt, 1H < 7E 2B {
CH, ) 55—~ H) ;2. 00 (mt, 1H : £E 3B 47 CH, B 55— H) ;2. 57 (% dd, J = 16 #1 5. 5Hz,
1H 76 5 B £ CH, ({1554 H) :2. 66 (mt, 2H :2, 6— — FFELAGEH NCH, £ 2 AN 41 H) 52. 80 (s,
6H :ArN(CH,),) ;2.85( %% s, 2H :CH,N) ;3.03(dd, J = 14 F1 7Hz, IH: 7£ 4B f7 CH, i 11) ;
3. 10-3. 25 (mt, 1H :£F 4 B 47 CH, f{J 55—~ H) ;3. 16 (s, 3H :NCH,) ;3. 30 (mt, 1H :7£ 3 8 {7 CH,
[ 1H) 53.35( %% d, ] = 18Hz, IH:{E 5 ¢ {7 CH, i 1H) ;3. 48 (mt, 1H :F 38 {7 CH, [ 5 —
A H) 53,59 F1 3. 69 (2mts, B4 1H Gk CHO) ;4. 58(dd, J = 7 1 5Hz, IH : 7E 3 a £7 CH) ;
4.70-4. 85 (mt, 2H :7F 2a {7 CH FI7E 5 ¢ 47 CH, 15— H) ;4.87( %% d, ] = 10Hz, IH :{F
la {7 CH) ;5.13(d, J = 5.5Hz, IH: 7E 5a {7 CH) ;5. 27 (mt, 1H: {E 4« {7 CH) ;5.51(d, J
= 7.5Hz, IH :#E 6 a {7 CH) ;5. 53 (mt, [H :#E 5 v {7 CH) ;5. 88 (% q,J = THz, IH :£E 1 B £
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CH) ;6.57(d, J = 9. 5Hz, IH :7F 2 fif. CONH) ;6. 87 (mt, 2H :7F 4 ¢ 775} H FIALE C X A7AE 4 6
REFFIRH) 5711 (58 s, LH A CL AR 7E4 6 AL 75 H) 57. 20-7. 40 (mt AHN. THE 6 a £ )57 )%
H-H, 1 H, () 7TH) ;7. 70 (mt, 1H :H,) ;8. 35(d, J = 10Hz, 1H :7£ 1 fif CONH) ;8. 46(d, J = 8Hz,
1H :7F 6 iz CONH) ;11. 68 (s, 1H :0H) ,

[0259] S 26

[0260] G St 1 —FEERAE, R S A 56 - & FE 56,6y - WA —4¢ - &R
HER L KBRS AR R T35 0.46 5058 -N, N- IR G 56,5 v - i
A 4 - FURIBER I, 2HEOFER, /£ 139°CHk.

[0261] 'H N.M.R. i (400MHz, CDC1,) :0.85-0. 95 (mt,9H : ¢ 2 v i CH, Fl _TAZENE CH,)
1.14( %% d, J = 16Hz, 1H: £ 58 £7 CH, [ 1H) ;1. 20-1. 35 (mt, 2H : £F 3 B 47 CH, [¥) 1H FI
fE 3y A7 CH, i 1H) 51.30(d, J = 7THz,3H : #£ 1y 47 CH,) ;1. 44 (mt,4H : — 7 & & & .0
CH,) ;1.57 (mt :AHN. F4F 3y AL CH, [ 55—~ HI¥ 1H) ;1. 60-1. 80 (2mts :AHN. F1E 2B 17
CH, [ 2H) ;1. 98 (mt, 1H : 7F 3B {7 CH, (1% — AN 1) ;2. 15-2. 40 (mt, 4H : — P %K) NCI,) 5
2.56 (5& dd, J = 16 Fll 5. 5Hz, H :4F 5B £ CH, (K55 —A 1) ;2. 78 (s, 61 :ArN(CH,),) ;2. 84
F12.98(2d, J = 13Hz, &> 1H :CHN) ;3.02(dd, J = 14 1 7Hz, IH : 7 4 B {7 CH, i 11) ;
3.15-3. 30 (mt, 2H : 7F 3 & 47 CH, i 1H A1 #F 48 47 CH, i) 55 — A 1) ;3. 15 (s, 3H :NCH,) ;
3.38( % d, J = 18Hz, IH:7E 5 ¢ {7 CH, i) 1H) ;3. 47 (mt, 1H: 7£ 38 47 CH, 1 55 — 1 H) ;
4.55(dd, J = 8 F1 5. 5Hz, 1H :7F 3 a 47 CH) ;4. 70—4. 85 (mt, 2H :7F 2 « {7 CH FIFE 5 ¢ 47 CH,
1% —AH) 54.88(dd, J = 10 F 1Hz, 1H:7E 1a £7 CH) ;5. 14 (%5 d, ] = 5Hz, IH:7E 5 a {if
CH) ;5.27(dd, J = 7.5 fil THz, IH :AE 4 a {7 CH) ;5. 49 (mt, 1H :7E 5 v £ CH) ;5.54(d, J =
8Hz, IH :{E 6 a {37 CH) ;5. 88 (KX HE q, ] = 7 F 1Hz, IH :£E 1 B {7 CH) ;6.57(d, ] = 9. 5Hz,
1H :7F 2 {7, CONH) ;6. 86 (d, J = 8Hz, 1H :7E 4 ¢ {7 75} H) ;6. 89(dd, J = 8 il 1. 5Hz, 1H : /£ C1
SITAE 4 8 A F5 e H) 7. 11(d, J = 1. 5Hz, 1H F C1 ABA74F 4 8 A7 75 H) ;7. 20-7. 40 (mt -
AN T AE 6 a for % % H-H, #1 H, f#) 7H) ;7. 67 (mt, 1H :H,) ;8. 34(d, J = 10Hz, 1H: {F 1 f1
CONH) ;8.40(d, J = 8Hz, 1H :7F 6 £i7 CONH) ;11. 68 (mf, 1H :0H) .

[0262]  SLjifs] 27

[0263] 4N SEjff] | —FERAE, (HRAH S A 50 - A PAEE 40 - PRI A4-H_F
ERE 56,6 v-MARGEER [ KHGNEEW A IRE. 153 0.5 35 56 - Gk 2 F
T4 - FIEFE A FEEIE 56,5y - WA IR IEE R 1, 2o E AR, 4
173°CIEAL -

[0264] 'H N.M.R. % (400MHz, CDCl,) :0.91(t, J = 7.5Hz,3H: 7F 2y {7 CH,) ;
1. 15-1. 40 (mt, 2H :£F 3B 47 CH, ) 1H FI{E 3y 47 CH, B 1H) ;1. 16 ( % d, J = 16. 5Hz, 11 :
#£ 58 A7 CH, ¥ 1H) ;1. 31(d, J = 7Hz, 3H :4F 1 v 47 CH,) ;1. 56 (mt, 1H :4F 3 ¥ 7. CH, [ 55—
ANH) 51.60-1. 80 (mt AHMN T-4E 28 A7 CH, i 2H) 2. 00 (mt, 1H :#E 3B 47 CH, 55— H)
2. 35 (mf, 4H : " BbK ) NCH,) ;2. 49 ( %% dd, J = 16.5 Fl1 5Hz, IH:7£ 58 47 CH, fj 55— 1) ;
2. 84 1 2. 86 (2s, MIL 5H :ArNCH, F1 CH,N) ;2. 97(dd, J = 14 F1 6. 5Hz, 1H :7F 4 B {7 CH, [¥]
1H) ;3. 10-3. 20 (mt, 1H :¢F 4 B 47 CH, 55—~ H) ;3. 17 (s, 3H :NCH,) ;3. 26 (mt, 1H : 4£ 3 6 {1
CH, [ 1H) ;3. 33( %% d, J = 18Hz, 1H:7E 5 ¢ {7 CH, ) 1H) ;3. 47 (mt, 1H :7E 3 & 47 CH, {15
—H) 53,70 (mt, 4H :"SEKFK) CH,0) ;4. 56 (dd, J = 8 Al 5. 5Hz, 1H :7F 3 « 7 CH) ;4. 77 (mt,
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1H :4F 2a {7 CH) ;4.82( % d, ] = 18Hz, IH :7E 5 ¢ 7 CH, )% —ANH) ;4.87(dd, ] = 10 Fl
1Hz, IH :7F 1 a 7 CH) ;5.12(d, J = 5Hz, IH :fE 5 a {7 CH) ;5. 25(dd, J = 9 F 6. 5Hz, 1H :
7F 4a 7 CH) ;5.52(d, J = 8Hz, 1H :7F 6 a {7 CH) ;5.53 (mt, IH:7E 5y {7 CH) ;5. 87 ( FXL
Hq, ] =7H 1Hz, IH:4F 1B £7 CH) ;6.45(d, J = 8Hz, 20 :4F 4 ¢ f7 55K H) ;6.60(d, J =
10Hz, 1H : 7 2 £7. CONH) ;6. 86 (d, J = 8Hz,2H :F 4 6 {7 35} H) ;7. 20-7. 40 (mt A0 F-7E
6 a 4 75 % H-H, Al Hy ) 7TH) 7. 72(dd, J = 4 F1 1Hz, IH :H,) ;8.42(d, J = 10Hz, 1H :7E 1
CONH) ;8.50(d, J = 8Hz, 1H :7F 6 i CONH) ;11. 68 (s, 1H :0H) »

[0265]  SLjitafy] 28

[0266] LSt | —AEERAE (HRMH S A 50 - AP -4 - PR 4 - _FE
A -4e-F 56,5y -WMAJHFHR I, KAHNRESY AR 1931 0. 88 33 5 6 — Ak
THRERPRE -4 - PRAE A -H_FREE 56,0y - A 4e - RAHFER [, BE
AR, 75 170°CHEL.

[0267] 'H N.M.R. i (400MHz, CDCl,) :0.93(t, J = 7.5Hz,3H: 7F 2y {i CH,) ;
1. 15-1. 40 (mt, 3H : 7E 3B {37 CH, [¥J 1H- 7€ 3 v {if CH, [¥J 1H FIFE 5 B {2 CH, [¥J 1H) ;1. 30(d,
J = THz,3H :4E 1y 7 CH,) ;1. 57 (mt, 1H :7E 3 v A7 CH, 1% — > H) ;1. 60-1. 85 (mt :AH [V
T4 28 {7 CH, [¥) 2H) ;1. 98 (mt, 1H :7E 3B A7 CH, 15— 1) ;2. 35 (mf, 4H G IEK[K] NCH,) ;
2.59 (% dd, J = 16.5 F1 5. 5Hz, 1H:7E 58 {7 CH, 1155 —> H) ;2. 85-3. 05 (mt, 3H :CH,N I
1E 4 B 7. CH, i 1H) ;2. 88(d, J = 5Hz, 3H :ArNCH,) ;3. 05-3. 25 (mt, 1H :7E 4 B 7 CH, 55—
H) 53. 14 (s, 3H :NCH,) ;3. 28 (mt, 1H :/E 36 {7 CH, fJ 1H) ;3.36 (% d, J = 18Hz, IH:fE5 ¢
£ CH, /¥ 1H) ;3. 47 (mt, 1H :7F 3 8 47 CH, 5 — H) ;3. 68 (mt, 4H :MBbk ) CH,0) ;4. 30 (q,
J = 5Hz, 1H :ArNH) ;4.56(dd, J = 8 Fl1 5. 5Hz, 1H :7F 3 a {7 CH) ;4. 70-4. 85 (mt, 2H : 7F 2 a
A7 CHAIALE 5 ¢ {7 CH, 9% — N H) ;4.87(dd, J = 10 Al 1Hz, 1H : 7€ 1 a 47 CH) ;5. 18(d, J
= 5Hz, IH :#E 5 a {7 CH) ;5. 20-5. 35 (mt, 1H :¥F 4 a {i7. CH) ;5.52(d, ] = 8Hz, IH :#E 6 a {i
CH) ;5. 57 (mt, 1H :7E 5y £7 CH) ;5. 88( X HE g, ] = 7 Fl 1Hz, 1H :7E 1 B 47 CH) ;6. 43(d,
J =8Hz,1H:{F 4 ¢ fif 35 % H) ;6.57(d, J = 10Hz, IH : 7£ 2 f7 CONH) ;6.83(dd, J = 8 fll
1.5Hz, IH : 76 C XHAT4E 4 6 A7 F5 & H) 36.95(d, J = 1.5Hz, IH: 7 C1 4B A7 4F 4 & 4f 55 ik
H) 57.20-7. 40 (mt AHR TAE 6 o 4777 % H-H, #1 H; ) TH) ;7. 64 (dd, J = 4 Al 1Hz, 1H :Hy) ;
8.35(d,J = 10Hz, IH :£F 1 £ CONH) ;8.51(d, J] = 8Hz, 1H : 7F 6 fi. CONH) ;11. 68 (s, IH :0H) .
[0268]  SLjiafy] 29

[0269] NSt 1| —FEIRAE, B2 A& A 56 - P IE -4 ¢ - (N- 3L -N- A A2k o
) BEEAC-P o FREEE 4 -5 56,5y - MERGFE 1, FHENESY A EER
7330 0.85 38 56 — Mk FIEFIIE —4 2 —(N- FI3E -N- SRR et ) &k 42 - i =%
AHEE 56,5 v - WAIRMGFR T, UM AR, ££ 154 CHL

[0270] 'H N.M.R. i (400MHz, CDCl,) :0.92(t, J = 7.5Hz,3H : 7F 2y {7 CH,) ;1. 13 ( %
d, J = 16Hz,1H: £ 58 47 CH, [{) 1H) ;1. 15-1.40 (mt,2H : £ 3B 47 CH, /¥ 1H A1 7£ 3 v
fi7 CH, 1) 1H) 51.31(d, J = THz,3H:7E 1 Y f7 CHy) ;1.55(mt, 1H: 7E 3y {7 CH, ) 75 — 1>
H) ;1.55-1.80 (mt : 5 T F 28 {7 CH, f{J 2H) ;2. 00 (mt, 1H : 7F 38 {7 CH, ) %5 — 4> 1) ;
2. 35 (mf, 4H : "k ] NCH,) ;2. 55 (%% dd, J = 16 Hl 5. 5Hz, 1H:7£ 58 {7 CH, (1% — 4 H) ;
2. 85 (s, 2H :CH,N) ;3.08(dd, J = 14.5 Fl THz, IH : £F 4B 47 CH, ] 1H) ;3. 15 (s, 3H :NCH,) ;
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3. 20-3. 35 (mt, 2H : 7F 4 B £i7 CH, ()5 —ANH  FILE 36 A7 CH, [ 1H) 3. 29 (s, 3H :ArNCH,) ;
3.35( % d, ] = 18Hz, 1H : fE 5 ¢ {7 CH, i 1H) ;3. 48 (mt, 1H: 7F 38 {7 CH, ) 5 — /> H) ;
3. 68 (mt, 4H : "Bk ) CH,0) ;4. 56 (dd, ] = 8. 5 F1 6Hz, IH :{F 3 a {7 CH) ;4.64(d,] = 5. 5Hz,
2H :ArNCOOCH,) ;4. 78 (mt, I1H : 7F 2« 7 CH) ;4.82( % d, J = 18Hz, IH:7E 5 ¢ 47 CH, ] J)
—/NH) ;4.85(dd, ] = 10 Fl 1Hz, IH :4F L« £i7 CH) ;5. 12(d, J = 5. 5Hz, 1H :7E 5 a {7 CH) ;
5.19 F115.27(2 % d, 4> % J = 11Hz 1 J = 18Hz, &A™ 1H ;= CH,) ;5. 31(dd, J = 9 Fl THz,
IH:7F 4« f7 CH) ;5.50-5.60 (mt, IH: 7E 5y {7 CH) ;5.53(d, J = 8Hz, 1H : 7F 6 « {7 CH) ;
5.80-6. 00 (mt, IH:CH =) ;5.87( LM E q, ] = 7 F 1Hz, I1H:7E 1 B 4L CH) ;6.56(d, J =
9. 5Hz, 1H : 7F 2 £ CONH) ;7. 03(d, J=8Hz,2H : 74 ¢ fi 5% H) ;7. 12(d, J = 8Hz,2H : £ 4 &
Rr 7506 H) 57.20-7. 40 (mt AHN. TAE 6 a A7 7% 7% H-H, F1 H; (%) 7H) ;7. 68(dd, J = 4 I 1Hz,
1H :Hy) ;8. 37(d,J = 10Hz, 1H :7F 1 {7 CONH) ;8. 44 (d, ] = 8Hz, IH :7F 6 fif CONH) ;11. 67 (s,
1H :0H) »

[0271] GO SEEM] 1 —FEERAE, Hl4 56 - AL -4 ¢ - (N- FI2E -N- R N SR PRIk ) 2=
EAC-RoFERE 4e - 50,6y - RMARBHER ;.

[0272]  sLjiafs] 30

[0273] s 1 —FERAE, (H2AE A 150 Z2F 2 15 & H 33 /R % 56 - A F
5 56,5y - A RIEEE = 1, FHRA WAL 2. 5 Z VIS S smioh okl . NI A4
RN 1 MBS, RGIRGE T o 1SR — & P e / M RTR R SV K I TRIR S Vs it o
AN, R Elk4i 2+ (45°C, 2.7 T ) , 192 15. 4 sl 44 . 128 4 IR (i aiAk
(PEMEF « — SR %e / FEERE A, DUARRATE 4 99. 5/0. 542 98. 5/1. 5) , 2R J5 FH 450 3¢ Kromasil
C810 K100 ARE e 1 Bh ikl 4 HPLC 4hifk, f /K - ZBSRAY (LUARL N 60/40, &

0. 1% = JEEER ) 1EAPEWEA o 7EMRAGTR 73 LMERR 2 QIE 5, 8 I N FRR R S A 7K
W AAH I pH P75 3] 7-80 ARPTIE L 8 fS, FH 25 =FKPEGR, PR IR SN K5
WP — . XA BRI AR vE )5, F 20 =K BESS, ARG AE 40°CHE (90 1)
T, 32 0. 73 55,5 8 - (VU FEmkIL ) L 56,5y - AR IGE R 1, B2 AR,
1F 212-214°CHE4k o

[0274]  'H N.M.R. i (400MHz,CDC1,) :0.92(t, ] = 7.5Hz,3H :fE2 ¥y £ CH,) ;1. 12( % d, ]
= 16. 5Hz, 1H :7E 5B A7 CH, [f] 1H) ;1. 23 (mt, 2H :7F 3 8 47 CH, [ LHFIFE 3 ¥ 47 CH, (1) 1H) 5
1.33(d, J = THz,3H :7E 1 ¥ {7 CH,) ;1. 54 (mt, 1H :£E 3y {7 CH, )5 —H) ;1. 60-1. 85 (mt :
FHN FAE 2B A7 CH, 8] 2H) ;1. 96 (mt, 1H :£F 3B A7 CH, )5 —H) 52.51 (% d, J = 16. 51
5.5Hz, 1H :7E 5 B 47 CH, i1 % —> H) ;2. 66 (mt, 2H :ArCH,) ;2. 80-3. 05 (mt, 3H :7F 4 B {7 CH,
[f) LHATNCH,) ;2. 94 (s, 6H :ArN(CH,),) ;3. 03 (AB, ] = 13Hz, 2H :CH,N) ;3. 10-3. 35 (mt, 2H :{F
4B 7 CH, [ 5% — AN HAILE 3 6 o7 CH, (19 LH) 3. 16 (s, 3H :NCH,) ;3. 39 (% d, J = 18Hz, LH :7F
5¢ f7 CH, [f) 1H) ;3. 46 (mt, 1H :7E 38 47 CH, {155 —> H) 3. 57 (s, 2H :ArCH,N) 34. 57 (dd, J
= 8 fll 6Hz, 1H :7F 3 a f7 CH) ;4. 77 (mt, LH :7E 2« {7 CH) ;4. 84 (% d,J = 18Hz, IH:{E5 ¢
£ CH, B % —A>H) ;4.87(dd, J = 10 F1 1Hz, 1H :AF 1 « {7 CH) ;5. 13( % d, ] = 5Hz, 1H :F
5a f7 CH) ;5.23(dd, J = 9 I THz, 1H :7E 4 a 47 CH) ;5.51(d, J = 8Hz, 1H :7E 6 a {7 CH) ;
5.58 (mt, IH :4E 5 v 47 CH) ;5. 88 (LXH q, J = 7 # 1Hz, IH :4F 1 B 47 CH) ;6.58(d, J =
9. 5Hz, 1H : £ 2 {7 CONH) ;6. 62(d, J = 8Hz,2H :{F 4 ¢ £7 5% H) ;6.93(d, J = 8Hz, 2H :/F
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48 fr5HEH) 57.00-7. 40 (mt AHN T7E 6 « 7 )5k 4H-3,4- 5 —1H- SRRk 5 ik H-H, Hil
Hs i) 11H) 57.73(dd, J = 4 F1 1Hz, 11 :H,) ;8. 35-8. 45 (mt, 2H : £F 1 i CONH FI£E 6 fi7 CONH) ;
11. 68 (s, 1H :0H) .

[0275] %Eﬁ jﬁl 31

[0276] G sSZHER] 1 —FEERAE, (HR A 150 2T L h5 15 W& 33 BE/R % 56 — & F
556,56y - ARG ER [ FREGYHLEN 3. 6 50 4- FAATEIRE N E R . RN IREY)
IFAEIGE 4 /NI AR ARG 2T o 1B RH 250 ZZFHIEIR S BRI . 19 B IR BRI
H 150 Z /K PES =K, B 150 22T BRI — IR & FF7KAH, i in A Ak iR &
KO pH B 7-80 AR TIE I RS, H 50 =K PR, R E TH43 31 1. 2 sofH
o 19 20 A 4 PRI iy gt (PRI - %t / EE, DARIE A 99/1) , 2R 5 H
450 3% Kromasil C810 f K1 Q0A FEE ik il % HPLC 4liAk Bk, 1 K - ISR G (LA
FRATE R 60/40, 54 0. 1% —EEIR ) 1ERBENH o 7EIRAGTR 7 LUSR 25 2 Ja , @ 7R B K
AN AR FR S BN /K B 1T pH B 7-8 2B R TTiE £ 38 /5, 15 21 0. 7 s [ll4A, E4F 20
ZEFHBE R, T uE, RS AE 40°CoR s (90 1) R IXFEIS R 285 v 5 6 —[4-(4- H
HEE) WRNEE -1-FE ] P -5 6,5 v - ARG ER 1, 20 H MR, 46 165-167°C
FAb o

[0277]  'H N.M.R. ¥ (400MHz,CDC1,) :0.91(t,J = 7. 5Hz, 31 :7E 2 v {7 CH,) ;1. 03 ( % d,
J = 16Hz, 1H :7£ 5 B £ CH, [f] 1H) ;1. 21 (mt, 2H :7E 3 B {7 CH, 1 LH FIZE 3 v £7 CH, ¥ 1H) ;
1.32(d, ] = THz,3H :7E 1 ¥ {7 CH,) ;1.53 (mt, IH :7E 3 v {7 CH, )5 —H) ;1. 60-1. 80 (mt :
AN T1E 28 47 CH, [ 2H) ;1. 98 (mt, 1H : 7F 3B 47 CH, i1 % — 4> H) ;2. 46 (mt, IH: 7E 5 B
£ CH, 1) 55 — A~ H) 2. 55-3. 35 (mt, 10H : Wk B2 (1) CH,N 1 CH,N) 52. 95 (s, 6H :ArN(CH,) ,) ;
2. 98 (mt, 1H :7F 4 B {7 CH, i 1H) ;3. 10-3. 35 (mt, 2H : 7F 3 8 7 CH, i) 1H FI7E 4 B 47 CH, [
F—H) ;3. 18(s, 3H :NCH,) ;3. 35-3. 50 (mt, 2H :7F 5 ¢ {7 CH, [{) ITH FIZE 3 6 {7 CH, [ 55—
A H) 54.56(dd, J = 8 il 6Hz, 1H :£E 3a {7 CH) ;4. 77 (mt, 1H:7F 2a 47 CH) ;4. 83 (mt, 1H :
£ 5¢e fif CH, )% — 1 H) ;4.88( % d, J = 10Hz, IH:#E 1 a 7 CH) ;5. 14( % d, ] = 5Hz,
IH :7E 5a {7 CH) ;5.20(dd, J = 9 1 6Hz, 1H :{E 4 a f7 CH) ;5.54(d, ] = 8Hz, 1H:7E 6 « {if
CH) ;5. 65 (mf, 1H :7E 5y 47 CH) ;5. 88( % q, ] = THz, 1H :7F 1 B £ CH) ;6. 56 (d, J = 9. 5Hz,
1H :7E 2 £7 CONH) ;6.60(d, J = 8Hz,2H :7F 4 ¢ 47 %% H) 36. 80-7. 05 (mt,6H : 7E 4 & {7 7%
W& H R ZRFE J7 5 ) 57. 20-7. 40 (mt AHN. TAE 6 o A7 75 % H-H, A1 H; (1) 7TH) 57. 73 (%6 d, J
= 4Hz, 1H :H,) :8.38(d,J = 10Hz, 1H : 7 1 fi7 CONH) ;8. 57 (mf, 1H : 7F 6 £7 CONH) ;11. 66 (s,
1H :0H) .

[0278]  SLjiafy] 32

[0279] NS | —FERAE, (RS A 50 - AT 40 - FRAAE A4-FH_F
ERAE 56,5 v-MARGER [ KHGNEEY AR, 152 0.61 3¢ 5 6 — Wkhe 125
T4 -FRFAE A-W - FERAIL S56,5v-MEAJRIBFER 1, & A6 SR, 7
234°CHtL .

[0280] 'H N.M.R. 3% (B0OMHz, CDCl,, & , Lk ppm 1) « FRATTU0 2% 34778 W fod i L A o s
JE W R an A= AR A

[0281]  0.91(t, J = 7.5Hz,3H :7E 2y {7 CH,) ;1. 16 (% d, J = 17.5Hz, 1H :7E 5 B {if CH,
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f) 1H) ;1. 23 (mt, 2H :7F 3B {7 CH, {1 1H F{E 3 ¥ 47 CH, i) 1H) ;1.31(d, ] = 7THz,3H:AF 1 v
£ CHy) ;1. 35-1.65 (mt, 7TH : /E 3 ¥ A7 CH, () 55—~ H MWK E [¥] CH,) ;1. 60-1. 80 (mt : AH K.
TAE 28 £7 CH, i 2H) 51. 97 (mt, 1H :7E 3B 47 CH, 55— H) 2. 20-2. 40 (mf', 4H :WREE [1]
NCH,) ;2. 49 ( % dd, J = 17.5 f1 5. 5Hz, 1H : 7£ 5 8 {7 CH, {55 — A~ H) ;2. 78 (s, 2H :CH,N) ;
2. 82 (s, 3H :ArNCH,) ;2.95(dd, J = 14 1 THz, IH : 7F 4 B £ CH, f¥J 1H) ;3. 10-3. 30 (mt, 2H :
1648 f7 CH, % — HHILE 38 47 CH, 1) 1H) ;3. 15(s, 3H :NCH,) ;3. 35( %% d, J = 18Hz,
IH:7E 5 ¢ {7 CH, {7 1H) 53.45(mt, 1H : 7€ 36 {7 CH, 1 55 — AN H) 53. 60-3. 80 ( J& % [¥) mf,
1H :ArNH) ;4. 55(dd, J = 8 1 5. 5Hz, 1H :7E 3 a 47 CH) ;4. 70-4. 90 (mt, 2H :7F 2 a {37 CH FI{E
5¢ fif CH, 1% —NH) ;4.86 (% d, ] = 10Hz, 1H :4F 1 « {7 CH) ;5.10(d, ] = 5. 5Hz, IH :AF
5a {7 CH) ;5.22(dd,J = 10  THz, 1H : £ 4 « {37 CH) ;5. 48 (mt, 1H :7E 5y {7 CH) ;5.52(d,
J = 8Hz, 1H :{E 6 a 7 CH) ;5.85( % q, J = THz, IH:7E 1 B {7 CH) ;6.45(d, ] = 8Hz, 2H :
16 4 ¢ 775 H) 36.58(d, J = 9.5Hz, 1H :£E 2 {if CONH) ;6. 85(d, ] = 8Hz, 2H :{E 4 & {1 )%
W H) 37.20-7. 40 (mt AHN T46 6 a A775 % H-H, 1 Hy (1 7TH) 7. 71 (% d, J = 4Hz, 1H :Hy) ;
8. 41 (mt, 2H :7F 1 {7 CONH FILE 6 fi7. CONH) ;11. 67 (s, 1H :0H) .

[0282]  SLjifafy] 33

[0283] G SEE ] 1 —FEHRAE, (H2 AT H 100 2 F L1530 o & 33 E/K % 56 — &
i -56,5 v - MARMGESR [ (NRESYHLE R 2.9 =27t 2- FEE O Rk, RNEBE
VIINPERAL 2 /NI, SRJEAE 45°Cols (2.7 TR ) Fik4ie T SRIME AR 50 27+ &
e A, B RRIR 50 =T 0. IN SRRV AR — R . JB I A A VBUID N T R R AUl /K v R
AT pH 2| 7-8, B 50 Z T+ @ PG U IR BUATA HIAE, RO ER A T8, ik vk, AR5
1E45°CIEHs (2.7 TF) Flk4a e+ . XFEAF3) 8. 5 vu [l 44, 12 [l A4 A IR (i vk 2aidl. (¥
WA« S e/ FERG L, AR by 98/2, 4K )5 97/3) o #3 BN [ AALE 25 T+ LTk 4ii
P, 38, X5 10 =T+ SBRVEVR, FRAE 45°CR s (90 M) FF48, 4931 0. 77 38 5 6 - (2-
FIECHAIETI) 56,5y - MEARIRFER 1, 2B, 75 200 CHEAL.

[0284] 'H N.M.R. 3% (400MHz, CDCl,, & Lk ppm il ) « TR 1002 34775 W fod 2 I o 4 1
JE M SR UG A = A A,

[0285]  0.92(t,J = 7.5Hz,3H :4E 2y 47 CH,) ;1.20( % d,J = 17Hz, IH : £ 5 B {7 CH, [
1H) ;1. 25 (mt, 2H : 7F 3B 47 CH, (1) LH FIAE 3 v {7 CH, ¥ 1H) ;1.31(d, J = 7THz,3H:fE 1 v
f7 CHy) 1. 55 (mt, IH :#E 3 v A7 CH, )55 —A> H) ;1. 60-1. 80 (mt :2H #H . T 7E 28 f7 CH,) ;
1. 98 (mt, 1H : 7F 3 8 {7 CH, )55 —H) ;2. 51 (% dd, J = 17 A1 5. 5Hz, 1H :4F 5 B 47 CH, K5
—/NH) ;2. 71 (mt, 2H :NCH,) ;2. 85-2. 95 (mt, 1H :NH) ;2. 93 (s, 6H :ArN(CH,),) ;2.99(dd, ] =
14 1 7Hz, 1H :7F 4 B £ CH, ¥ LH) ;3. 10-3. 30 (mt, 4H :7E4 B 47 CH, 5 —ANH-7E 3 & A7 CH, [
1H 11 CH,N) 3. 13 (s, 3H :NCH,) ;3. 30-3. 40 (mt, IH :fE 5 ¢ {7 CH, [ 1H) ;3. 33 (s, 3H :0CH,) ;
3.40-3. 55 (mt, IH :7F 38 {7 CH, (1% — H) ;3.48(t, ] = 5. 5Hz, 2H :0CH,) ;4. 57(dd, ] =
8.5 1 5Hz, 1H : 7 3 a 7. CH) ;4. 70-4. 85 (mt, 2H :7F 2 a £ CHAI{E 5 ¢ £7 CH, 15— H) ;
4.87( %% d, J = 10Hz, IH:fFE L a {7 CH) ;5. 12(d, ] = 5. 5Hz, IH :7F 5a i CH) ;5. 25(dd, J
= 8 Ml THz, IH :#F 4 a A7 CH) ;5.53 (mt, 1H :4E 5 v £i7. CH) ;5.56(d, J = 8Hz, IH :#E 6 a fif
CH) ;5. 86 (% q,] = THz, IH :7F 1 B {7 CH) ;6. 50-6. 65 (mt, 1H :7F 2 fi7. CONH) ;6. 57 (d, ] =
8Hz,2H : fF 4 ¢ {75 H) ;6.89(d, J = 8Hz,2H :7F 4§ {7 35} H) ;7. 20-7. 40 (mt AN T

41



N 1360592 B WO B 38/49 T

76 6 a A7 751 H-H, fUH, (%) 7H) ;7. 69 (5% d, ] = 4Hz, 1H :H,) ;8.39(d, ] = 10Hz, 1H : 7% 1 fir
CONH) ;8. 54(d, J = 8Hz, 1H :#F 6 47 CONH) ;11. 65 ( &%) mf, 1H :0H) .

[0286]  SLjiafy] 34

[0287]  4nsE ol | —FERAE, (B2 100 Z T 41510 W& 33 BEIR % 56 - &
50,5y - MAJRIGER [ FMIRGYWHSA 2. 27 WX - @2- FERELHE) K. RNVIE
EWINAAENA 18 /NI, SRS AE 45°CHlE (2.7 TM) Fik4e 2T . 334 A 200 =T
TSR EAT 100 KSR . I AR ZKAH B I N BRER SR Y pH B 7-8. IR L
A, AR RN T4, 198, ARG AE 45°Co e (2. 7 F1iR) k42T, 1529, 4 v i (B,
PR s aiAr (el &Rk / B, AR 97/3) o & 1K)
Woarwkgs 2T Wik S 2/ FE AN 200 27 — S P EEifd. 1520w R 150 ZF
0. IN ZRFRVS VIR I =R o ZCHH Pl MU AR BR S B /K S VROV A, P BRI 150 =20t — SR o
W= GIFANUHE, RFRGE 2T, 153 2 509, B1E 30 2 PR P E L . Witkig 3]
[ R 22 98 fe , BRRH b = FRREVES: 2 0k, ARG TE 45°ColE (90 1) R4, 1531 1. 38
58 -[W-Q-FHEIELE) AEFE]I-H8,6y-MARBER 1, 2AGERENR, 7
180-182°C#54k. o

[0288] 'H N.M.R. % (400MHz,CDC1, & , UL ppm i1 ). FRATTULEE S A7 7L KR fok & oAt e 4 e 2
() R anEE R AR Y

[0289]  0.91(t, J = 7.5Hz,3H:7E 2y 47 CHy) ;1. 05 (HAE% %% d, J = 17Hz, IH :4E 5B fif
CH, Y 1H) ;1. 24 (mt,2H :7E 3B f7 CH, i 1H FILE 3y 7 CH, i) 1H) ;1.31(d, J = 7Hz,3H :
76 1y f7 CHy) ;1.45-1.65(mt AN T-4F 3 v A7 CH, % — A Hf# 1H) ;1. 66 F1 1. 73 (2mts,
FAN IH:7E 28 A7 CH,) ;1.99 (mt, 1H: 7E 3B 47 CH, %5 — A1) ;2. 46 (%8 d, J = 17Hz,
IH : 78 5 B 47 CH, i1 % — H) ;2. 68 (mt, 4H :NCH,) ;2. 90-3. 05 (mt, 1H :7F 4 B 7 CH, f¢) 1H) ;
2. 94 (s,6H :ArN(CH,) ,) ;3. 05( % s, 2H :CH,N) 53. 10-3. 30 (mt, 2H :7E 4 B £ CH, F5—A> H Al
7E 3 6 {7 CH, ff) 1H) ;3. 18 (s, 3H :NCH,) ;3. 25-3. 40 (mt, IH :7F 5 ¢ 47 CH, ] 1H) ;3. 33 (s, 6H :
OCH,) ;3. 40-3.55 (mt, LH :7E 38 £7 CH, {155 —AN H) ;3. 48 (t, ] = 6Hz, 4H :0CH,) ;4. 58 (mt,
1H :7E 3 a f7 CH) ;4. 78 (mt, 1H : 7F 2 a {37 CH) ;4. 80—4. 95 (mt, 1H :7E5 ¢ £7 CH, (15— H) 5
4.87( %% d, ] = 10Hz, IH :Ef7 CHAE 1 a £7) 35.12(d, ] = 5Hz, 1H :4F 5 a 7 CH) ;5. 22 (mt,
IH ¢ 4 a £i7. CH) ;5. 48 (mt, 1H :4£ 5y £7. CH) ;5. 57(d, J = 8Hz, 1H :£F 6 « £ CH) ;5. 86 ( B
q, J = THz, 1H :7F 1 B {7 CH) ;6.55(d, J = 9. 5Hz, 1H : 7F 2 {7 CONH) ;6. 62(d, J = 8Hz, 2H
16 4e fE5HEH) 36.92(d, J = 8Hz, 2H :7E 48 A7 %l H) 7. 20-7. 40 (mt AHN T-7E 6 « fif
S i H-H, F1 H, [ 7TH) 7. 70 (%% d, ] = 4Hz, 1H :H,) ;8. 37(d, J = 10Hz, 1H :7E 1 {7 CONH) ;
8.45(d, ] = 8Hz, LH :{F 6 fif CONH) ;11. 66 (s, LH :0H) ,

[0290]  SLjifafy] 35

[0201]  E%EA 50 =T+ LER = CU A, I 0. 14 58 2- 375 —1- FIIEBRME, SR S5 I 62
ZZVT AN, 0. 33 I = L 2.5 WA 33 BEIR% 56 - G FE 56,5 v - A JAIGE
= L FPHENREY .. RNIEEYAE 40°ChHn# 48 /Nt RN 2 2K )G, RISV
A5°CHE (2.7 TM) NRGiZRT. WA 25 27 AT En i, 132 KRGV X H
20 ZTFARKBEE PR o WIHTE AR, BR A 20 =T 0. IN ERERIEE =k . ZEMIHT G, it 1K
AR N U R B SV B 7K Vv 7 pH 31 70 A AUAH BRI 25 22T+ — U e de U I, H IR
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W, vk, KRS T BRI 20 2T IR AR, 1L UE, 45 40°C AT 90 i T, 159
F]0.6 5556 —(1- FFE —2- BRMIERRACHEL ) 56,5 v - AR IGE R T, S0 E AR,
1E 147 CIEAk.

[0202] 'H N.M.R. i (400MHz,CDC1, & , LA ppm i1 ). FRATULEE R A7 L KR p i oAt R 4 7 2
[ R A R AR

[02903]  0.91(t,J = 7.5Hz,3H:7E 2y {7 CH,) ;1. 15-1. 35 (mt, 3H :7E 5 B £ CH, ¥ 1H- 7E
3B 7 CH, i) 1H FIAE 3y A7 CH, [ 1H) ;1.29(d, J = THz,3H :4E 1 v {7 CH,) ;1. 56 (mt, 1H :
163y o7 CH, I % — AN H) 51,64 F1 1. 72 (2mts, B4 1H:4F 28 A7 CH,) ;1. 98 (mt : LH A5 MY
T7E 3B 7 CH, B9 55—~ H) 52.38( %% dd, J = 17 F1 5Hz, 1H:7E 5B 47 CH, {1 55— H) ;
2.90-3.00 (mt, IH:7F 4B £7 CH, i 1H) ;2. 92 (s,6H :ArN(CH,),) ;3. 10-3. 30 (mt, 2H : 7F 4 B
A7 CH, [ 55—~ H-1F 3 & 47 CH, ) 1H) ;3. 18 (s, 3H :NCH,) ;3. 30 (%8 d, J = 18Hz, IH :#F 5 ¢
£ CH, [ 1H) 53. 47 (mt, 1H :7E 3 6 £7 CH, i % —AN 1) 33.55(d, J = 14Hz, 1H :1H [¥J SCH,) ;
3.65 (s, 3H :NCH,) ;3. 81(d, J = 14Hz, IH :SCH, {1 % —> H) ;4.56 (dd, ] = 8 Hl THz, 1H : {F
3a f7 CH) ;4. 76 (mt, 1H:7E 2 a {7 CH) ;4. 87 (4% d, J = 10Hz, 1H :7F L a £i7 CH) ;5. 00 (% d,
J = 18Hz, 1H :#E 5 ¢ {7 CH, )55 —4H) ;5.05(d, J = 5. 5Hz, IH :#£ 5 a {7 CH) ;5. 17(dd, J
= 10 F1 6Hz, 1H :7F 4 « {7 CH) ;5. 50 (mt, IH:7E 5y fi7 CH) ;5.58(d, ] = 8Hz, IH :7E 6 « {if.
CH) ;5.87( %% q,]J = THz, 1H :7E 1 B £7. CH) ;6. 53(d, J = 8Hz,2H :fF 4 ¢ f7 5} H) ;6. 57 (d,
J = 9Hz, LH :7F 2 fif CONH) ;6. 87 (d, ] = 8Hz, 2H :7£ 4 & £ F5j H) ;6. 93 F1 7. 10 (2 %% s, &F
AN TH WKL CH = CH) 7. 20-7. 40 (mt AHMN. T 6 a A7 75 1% H-H, 1 H; (1) 7TH) 57. 68 (5 d,
J = 4Hz, 1H :H,) ;8. 39(d,J = 10Hz, IH :7E 1 fiz. CONH) ;8. 45(d, ] = 8Hz, 1H :7F 6 £/ CONH) ;
11. 65 ( 255 [%) mf, 1H :0H)

[0294] gﬁ jﬁl 36

[0205]  FEXEA 25 ZHt LHEWI = LA, AHZR I 0. 57 2T+ 2- ( L F A FL ) LW, 18
o SALENFN 0. 54 =T = k. EAFRIRIE A, I\ 50 ZTH IR 7.5 FLEA 40 JE
R% 56 -AMIE 56,5y - MAIRMHER I, KHEHGNESY) Cdeseiif] 1 ha3)) , @it
W IN = LS TRTY pH B 70 NIR-EWIAE 45°C INFA 48 /N o IXINFAINA 2 Z 4K, 13 211
REWAE 45°CRIE (2.7 T FIRGET. FREWH 50 27 & PR, 152 ME R
TR 25 ZFH KPR IR o WHTA HIAH, FBR RN T8, i v Hk4i 2+, 193 6 5ok ™
V), ' R R A (PRI « U PbE / R AL, AR 8 98/2 22 95/5) » &
HIEE PRI IR GG T, TR B 20 22T S vl . 53 &t Ig )5, 78 45°C
W (2.7 FH) MRGERT . YA 25 =T RIABREfE, 1138, 40°CHAE 90 1 TS,
315056 - ORI LHEMATIRE 56,5y - MEAREFR 1, 2REG, DR
HIE XA, 48 135 TRk

[0296] 'H N.M.R. ¥ (600MHz, CDC1,, 8, LL ppm it ) -

[0297]  0.92(t,]J=7.5Hz,3H:7E2 v {7 CHy) ;1. 10 (mt, IH:7E5 B 7 CH, ¥ 1H) ;1. 17 (mf,
6H : &% CH,) ;1. 15-1. 35(mt, 2H : 7E 3 B8 47 CH, ) 1H FIAE 3 v 47 CH, I 1H) ;1.31(d, J =
THz, 3H :#E 1y A7 CH,) ;1.57 (mt, 1H :7E 3 ¥ A7 CH, ) 55— H) ;1. 66 F1 1. 73 (2mts, B4 1H
76 2B f7.CH,) ;2.01 (mt, IH :AE 38 £7 CH, 15— H) ;2.47 (%5 dd, J = 17 i1 5. 5Hz, 1H A
58 7 CH, 1% — H) ;2. 55-2. 95 (mt, 6H :NCH,) ;2. 94 (s, 6H :ArN(CH,),) ;3. 00(dd, ] = 14
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F16.5Hz, 1H :AE 4B {7 CH, i) 1H) ;3. 09(d, J = 15Hz, 1H :CH,S f¥J 1H) ;3. 10-3. 30 (mt, 3H : 7
4B fF CH, %—A> H-4E 3 6 £i7 CH, [ 1H AT CH,S i 55— H) ;3. 18 (s, 3H :NCH,) ;3. 46 (mt,
1H :4F 38 47 CH, i 1H) 53.53( % d, J = 18Hz, IH :4E 5 ¢ {7 CH, (1% —H) ;4.58(dd, J
= 8 M 6Hz, IH :£E 3 a {7 CH) ;4. 70-4. 85 (mt, 2H :7F 2 « {7 CHFILE 5 ¢ £7 CH, 55— 1)
4.87( % d,J = 10Hz, IH :4F L « ff CH) ;5. 11(d, ] = 5Hz, IH :£F 5« {7 CH) ;5.22(dd, ] =
10 F11 6. 5Hz, 1H :4F 4 « {7 CH) ;5.47(d, J = 8Hz, IH :#£ 6 « {7 CH) ;5.56 (mt, IH:#£ 5y ff
CH) ;5.86 (% q,J = THz, 1H :7E 1 B fi7 CH) ;6. 55-6. 65 (mt, 1H :7F 2 £i7 CONH) ;6. 60(d, ] =
8Hz,2H :7F 4 ¢ f7 75 H) ;6.93(d, J = 8Hz,2H :{F 4 & £ 35 & H) ;7. 20-7. 40 (mt 45N T
7E 6 a A7 75 H-H, FTH, 1) 7TH) ;7. 72 (%% d, ] = 4Hz, 1H :H,) ;8. 40(d, ] = 10Hz, 1H :7F 1 fif
CONH) ;8.54(d, J = 8Hz, IH :7F 6 fi CONH) ;11. 67 (mf, IH :0H) ,

[0298]  sLjifafy] 37

[0200] Lt 36 —FEERAE, (2 — 7 AT H 256 =7+ 4015.0. 32 =7 (4-MEREdE) TR
B 120 @A, 7 — 7T 5 5w & H 40 FE/R% 56 - AP 56,56 v - AR IR
I FPHHNR SV = AT 40 ZT+ LI B IR e, RNVIBEYIAE 45T 1.5
/NI S SR SR ) 36 i ARTE, 4331 5 s M, ‘B 0.04-0. 063 KA i A A (4l
o CHERER) : e / PEERRRL DUARRIT A 99/1 22 98/2) o & R W) 73 Wk 4
2,193 1.2 s m (EERE, EAE 25 ZFt o AP R TR 1 /N 13RI [ 42
g5, H 10 Z T S A BAVESS, SR JG 4E 45°C 1 90 1A R 5. IXFEAFE] 0. 85 7 5 6 —(4-nik
WESE 2L ) BACT2E 56,5 v - IMEAJRIRE R 1, R2HE AR AR, /£ 138°CHL.

[0300] A4 J. BARNES & [F] 5 (Eur. J. Med. Chem. ),23,211-16 (1988) H] LA 4% 4— iLnE
F R EE .

[0301]  'H N.M.R. i (400MHz,CDCl,, & , LLppmit) .0. 92 (t,J =7.5Hz,3H :7E2 v {7 CH,) ;
1.08( % d, ] = 17Hz, IH :4E 5 B 47 CH, () 1H) ;1. 20-1. 35 (mt, 2H :¢E 3 B 47 CH, [ 1H FILE
3y {7 CH, iy 1H) 51.33(d, J = 7Hz, 3H :#E 1 v {7 CH,) ;1. 58 (mt, 1H :7E 3 v {7 CH, i1 55—~
H) ;1.67 A1 1. 74 2mts, TS 1H AE 28 {7/ CH,) ;2. 01 (mt, 1H :£F 3B {7 CH, (55— 1) 5
2.53 (% dd, J= 17 f15Hz, 1H :7£ 5 B £7 CH, 55—~ H) ;2. 85-3. 00 (mt, 2H :CH,S) ;2. 95 (s,
6H :ArN(CH,),) ;3.00(dd, J = 14 F1 6. 5Hz, 1H : £ 4 8 {7 CH, ] 1H) ;3. 10-3. 25 (mt, 1H : 7F
4B A7 CH, I % —ANH) 3. 19 (s, 3H :NCH,) ;3. 32 (mt, 1H :7£ 3 8 fif CH, [fJ 1H) ;3. 45-3. 60 (mt,
IH : 75 ¢ {7 CH, i 1H) ;3. 50 (mt, 1H :7£ 3 6 7 CH, B —ANH) ;3. 54 F13.62(2d, J = 14Hz,
™ 1H :SCH,AT) 4. 60 (dd, ] = 8 1 6Hz, 1H : 7F 3« 47 CH) ;4. 70-4. 85 (mt, 2H :7F 2 « {7 CH
FIAE 5 e A7 CH, %S — 1 H) 34.90( % d, ] = 10Hz, 1H :7F L a {7 CH) ;5. 13 ( % d, ] = 5Hz,
IH:7E 5a 47 CH) ;5.26(dd, ] = 9.5 #16.5Hz, IH:{F 4 {7 CH) ;5.39( %% d, ] = 4Hz, 1H :
£ 5y 7 CH) ;5.60(d, ] = 8Hz, 1H:7E 6 a 47 CH) ;5.89( %% q, ] = THz, IH :{E 1 B {7 CH) ;
6. 50—6. 65 (mt, 1H : 7 2 fi7. CONH) ;6. 60 (d, J = 8Hz, 2H :{F 4 ¢ f7 75 H) ;6.93(d, ] = 8Hz,
2H :7E 4 6 75 H) 57.20-7. 40 (mt AHMN. T-4E 6 a {7 75 5 H-H,—H; FIMLRE R B A7 75 ik H I
OH) ;7. 74 (% d, J = 4Hz, 1H :H,) ;8.40(d, J = 10Hz, 1H :#F 1 f7. CONH) ;8. 45-8. 60 (mt, 3H :
7F 6 {7 CONH FUNLRELE o {7751 H) ;11.68(s, 1H :0H) »

[0302]  SLjiafs] 38

[0303] G sEjids) 36 —FEERAE, (& — 7 AT 25 2T+ 5.0, 84 wu (3— HEmEZE ) Hhi
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0. 24 Se A, 53— 7 AT 10 3087 40 FE/R % 56 - WAL -5 6,56 v - AR IR
= 1 KGR SR = N2 AE 75 =T+ LI P s 2B . OVIRGWAE 60°C N 2 7
INF, 2R a0 SErife] 36 ARBE, 1531 8 FOR ), ‘u AR (iR ai Ak (el —&(ke /
BERR P DARATE N 99/1 22 98/2) » T2 E 2. 1 54, ©H 0. 040-0. 063 = KA A
Ak At (PEl ) : &Pkt / TR - DMERRRE 0 99/1 22 97/3) o A
PR 4, A3 BIER B YIAE 45°C (90 11 ) F 5, 1921 0. 19 5 5 6 —3— nbmg 2 A LA
RPEE 56,6y - ARG HER 1, RO AR, 76 128°CHEN.

[0304] A4 T. BROWN Az i[RI =5 J. Med. Chem. ), 35, 3613-24 (1992) A LL#il4 3— nikmg L A
D lE o

[0305] 'H N.M.R i (400MHz, CDC1,, &, LL ppm it ) -

[0306] 0.92(t, J = 7.5Hz,3H:7F 2y 47 CH,) ;1. 08( %5 d, J = 17Hz, IH: fE 58 {7 CH,
) 1H) ;1. 27 (mt,2H : 7F 3B {7 CH, i 1H F14E 3y {7 CH, & 1H) ;1.33(d, J = THz,3H : {E
1y A7 CHy) 51.58(mt, 1H : 7E 3y 47 CH, 5 — AN 1) ;1. 60-1. 80 (mt : AHN. T 7E 2B 47 CH,
K 2H) 52.01 (mt, 1H:4F 3B 7 CH, )% —NH) ;2.55(dd, J = 17 F1 5. 5Hz, IH : 7€ 5B ff
CH, B 5% — 1 H) ;2.93(s,6H :ArN(CH,),) ;2. 85-3.05(mt,3H : 7F 4B {7 CH, ] 1H F1 SCH,) ;
3. 15-3. 25 (mt, I1H :7F 4 B 7 CH, % — H) ;3. 18 (s, 3H :NCH,) ;3. 31 (mt, 1H :7F 3 & {7 CH,
[ 1H) 53. 45-3. 60 (mt, 2H : 7£ 5 ¢ A7 CH, () LHFLE 3 8 fif CH, 155 —4H) 53. 57 1 3. 66 (2d,
J = 14Hz, & 4> 1H :SCHAr) ;4.60(dd, J = 8 1 5. 5Hz, IH : fF 3a £7 CH) ;4. 75-4. 85 (mt,
2H :{F 2 a {7 CHFILE 5 ¢ £i7 CH, I 55—~ H) ;4.88(dd, ] = 10 Fl 1. 5Hz, 1H :¥E 1 a {7 CH) ;
5.12(d,J = 5.5Hz, I1H :7E 5« {7 CH) ;5.24(dd, ] = 9 #16. 5Hz, 1H :fE 4« {37 CH) ;5. 54 (%
d, ] =5Hz,IH:5Y) ;5.60(d, J] = 8Hz, H :{E 6 « 47 CH) ;5.88( £ H q, ] = 7 1 1Hz,
IH :fE 1 B 4% CH) 56.57(d, J = 9Hz, 1H :£E 2 £ CONH) ;6. 59(d, J = 8Hz, 2H :{F 4 ¢ 47 F5}&
H) :6.93(d, ] = 8Hz, 2H :7F 4 & Ar %M H) 57. 25-7. 45 (mt AHN T4E 6 a £7 75 1k H- LEMLIE
5 fir H——H, I H ff) 8H) ;7. 70-7. 80 (mt, 2H :H, FIZEALRE 4 47 H) ;8. 41(d, J = 10Hz, 1H :4F 1
£7 CONH) ;8.48(dd, J = 5 #ll 1Hz, 1H :7EALIE 6 fi7 H) ;8. 51(d, J = 8Hz, LH :£F 6 {i7. CONH) ;
8.58d, J = 1Hz, IH :7EMLWE 2 £ H) ;11.68(s, 1H :0H) .

[0307]  =LZjitafs] 39

[0308] LSt 36 —AEERAE, (HE — T AT 2 FH S 12, 2 38 2- WRIE 2k LB e 4. 7
L EALEN, 5 EME T 190 TUE 40 BE/R% 56 - &L 56,5 v - AJRIBEER 1, 1
FHHNREGA = CHEAE 1 T S BB R . O NAIR-EHIAE 55°C N 4 /N, SR J5
SEHEE) 36 AbTE, 153 215 SORLA, © R 0. 040-0. 063 2 K RE N R ikl (BERE -
TR/ PEERRE DMATRH A 100/0 & 95/5) o S BRI 4y W4, T 500 T
Kromasil €8 10 1K1 Q0ARE K 1 Bl # i ZBAH (il (HPLC) 2lifk, K - ZIFIREW
( LMERRTE A 70/30, 5 0. 1% =3B R ) TEABENR . & W Wi 7wk 4i s, 8
LA B B ERI AR I N R MR B S B ZK B L pH A1 31 7-8, AR5 A 100 227+ — S bede
o ARSI, R EET1, I I8, AR5k 2 T FRMW7E 45°C (90 19 ) T4,
138 5.2 55 58 — MEhE FRELFEMATIE 56,5 vy - MEA A ER 1, B EEEFRIR, 76
128°CH1k .

[0309]  HR#fE CLINTON A Hi[m) =R (36 Ak Ao 2D, 70, 950-51 (1948) W] LAl 4% 2— WRIE
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Sk PR

[0310] 'H N.M.R. 3% (400MHz, CDC1,, 8, L ppm i} ) :

[0311]  0.92(t, J = 7.5Hz,3H :7E 2 ¥ 4% CH,) ;1. 10( 3& d, ] = 16. 5Hz, 1H :#E 5B {7 CH,
[¥) 1TH) ;1. 26 (mt, 2H :£E 3 B {7 CH, [ 1HFILE 3 ¥ {7 CH, f¥) 1H) 51.31(d,J = THz,3H :AE 1 ¥
A7 CHy) 1. 43 (mt, 2H :CH,) ;1. 59 (mt, 5H :2CH, FILE 3 v 47 CH, [ 55— 1) ;1. 60-1. 80 (mt,
2H :7E 2B 47 CH,) ;1.99 (mt, 1H :7E 3B 7 CH, K155 — H) ;2. 35-2. 60 (mt, 5H : SCH,CH,N Fll
7658 47 CH, 55—~ H) ;2. 58 (mf, 4H :NCH,) ;2. 95 (s, 6H :ArN(CH,),) ;2.99(dd, J = 14
THz, IH : 7E 4 B 4% CH, ) 1H) ;3. 09 ( %% s, 2H :SCH,) ;3. 10-3. 20 (mt, 1H : 7E 4 B 47 CH, [¥] 55
—ANH) 53, 17 (s, 3H :NCH,) ;3. 28 (mt, 1H :7E 3 8 47 CH, (¥ 1H) 53. 40-3. 55 (mt, 20 :/E 5 ¢ £
CH, i) 1TH 7 38 £ CH, 1% —H) ;4.57(dd, ] = 8 F1 5Hz, 1H :7F 3 a {7 CH) ;4. 78 (mt,
IH:4F 2a 7 CH) ;4.84( % d, J = 18Hz, IH:#E 5 ¢ 47 CH, (1 55— A~ H) :4.87(dd, J = 10
M 1.5Hz, IH:4E 1a £7 CH) ;5.09( %% d, J = 5.5Hz, IH:{E 5a 47 CH) ;5.22(dd, ] = 9 FlI
THz, IH :#F 4« f7 CH) ;5.50 (%% d, J = 4.5Hz, IH :fE 5y £ CH) ;5.52(d, J = 8Hz, IH :{F
6a 7 CH) ;5.87( EXWE q, ] =7 M 1. 5Hz, IH:4F 1 B {7 CH) ;6.58(d, J = 9Hz, IH :{F 2
A7 CONH) ;6. 61(d, J = 8Hz, 2H :fE 4 ¢ {775} H) ;6.91(d, J = 8Hz,2H :fE 4 8 {7 F5/& H) ;
7.20-7.40 (mt : AH N T 4E 6 a 7 7% % H-H, F1H; 1 7H) ;7. 70(dd, J = 4 Al 1Hz, 1H :H) ;
8.38(d, J = 10Hz, 1H :7F 1 f7. CONH) ;8. 45 (d, J = 8Hz, IH :£F 6 fif CONH) ;11. 67 (mf, 1H :0H) .
[0312]  sLjiafy] 40

[0313] WISt 36 —AEERAE, (Hag— 7 AT 4 2 4567, 3 =0 2— SRR ATFIR ML
21. 5 Zr AN, J3— 7 EAE ] 750 2 3a S 40 BEIR % 56 - S 56,5 v - AR
1 B ENRG YN = CIAE 2 T CHEH BN IR R RONVIRGYIAE 45°Cndk 4
/NI, SR 5 A S tAs) 36 ALER, 43 B 32-63 THOKAE I TN A A4l (BElii )« —
SRR/ AR DIMARUE N 99/1 & 95/5) » S MRy IR 45, 15 B R EE )
1E45°C (90 17 ) N4, 193 115 250 5 6 —2- ZRIFKMBERAC T2 -5 6,5 v - ARG %
# I, 2 AEBEAR.

[0314]  SCjif5] 41-49

[0315] Gty 29 B E PR HIE WO 99/43699 Hiid 77 AR AR AR, Hil 2 Nk /™= i -
[0316]  SLjjafs] 41

[0317] 42— i — LA 4 ¢~ (N- FREE -N-4- b 56 AR L ) 203 —5 6 — ek AR 56 A
R 50,5 v - ARG FER 1, ERLEMAR.

[0318] 'H N.M.R. ¥ (400MHz, CDC1,, 8, L ppm it ) :

[0319]  0.91(t,J=17.5Hz,3H:7E2 v {7 CHy) ;1. 03 (mf, IH:7E5 B 7 CH, ¥ 1H) ;1. 25 (mt,
2H: {F 3B 7 CH, f{) 1H FI 78 3v {7 CH, i) 1H) ;1.33(d, J = 7Hz,3H: £ 1y {7 CH,) ;
1. 40-1. 80 (mt AHMN.T7E 3 v 47 CH, {1 %5 —A> HFILE 2 B 47 CH, [ 3H) ;1. 99 (mt, IH : £ 3 B
£7. CH, F1 55—~ H) 52. 39 (mf, 4H :NCH,) ;2. 48(%& d, ] = 17Hz, 1H :4E5 B 7 CH, B —A 1)
2. 85-3. 05 (mt, 3H :7F 4 B £7 CH, f¥J 1H A1 NCH,) ;3. 09 (s, 3H :ArNCH,) ;3. 10-3. 45 (mt, 3H :7EF
4B 47 CH, 1% — N H-4F 3 8 A7 CH, i) THFILE 5 ¢ {7 CH, ) 1H) ;3. 16 (s, 3H :NCH,) ;3. 46 (mt,
IH: 6 36 f7 CH, ) % — AN H) ;3. 73 (mf, 4H :CH,0) ;4. 53 (AB, J = 17Hz, 2H :ArNCH,AT) ;
4.57(dd, J = 8.5 fi1 5. 5Hz, 1H :7¢ 3 a {7 CH) ;4. 70-4. 85 (mt, 2H :7F 2« {7 CHMI{E 5 ¢ fif
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CH, 1155 —~H) ;4.87(dd, J = 10 1 1. 5Hz, IH :4F 1 « {7 CH) ;5. 10( %% d, J = 5. 5Hz, 1H :
7E5a £7 CH) 55.20(dd, J = 10 1 7THz, 1H :7E 4 a {37 CH) ;5. 50-5. 65 (mf, 1H :7E 5 ¥ {7 CH) ;
5.53(d, J = 8Hz, 1H:7E 6 a £ CH) ;5.86 ( XX g, J = 7 F 1. 5Hz, IH: 7E 1 B 47 CH) ;
6.52(d, J = 8Hz,2H :7F 4 ¢ fr75 K H) :6.90(d, J = 8Hz, 2H :£E 4 8 £7 755 H) ;7. 00 (mf,
IH : 7 2 7 CONH) ;7. 20-7. 40 (mt AHNY. T-7E 6 a £ 75 e H- ZEMLIE B A7 0% ik H-H, 1 H;, 1)
OH) ;7.62( % d, J = 4 fil 1Hz, 1H :H,) ;8.37(d, J = 10Hz, IH :#F 1 £7 CONH) ;8.48( % d, J
= 8Hz, 1H :{F 6 fif CONH) ;8. 60 (d, ] = 6Hz, 2H :fEALIE a A7 754% H) ;11. 65 (s, 1H :0H) .
[0320]  SLjitafy] 42

[0321] 42— i — R 40 -(N- FEE -N- 2RI ) & & 50 - GIACHEH
56,6y - MEAIRIGRER 1, & AEILEEH AR,

[0322]  Ju% -DCT fb 2 ri i (R AL 2 M — %)

[0323] m/z1056 AHRY. T M+H'

[0324] 4 85% (HPLC PeMiisf) - /K —CH,CN ( LUAR T 50/50) +0. 1% —HUERER )

[0325]  SLjiafy] 43

[0326] 42— i —FFIEEIE 42 -(N- I -N- NAEERE ) &3 56 - B fCERE
56,5y - ARMGEHESR 1, EHOITETRH AR,

[0327]  Jul% -DCT fb 22 (A2 M — %)

[0328]  m/z1022 AHMN T- M+™+

[0320] 47 86% (HPLC PEMiiif : 7K —CH,CN ( UMARR T 50/50) +0. 1% = #UEHR )

[0330]  SLjiafy] 44

[0331] 42— i —FFIL23E -4 ¢ —(N- 3L -N- 3 T AU R IE ) 2403E -5 6 - kAL
550,56y - MARMGER I, EEOLEMANR, 2 148°CHL (414 ) .

[0332] 'H N.M.R. i (400MHz, CDC1,8 LA ppm it ) :

[0333]  0.80-1.00 (mt,9H : 7E 2 ¥ 47 CH, F15% T 2% CH,) ;1. 15-1. 35(mt, 3H : 7E 5B 7 CH,
[*) 1H- 7E 3B {7 CH, (¥ 1H F17E 3y 47 CH, i) 1H) 51.32(d, J = THz,3H:CH, 7E 1 v i) ;
1. 55-1. 80 (mt AHMN.FLE 3 ¥ 47 CH, {55 —A HFILE 2 B 4% CH, [ 3H) ;1. 85-2. 05 (mt, 2H :
76 3B 47 CH, 1% —A> H f15% T3 CH) ;2. 36 (mf, 4H :NCH,) ;2. 59 ( % dd, J = 18 i1 5Hz, 1H :
fE 58 A7 CH, (K5 — 1) ;2. 86 (s, 2H :NCH,) ;3.09(dd, J = 14 fil 6. 5Hz, 1H 4 4B {7 CH,
[¥) 1H) ;3. 14 (s, 3H :NCH,) ;3. 20-3.35(mt,2H : 7€ 4 B 47 CH, [¥ 5% — /> H F7E 36 {7 CH, [
1H) ;3. 30 (s, 3H :ArNCH,) ;3.36 ( % d, ] = 17Hz, IH:{E 5 ¢ {if CH, [ 1H) ;3. 49 (mt, IH : {F
38 for CH, i1 5% —NH) 3. 70 (mt, 4H :CH,0) ;3. 93(d, J = THz, 2H :ArNCOOCH,) ;4. 56 (dd, ] =
7 F11 5. 5Hz, 1H :7F 3 a 7 CH) ;4. 75—-4. 90 (mt, 3H :7F 2 a {7 CH- 7 5 ¢ 47 CH, )% —> H Al
ZE 1a 47 CH) ;5. 15( 55 d, ] = 5Hz, IH :#E 5a {if CH) ;5. 35 (mt, 1H :£E 4 a {57 CH) ;5. 54(d,
J =8Hz, 1H:fE 6 a {7 CH) ;5.56 (mt, IH:£F 5y {7 CH) ;5.88( £X & q, ] = 7 1 1. 5Hz,
IH :4F 1 B {7 CH) ;6.57(d, ] = 9Hz, IH :¥E 2 f7 CONH) ;7. 03(d, J = 8Hz,2H :7F 4 ¢ i J5 &
H) ;7. 13(d, J = 8Hz,2H :{F 4 & {7751 H) ;7. 15-7. 40 (mt AHN. TLF 6 a {37 75 & H-H, F1 H,
ff) TH) 57.70( %% d, J = 4. 5Hz, 1H :H,) ;8.37(d, J = 10Hz, 1H :7F 1 f7 CONH) ;8.46(d, ] =
8Hz, 1H :7F 6 {7, CONH) ;11. 68 (s, 1H :0H) »

[0334]  SLjitafs] 45
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[0335] 4C- i LRI 42 -(N- FIE -N- SR ) &L 56 - AL
5 -56,5y - MARMGER I, EOOETLEHMANR, 2 168°CHL (4E) .

[0336] 'H N.M.R. i (400MHz, CDCl,, &, Lk ppm it ) :

[0337]  0.93(t, J = 7.5Hz,3H:{E 2y {7 CH,) ;1. 05-1. 20 (mt, 1H : /£ 5B {7 CH, [¥] 1H) ;
1. 20-1. 40 (mt, 2H : £ 3B 47 CH, i) 1H F17E 3 ¥ 47 CH, /Y 1H) ;1. 26 (t, J = 7Hz,3H :CH,) ;
1.30(d, J = THz,3H:AE 1 v {7 CH,) ;1.50-1.80 (mt :AHN. T-7E 3 v {7 CH, 1% —A> H FI4E
2B 47 CH, 1) 3H) 52. 01 (mt, 1H :7E 3B 47 CH, B 57—~ H) 52. 37 (mf, 4H :NCH,) ;2. 54 (mt, 1H
158 fif CH, % — > H) ;2.86 (s, 2H :NCH,) ;3.08(dd, J = 13 Al 7Hz, IH: 7£ 4 B 7. CH, ¥
1H) ;3. 17 (s, 3H :NCH,) ;3. 20-3. 40 (mt, 2H :7E 4 B {7 CH, [{1 5% —AN HFIALE 3 8 {37 CH, [ 1H) 5
3. 28 (s, 3H :ArNCH,) 53.35( %% d, J = 17Hz, 1H: {E 5 ¢ £f CH, (¥ 1H) ;3.50 (mt, 1H: 7E 3 8
f7 CH, {1 % —A~ H) 3. 70 (mt, 4H :CH,0) ;4. 21 (g, J = THz, 2H :ArNCOOCH,) ;4.58(dd, J = 8
F1 5. 5Hz, 1H : fE 3« {7 CH) ;4. 70-4. 90 (mt, 2H :7E 2a {7 CH fI7E 5 ¢ f7 CH, % — 4 H) ;
4.88( %% d, J = 10Hz, lH:7F 1 a {7 CH) ;5. 13( %% d, J = 5Hz, 1H :7F 5a {7 CH) ;5. 31 (dd,
J =10 I THz, 1H :7F 4« A7 CH) ;5. 50-5. 60 (mt, 2H :7E 5 v £ CHFIE 6 a £i7 CH) ;5. 88 ( HE
q, J = THz, 1H :7E 1 B £ CH) ;6. 56 (d, ] = 9Hz, LH :7F 2 f7 CONH) ;7. 05 (d, J = 8Hz, 2H :7F
4e fEFEN) 37.13(d, J = 8Hz, 2H :7E 48 {7 %1 H) ;7. 20-7. 40 (mt AHN T-75 6 « {7 7%
e H-H, F1 H, ) 7H) ;7. 68 ( %% d, J = 4. 5Hz, 1H :Hy) ;8. 37(d, J = 10Hz, 1H :7E 1 {7 CONH) ;
8.45(d, J = 8Hz, 11 :4F 6 £ CONH) ;11. 67 (s, L :0H) ,

[0338]  SLjiafy] 46

[0339] 4T — i —FIEESE -4 ¢ - (N- IS -N=- X — FRORAREEIREL ) &2 -5 6 — kA2
I 56,5y - MARMGEER I, EEOLEEMAN, B 147°CHL (4 .

[0340] 'H N.M.R. i (400MHz, CDCl,, & , LA ppm it ) :

[0341]  0.93(t,]J = 7.5Hz,3H :#F 2 v 47 CH,) ;1. 15-1. 35(mt, 3H :¥E 5B 47 CH, [ 1H- 7F
3B 7 CH, i1 THFI7E 3 ¥ 7 CH, [ 1H) ;1. 31(d,J = THz,3H :7F 1 v {7 CH,) ;1.50-1. 65 (mt :
MR T7E 3y 7 CH, 58 —ANH) 51,67 F1 1. 77 (2mts, B4 1H :7E 28 A7 CH,) ;2. 00 (mt, 1H :
16 38 47 CH, i % — A H) ;2. 30-2. 40 (mf, 4H :NCH,) ;2. 35 (s, 3H :ArCH,) ;2. 52 (mt, IH : 7F
5B f7 CH, f¥1 53— H) ;2. 82 (s, 2H :NCH,) ;3. 11(dd, ] = 14 1 7Hz, 1H : £ 4 B 47 CH, [#] 1H) ;
3.16 (s, 3H :NCH,) ;3. 20—3. 50 (mt, 3H :7F 4 B {7 CH, ) 53— H-7£ 3 8 {7 CH, ] IHFI{E5 ¢
f7 CH, ¥ 1H) 3. 40 (8 s, 3H :ArNCH,) ;3. 50 (mt, 1H :7E 3 8 £ CH, (K] 5 —ANH) 3. 70 (mt, 4H :
CH,0) ;4.58(dd, J = 8 1 6.5Hz, IH:{E 3a £ CH) ;4.75-4.90 (mt,3H :fF 2a f7 CH - {F
5¢ fif CH, 1% — 4 HHLE La 47 CH) ;5. 13( %8 d, ] = 5. 5Hz, IH :#F 5 a {37 CH) ;5. 34 (dd,
J=7.5H THz, 1H :#F 4 a £7 CH) ;5. 45 (mf, 1H:7F 5 v f7 CH) ;5.53(d, ] = 8Hz, 1H :{F 6 a
fi7 CH) 35.87( XX E q, J = 7 1 1.5Hz, IH:7E 1B 47 CH) ;6.56(d, J] = 9Hz, 1H:7E 2 fif
CONH) ;6. 95-7.40 (mt AHN. T-fE 4 e f705 K H- 154 6 7 )7 H- AR TR H- 16 6 a {75
% H-H, F1 H [¢] 15H) ;7. 64 ( %% d, ] = 4. 5Hz, 1H :H,) ;8. 35(d, ] = 10Hz, 1H : 7% 1 {37 CONH) ;
8.44(d, J = 8Hz, IH :4F 6 f7. CONH) ;11.67 (s, LH :0H) ,

[0342]  SLjiafy] 47

[0343]  4¢ - i —FFEEIE -4 ¢ - (N- A3 -N=-3- T Rsl ik edt ) & JE -5 6 — naIpffCIE A
556,56y - MARMGER I, B HOEAR, /£ 138-140°CH1k.
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[0344] 'H N.M.R. i (400MHz, CDCl,, &, UL ppm il ) :

[0345]  0.93(t,J = 7.5Hz,3H :7E 2 ¥ {7 CH,) ;1. 15-1. 35 (mt, 3H : 7E 58 47 CH, {J 1H- 7E
3B 7 CH, i THFIAE 3y A7 CH, [ 1H) ;1. 31(d,J = THz, 3H :£F 1 ¥ {7 CH,) ;1. 50-1. 65 (mt :
IHAHMY T8 3 v A7 CH, 1955 —AN 1) 1. 65-1. 80 (mt, 2H : £F 2 8 47 CH,) ;2. 00 (mt, 1H :7F 3 B
£ CH, 19 55 — A~ H) 52. 30-2. 45 (mt, 2H :CH,) ;2. 37 (mf, 4H :NCH,) ;2.57 (% dd, J = 17
5.5Hz, 1H :#E 5 B A7 CH, [ 55— H) 2. 86 (s, 2H :NCH,) ;3. 09(dd, J = 14 Fl THz, 1H :#£ 4 B
A7 CH, 11 1H) 3. 14 (s, 3H :NCH,) ;3. 15-3. 35 (mt, 2H : 7£ 4 B o7 CH, ({1 5 — AN HFILE 3 8 47 CH,
f¥) 1H) ;3. 27 (s, 3H :ArNCH,) ;3.36 (%% d, J = 17Hz, 1H : 7£ 5 ¢ {7 CH, f¥J 1H) ;3. 50 (mt, 1H :
fE 38 {L CH, 55—~ H) 53. 69 (mt, 4H :CH,0) ;4. 19(t, J = THz, 2H :ArNCOOCH,) ;4. 57 (dd,
J =8 H16.5Hz, 1H:7E 3a £ CH) ;4. 70-4. 85 (mt, 2H :7F 2 « 47 CHFILE 5 ¢ A7 CH, {1 % —4
H) ;4.87(dd, J = 10 1 1. 5Hz, I1H :7F 1 a £7 CH) ;5. 05-5. 15 (mt, 2H : = CH,) ;5. 14( & d, J
= 5.5Hz, IH :7E 5« {7 CH) ;5.34(dd, ] = 7.5 1 THz, 1H :7F 4 « {7 CH) ;5. 54(d, ] = 8Hz,
1H :7F 6 « {7 CH) ;5. 56 (mt, IH:7E 5y {7 CH) ;5.65-5.85(mt, 1H:CH =) ;5. 88( Z:X{E g,
J=TH 1.5Hz,1H :7F 1 B §7 CH) ;6.57(d, J = 9Hz, 1H : 7F 2 £7 CONH) ;7.04(d, J = 8Hz,
OH:7E 4 e RIHEH) 37.12(d, ] = 8Hz, 2H :7E 4 8 f7 7504 H) 57. 20-7. 40 (mt AHN T7E 6 a
A7 55 15 H-H, AT H, ) 7TH) 57.69(dd, J = 4.5 F 1Hz, 1H :H,) ;8. 37(d, J = 10Hz, IH :7E 1 fif
CONH) ;8. 46(d, J = 8Hz, 1H :7F 6 £7 CONH) ;11. 68 (s, IH :0H) »

[0346]  SLjiafy] 48

[0347] 42— i — FAEZAAE —4 ¢ - (N- FI 3% -N- AU Bk ik ) 2k -5 6 — gk 42
556,56y - MARMGER I, B HEEAR, /£ 140-146 CIH1L.

[0348] 'H N.M.R. i (400MHz, CDCl,, 8 LA ppm it ) :

[0349]  0.75-1.00(mt, 12H: 7 2y {7 CH, A1 C(CH,).) ;1.15-1.35(mt,3H : fE 5B A7 CH,
[¥) 1H- 7€ 3B {7 CH, 1 [H A1 £E 3y {7 CH, [y 1H) 51.30(d, J = THz,3H: {E L ¥ {7 CH,) ;
1. 50-1. 80 (mt :AHN. T7E 3 v 47 CH, )5 —A> HFIFE 2B {37 CH, 1) 3H) ;1. 99 (mt, 1H :7E 3 8
B7 CH, 15— H) ;2. 35 (mf, 4H :NCH,) ;2. 59 (% dd, J = 17 Fl 5Hz, 1H :7£ 5 B 47 CH, {5
—~H) ;2.85(s, 2H :NCH,) ;3. 10-3. 40 (mt,4H : 7F 4 B {7 CH,— 7F 38 {7 CH, ff) 1H FIAE 5 e
A7 CH, 1) 1H) 3. 12 (s, 3H :NCH,) ;3. 30 (s, 3H :ArNCH,) ;3. 49 (mt, 1H :7E 3 8 {if CH, [ —4>
H) ;3. 68 (mt,4H :CH,0) ;3. 84 (s, 2H :ArNCOOCH,) ;4. 55(dd, J = 7 F1 5Hz, 1H :£E 3 a 47 CH) ;
4.70-4.85(mt,2H : fF 2 a {7 CH FIAE 5 ¢ fi7 CH, i) % — 1 H) ;4.86(dd, J = 10 i 1. 5Hz,
1H:7E 1a f7 CH) ;5. 15( %% d, J = 5Hz, IH:7E 5a {7 CH) ;5. 35(t, J = 8Hz, 1H:7E 4 a {if
CH) ;5.50-5. 60 (mt, 2H :£E 6 a {7 CH FIAE 5 ¥ 47 CH) ;5. 87 ( XX q, J = 7 Fl 1. 5Hz, 1H ;
1E 1B 7 CH) ;6.57(d, ] = 9Hz, IH :4F 2 £ CONH) ;7. 03(d, ] = 8Hz,2H :/E 4 ¢ fii5iEH) ;
7.12(d, J = 8Hz,2H :4E 4 8 f775HE H) ;7. 20-7. 40 (mt AN T-4F 6 a {7 7% 1% H-H, F1 H, ]
TH) ;7.69(dd, J = 4.5 Fl 1Hz, 1H :H) ;8. 37(d, J = 10Hz, IH :7E 1 iz CONH) ;8. 46(d, J =
8Hz, 1H : 7F 6 fi7. CONH) ;11. 67 (s, 1H :0H) .

[0350]  SLjifafs] 49

[0351] 7R 30 Z b Be i = LA, IO 1. 3 se an e SEHife) 29 i £ 4 ¢ - il —
PRIk gk -4 ¢ - (N- A2k -N- SR P UE R AL ) 240k -5 6 - IR AREE AL -5 6,5 v - A R
B Lo, RGN 10 2200 = 2RFEBERT 20 = og — W RFE N B40 . S NIR A  nAml i
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39 /NI, RIS AESR S 21 NI RE TP RN 20 =200 = R SR EAE =R, [NV IR S IAE
I TR GE, /3] 1.1 wwar sl RE, & IR ik gt (Ui : ke / A, LA
ERRTE A 95/5) o 1830 0. 45 T4, B FH 450 52 Kromasil C8 10 K100 ATE K ik il 4%
HPLC fift, (PEMEH] 7K — M, LAMARIT K 65/35, & 0. 1% —HEER ) o EIR%E & H W
PRI O3 Fa ) IR R B AR I N AR R S RS VRO pH IR B 7-8. AR RIS
TR 20 =T S PR IR &I NUE, TR ER ST, ik v, AR ek 21 . ki
WITE 45°C (90 M) 5, 193 130 25w 4 & - i = IR a AL -4 ¢ - (N- I -N- AN 2 ) 2
5k -5 0 - WERARIEFEE 56,5 v - MERIAE R 1, B AR AR, £ 156 CHRAL.
[0352] 'H N.M.R. ¥ (400MHz, CDCl,, 8, LL ppm it ) -

[0353]  0.92(t, J = 7.5Hz,3H : £ 2 ¥ £/ CH,) ;0. 90-1. 00 (mt, I1H : 7E 58 47 CH, ¥ 1H) ;
1.23(mt, 2H : £F 3B 47 CH, [¥) 1H A LE 3y 47 CH, ) 1H) ;1.31(d, J = THz,3H: ¢F 1 v fif
CH,) ;1.55(mt, 1H: 7F 3y 7 CH, ) 5 — 4> H) ;1. 60-1.80 (mt : A V. T 7F 2B {7 CH, ¥
2H) ;2. 00 (mt, 1H : £ 38 7 CH, ¥ 55 — AN H) ;2. 37 (mf, 4H :NCH,) ;2. 43(dd %, J = 17 F
5Hz, 1H: 76 58 {7 CH, 1 % — A H) ;2. 85 (mf, 2H :NCH,) ;2. 90-3. 00 (mt, 1H: 7£ 4B 47 CH,
F) 1H) ;2. 96 (s, 3H :ArNCH,) ;3. 15-3. 25 (mt, 1H : 7E 4B 47 CH, i 55 — > H) ;3. 20(s, 3H :
NCH,) ;3.33( %% d, J = 18Hz, IH:7F 5 ¢ {f CH, ] 1H) ;3.47 (mt, 1H : 7F 3 & {7 CH, f¥) 1H) ;
3.65-3.80 (mt,5H : 7F 3 6 7 CH, i % — A H F1 CH,0) ;3. 91 A 3.99(2dd, J = 16 F 5Hz,
A~ 1H :ArNCH,) ;4.60(dd, J = 8 A1 5.5Hz, 1H: 7F 3a {7 CH) ;4. 78 (mt, 1H: 7F 2a fif
CH) ;4.85( % d, J = 18Hz, IH:{fE 5 ¢ {7 CH, 1% — H) ;4.88(dd, J = 10 F1 1. 5Hz, 1H :
76 1a f7 CH) 5. 10( %8 d, J = 5Hz, IH:7E 5a 47 CH) ;5. 10-5. 25 (mt, 3H : = CH, M {E 4 a
A7 CH) ;5. 49 (AEH % d, J = BHz, IH :#£ 5 v 7 CH) ;5.52(d, J = 8Hz, 1H : #¢ 6 « {7 CH) ;
5.80-5. 95 (mt, IH:CH =) ;5.86 ( XX q,] = 7 M 1. 5Hz, IH:4E 1 B 47 CH) ;6.56(d, ] =
9Hz, 1H :£F 2 {7 CONH) ;6. 57 (d, ] = 8Hz,2H :{F 4 ¢ {7735} H) ;6. 93(d, ] = 8Hz, 2H :7F 4 &
L7 H) 7. 20-7. 40 (mt AHN. T7E 6 a {7 75 1% H-H, T H; (¥ 7H) ;7. 75 (dd, J = 4. 5l 1Hz,
1H :Hy) ;8.39(d,J = 10Hz, 1H :7F 1 {7 CONH) ;8. 47 (d, ] = 8Hz, IH :{F 6 fif CONH) ;11. 66 (s,
1H :0H) .

[0354] {4 SEG, WA N R 7 EBCR S TR RIS 7 2%, T LAl @ = (B) Fios
HERH I R ATED -

[0355] & SLjifh

[0356]  (16R)-16- ii%d —16- FIRMGE R 11,

[0357] 4% 1. 12 »¢ (16R) —16— M4 —16— 9L —14-0- CRUT ZE 2R FE kL ) R &= 11,
1E 10 ZZE T+ VU S0 (P 7E 20 CHRURA RN 0. 2 Z2FHEE IR AN 0. 6 FLPU IE T 2 Ak
B=IKEW. R 168 /G, RVIBEWAERE 2.7 T ) TikgieT, 1330 1 e
o, ‘& N ARl [ vemin . — &Pkt / PEE / oIF (AR R 90/5/5) 1. 149
0.3 52 (16R)—16- i% —16- FURIGFE 2 11, B O A, B 125°CHEAL (1) .
[0358]  'H N.M.R. i (400MHz, CDC1;, 6, Lk ppm 1) :0.96(d, J = 6. 5Hz :3H) ;1.00(d, J
= 6.5Hz :3H) ;1.10(d, J = 6.5Hz :3H) ;1.55-2. 05 (mt :5H) ;1. 83 (s :3H) ;2. 10-2. 30 (mt :
2H) ;2. 76 (mt :1H) ;2. 98 (mt :1H) ;3. 21 (mt :1H) ;3. 48 (mt : 1H) ;3. 87 (mt :1H) ;4. 07 (mt :
1H) ;4.55(mt :1H) ;4. 75-4.90 (mt :3H) ;5. 14 (J; = 48Hz :1H) ;5.39(d, J = 9Hz1H) ;
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5.71(mt :1H) ;5.82(dd, J] = 17 #il 2Hz :1H) ;6. 00 (mt :1H) ;6. 21(d, J = 16Hz :1H) ;
6.52(dd, J = 17 1 5Hz :1H) ;8. 12(s :1H) .

[0350] M IR T A LA & (16R) —16— i 4e, —16— 8L —14-0- CRUT 2R 2R3 i f e 5t )
JRUGHE R 11,

[0360] 71 2 5% (16S)-16- F23E —14-0- (RUT 2R R PRk ) UG & 11, 75 50 =7+
“ERPBEP L 7R 20 CEATIR T EIB A 0. 464 =+ = SRS AR . 7ESHE
2 /NI R RONIR GBI 100 AR R B KIS . BT AR, BRI 100 2
FEARBEBR IR, R IR BT, 108, AR 7R (2.7 TR ) T4 +,195) 2. 1 Wit
] 44, w I ik il [ emih) . & Pee / &/ PEEE R ( BURFRTE A 100/0/0 5
99/0.5/0.5,4R)5 98/1/1)1. 1533 1. 35 75 (16R) —16— lii4a —16— F —14-0— ( FUT =53
Fkpedt ) JREAE R 118, 2 A AR, 2 116°CHtl (437 ) o

[0361] 'H N.M.R. % (400MHz, CDC1,, &, A ppm ¢ ) :0.96(d, J = 6. 5Hz :3H) ;0. 99 (d,
J = 6.5Hz :3H) ;1.00-1. 15(mt : 12H) ;1. 29 (s :3H) ;1. 55-1. 95 (mt :4H) ;1. 96 (mt :1H) ;
2. 13 (mt :1H) ;2. 24 (mt :1H) ;2. 76 (mt :1H) ;2. 85 (mt : 1H) ;3. 03 (mt :1H) ;3. 39 (mt : 1) ;
3. 80 (mt :1H) ;4. 01 (mt :1H) ;4. 57 (mt :1H) ;4. 72 (mt :1H) ;4. 75-4. 85 (mt :2H) ;5. 01 (JHF
= 48Hz :1H) ;5.38(d, J = 9Hz :1H) ;5. 50 (mt :1H) ;5.81(dd, J] = 17 I 1.5Hz :1H) ;
5.97 (mt :1H) ;6. 10(d, J = 15. 5Hz :1H) ;6. 49(dd, J = 17 F1 5Hz : 1H) ;7. 30-7. 50 (mt :6H) ;
7.63( %5 d, J = THz :2H) ;7. 68 (% d, ] = 7Hz :2H) ;8. 08(s :1H) ,

[0362]  f%HE IR 77 A AT A& (16S) —16- F2 9k —14-0- (U T S =R FREL L ) R G4
%11,

[0363] 1T 22 7i (16S)-16- FAEEJRIGE F 11, 78 200 2T+ SR Ee KIS 78 20°C
AR TN 29 2T — R AEE LR N 43. 2 =TT 5 2RI AU BERT 1. 01 78 4- —
AR A NE o TEREFE 22 /NI, R NIR G HEI N 600 S - M FIRR R SV 8N K s b o il
FrKAH, B 100 Z T @ FREER B IR . & IFAHUAHE, H 400 ZETH A1 &AL B /K e
B R, U8, ARG TR (2.7 TR Nk4a 2+, 153 70. 6 SR AR, &
7E 600 T 57 N BEPHiFE 16 /. R RS 20°Cok (2.7 T THE)E, 153 28 5
(16S) —16— 22 —14-0- (RUT R FE RERE IS ) JREGA 2 11, 2RERERE AR, 2 133°C
AL (4R .

[0364] 'H N.M.R. % (400MHz, CDCl,, &, LL ppm il ) :0.95(d, J] = 6.5Hz :3H) ;
1. 00-1. 05 (mt :9H) ;1.08(s :9H) ;1. 40-1. 80 (mt :3H) ;1.90-2. 15 (mt :3H) ;2.23( % d, J
= 14Hz :1H) ;2. 75(mt :1H) ;2.83(dd, J = 17 1 11Hz :1H) ;3.10(dd, J = 17 F 2. 5Hz :
1H) ;3. 25 (mt :1H) ;3. 60-3. 75 (mt :2H) ;4. 49 (mt :1H) ;4. 56 (mt : 1H) ;4. 60—4. 70 (mt :2H) ;
4. 87 (mt :1H) ;5. 49 (mt :1H) ;5. 74(dd, J = 17 F 2Hz :1H) ;5. 78(d, ] = 9Hz :1H) ;5. 95 (mt :
1H) ;6.04(d, ] = 16Hz :1H) ;6. 41(dd, J = 17 1 4Hz :1H) ;7. 30-7. 50 (mt :6H) ;7. 64 (dd, J
= 7 1. 5Hz :2H) ;7.69(dd, J = 7 F 1. 5Hz :2H) ;8. 11 (s :1H) .

[0365] 2T IAT7 AT LA & (16S) -16- IR &R 11,

[0366]  11.35 saAiEALHITE 550 2Tt — & bt b I &I U FRT L 20 73 Bh e XIS AEZY
30 43 PPN N 68. 6 ZETFBEIR, ARG AEL 45 41 BP PN ( TIlsE AR R BN T8 1) ) 52. 75 79
JRUG A2 TIB £E 230 22 A PR MER . [VIRSWILERIVL T Hidk 4. 5 /N, ARG 4E

ol
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20°CHiHE 16 /M. XITAE VRS YN 500 ZF 5L 1500 ZFH7K . A HIAHZ 5
M)a, AKAHA 500 Z 7+ — & PGl & IFAHUHE, o pH 2212 A 1000 ZZ T+ F % R
SUNKE AT R 8. MR NUAHAHZR LA 1000 Z£T+/KFT 1000 2T+ R S AL AN K
ek, AR5 3S AEY) i RE AL, AR BN T05e, 38 0F HAERE (2.7 Th) Fik4a2+, 15
B 50 sk B A, AEiZEARAE 900 =T & R TR G £E 20°C I 378 =TT 0. 5M
AR KAWL 18 20°CHeRE 16 /NN, WM HLAH, 1000 Z 77K, 285 FH 1000 =7+
PLFN AL BN K SRR, FIAR RN T, 1L 38, ARG EUE (2.7 F1R) Fik4i 21,153 46
sek s EE A, N ERsEait [CREMR 5 e / B EERRAE, AARFRTT A 98/2 il
97/3) 1,133 31. 68 by (16S)-16- FIEJRah# 2= 11, B vt B AR, 2 131°CHL
(OrfE) o

[0367] 'H N.M.R. i (400MHz, CDCl,, &, LA ppmif) :0.96(d, J = 6. 5Hz :3H) ;1.02(d,
J = 6.5Hz :3H) ;1.07(d, J] = 6. 5Hz :3H) ;1. 70-1. 90 (mt :3H) ;1. 76 (s :3H) ;1. 97 (mt :2H) ;
2.12(mt :1H) 2. 26 (%% d :14. 5Hz : 1H) ;2.56(d, J = 3Hz :1H) ;2. 76 (mt :1H) ;2. 90(dd, ] =
16 1 10Hz :1H) ;3.08(dd, J = 16 1 3Hz :1H) ;3. 35 (mt :1H) ;3. 82 (mt :2H) ;3.99(d, J =
2.5Hz : 1H) ;4.40-4. 55 (mt :2H) ;4. 65-4. 75 (mt :2H) ;5. 03 (mt : 1H) ;5. 65-5. 85 (mt :3H) ;
6.01 (mt :1H) ;6.21(d, J = 16Hz :1H) ;6. 46 (dd, ] = 17 1 5Hz :1H) ;8. 13(s :1H) .

[0368] AR HIIEW & A 20— B 2 3 Xl 2 5 —Fh ek 2 PpAH 28 10 F0 25 2% ]
B2 I R BSR4 T XK Ak B REBH T 1 = AT AE I 29 A &0 . 4 iR 24l
HEUIEEA R DR EEA (D) Proa—Mel 2 e iR =44 0 A KB R=4T4EY)
BB L — R ), AR B IR S OX R )

[0369] AU BHIKIAL-G 4] LL I IR B B A Rl B2 25 80055500 07 AT H

[0370] 4% IR B2 G4, W] LIS R R 300 FUoR) S B0k AR BSORIORE ) o 7RI 2820 5
Yyrb, AR B S T i MR R A TR 1207 S R 2 P i A R R BN I sn) )
HERE FLREBE TR G o IX LG]S4 ] DL A BR A RE 12 S L & 4 Jo ) G v v 91, A5 A IR
MREE T B A

[0371] N CIRIE R LG4, mT A FH 25 25 n] 8 52 IV T e VRV SR BRI 1), 2
VA WK SAT 8 2 R A HE MERR IR o IR S6 20 Ak vl LS IR 71 2 S 4 Jcfsil 4
TER ) FH AT BT 5

[0372] AR i FH 29 A G0 T LU K s v L o A s R B oA, m DU FH TR
L RE AEY) RSO  r S A LR WA R s . X L] Sk n] LS
SN, g A2 R B  FLAL TR 3 BOR R AR E .

[0373]  Kp ik FE ] LR 2 77 2, B 4R F 40 1 2473 0% R R BUMAGE e S AT TRE AT LA
K E ARG I, IR LS 20 A )] LAAEAE FH IS T DK R 7K A BT An] JHAth ] 3 5 1) B
WG

[0374] B 54L& W] L2 AR OB e s = 5

[0375]  E i FH &4 G )2 B E W FH IR 3, BRIE TR 4153 41, ‘A1 & A WRIE ), 4] drm]
A, 2P A RCH R R &

[0376] XKLL EWILT] LR 5 M. LU S HIE XA H I, X2 S n] L ieoE
(13 I TR 5 VR A A P B T AN B T 7K I 37 B AT At 2 2 ] 5 52 Ak 11 [ 44 2.
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G UL E BN S5 508 AT R I 35 4 70 3 40 75 91 5 K0 B2 4 30-80 ek K] /K
e A A ) I A A7) a5 IEL el SR 1) 3 S0 L T R B I el LM AL

[0377] AT ARG I, A B ()8 B BH R B 3 8T AR V6 97 48 B sk g 2 e 0l A K
1) o 7 B R T B B SR I RN R T B TR) o = AW R VR T 15 100  FRr ¥R T7 JR 3 TR A% L 1R
SRR P R A [ 7 PR 2% i b A R R B — et RN CUIRA 258K 2 81 3 Ik &=
H1=3 yaiE 4L gy o

[0378] IR SZHEA U EH A R BHAA 54

St 151
[0379]  HRAEH B A4 F B 250 Zr0iE AL S B R R AR 7 -
[0380] 58 —(1- Mk fRIL ) AL 58,56 v - MAJRIAHFR 1, 75270

[0381] - JRIHRAER 11, 175 Z 5,
[0382]  — WRFEF vk, KB REIRS, kS,
[0383] I, M JREREE :1iE 2 500 277,
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