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CON 102532236 B OB B 1/32 7

K2 5 o - IR IRERHNGIF KB F AR EEAGRIE

ARG
[0001] AR BHWE R A0 R AAL 2= U — R A 8RS B a - ICJR B D7) X 284k,
G U TRy B2 45207 (Dihydrotestosterone, DHT) 5[ 12 it Ay 73 Wk
PN, W R AT SRR G 42 (Benign prostate hyperplasia, BPH) \HT AU i & Ky ) &
M2 BIE.

EEHEA

[0002] 5 a - IBJEEEE AN 254 DNERIEBR LA 2 BK, & KM NADPH % B IR 1 [ i 45 &
B, TEMERCR BUR AR P A /0 A . C R 5 o — B AR PIRANEAL, B o I, a 1T FF[H
D, EA15r M A FIZE R gwhs o o T 2895 0L R B B M i B2 R SR A ZRrp 5 o TT 2400
o MAEAT A IR KSR I 2 b . SR I, TEARTAUIRA A o 1R o 11 AR
FIE, X HAEW B LA i e B am r) — & S2 0 (DHT) Hh 3 T B EM .

[0003] L =EHd (DHT) WITE RIRIIR 2 N 28 P 70 Wb i 0%, i B PR A 41 iR 5 4= (BPH) <
BTSRRI o2 BYE . BPH £E 24 B M R R IR &, 50 % DL B R IL
30%,80 % LL ik 80% .. AMTHASEEA R 5 a — 3 JE B 17 FIRF9Y, SEERVA YT BPH & 3L
‘B 5 5 a — IR BEAH I R HT SR o

[0004] ML IAZE 5 a — L JEEEHDHIFIIL 7 3- MHIR IS B MR FI Zai2E —= 2K, A
M (Finasteride, R fh44 :Proscar, fRF1¥A ) £ EH A LT 5 a — I8 R BT, )& T
4= BAR B EY), T 1988 448 FDA #HLAEA 1677 BPH. H AT, O 28 5 a — & R B
HIFHEAN R R GTER E BT 25 (Epristeride) f&—Fh 3— MK 5 a — 6 JR B
), FLAE S B B [ L ROCR S HAR PR S5 [ 2 10N = W PRI o 1 Py pl rp [ 2R K 2
WAV NG 2 AR, e — 20 24 B SO SROE bR 2 H O, ©F 1998 A4
[l

[0005] A% BHAEZE T 1 M2 5 o — 8 JRBEP0 i 57 (1) 28 i 45 1) L AF AL R OK 2 s 58 1) 256
filh b, % =S OB 55 7R 2K 5 a — 38 SR D B AT S5 A o AR AL, W —HE S
FOBU SRS 5 a — 38 JREEINHIFR, B 25 s, UERH T Hp— S S R RITH
5 o — I JR I I P

RZIAAE

[0006] AKRHAI T —RZHBEA—FWA =/ K2 5 o - IEJRBHNHIFIL &9 2y
bR ) ER . A2 SLISUE I Z R A B R IG5 a — 38 B BRI v 1

[0007] AR EMEEHAUTT -

[ooo8] i A—:

[0009]
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Ra
[0010]  Aid A A 55 T4 22l 2 5 a — 38 i g il 570 1) 400 o
[0011] M R'R? £ AAST SRR HCy ~ G I B REREIE B BEGEIE IR pESE 2RI UK
5 2 HUAROR R AR AR
[0012] B R'\ R ER M HLENIR PG
[0013] R’ 7~ 0. NOH ;
[0014] Y /K CH,. C = CH,. C = CHOH.
[0015] 24 R® 2y NOH.Y by CH, B}, 4y 3— 5k — MEHS —4- 4@ —17 B — BEI%3E 5 a — & JREFHNH]
) (D)
[0016] 4R’ 4 0.Y iy C = CH, i, 2y 2— WA 3L — HEES —4- 45 —17 B — LR 5 a — LR i
I (A1) 5
[0017] R’ 4 0.Y iy C = CHOH B, Ky 2- FLV AL — e —4— 44 17 B - Bk 5 a - 1B
JR B HIR (T1T) o
[oo18] @ :
[0019]

o 0
[0020] A i o 25 M 5 T X A 2% 28 5 a - ik JE I D N Y o ad, b 4- A4 - I
8 —3- Wi —17 B — BEIZS 5 a — I JRBEDHIF (IV)
[0021] AP R'\R® 4% H AL RN HoC, ~ Cy I BB R 3k Bl S B fe gk IR e L 2R 3L (IR 2R
Fh 2 HUAROR R IR AR
[0022] = R'\ R ER L 2SR F IR
[0023] @WEHX=:
[0024]

R3
[0025]  AIE L5 RYEE T4 3 SRS 5 o — 18 SR B I 7 (1 o5t o
[0026]  H:r R® 27 COOH. PY % M,
[0027] 4 R’ 7R COOH ), A HEHS —3,5- 4 —3- IR —17 B - WEHZZE 5 a — i& JRRE A
(V) 5
[0028]  R'\R® 4% H AL RN Hy KL AR ZRIE | 2 BUAR A B2k B AR B
[0029] 4 R® I RPUB MR, J eSS —3,5— — 4 —3— DU —17 B - WEf%K 5 a — 6 JE gD
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HIF) (VI) R'GR® 2% HIRST R Hy C, ~ C B B AR B S B b3

[0030] A& BHIE—DW Nl — 21 =G5 W5 2525 Bl 352 3R 20 B 25
HEY
[0031]  ZYPESZEG o, KRS A AW EYE ANFEFRE R 5 o — B JREEINEHER , 04 &
YFN S 5 22 SR A Y, H A TR,

[0032] AKHEX—RELLZEEE 1~ VI 50T UL N2 5k 4%

[0033] T :3- Ji5dk — MEES —4- 4% —17 B - BEISR 4 Rk
[0034]

P e aR ol

163-1~14 11~21

3/32 I

I 22~29

R= Substitued Amino Groups
Reagents and conditions: a) KOH; b} (COC!),, Substitued Amine, Py; ¢) NH,OH'HCI, Py, d) Ac,0, Py

[0035] 11 ~ II1:2- %% W A9 3L — &8 4 4% —178 - Bk % 2% & 2-

WL -
B —4- & 17 B - BRIER Ak
[0036]
° R ° R
Qﬁ*ﬁ&g“*ﬁéﬁ*w e
163-1~17 11~10 ©

[1~8

R= Substitued Amino Groups
Reagents and conditions: a) KOH; b) (COC),, Substitued Amine, Py; ¢) HCOOC;Hs, CH3ONa; d) HCHO, Na,COs;

[0037] TV :4— 524 — MESS —3— Wl —17 B — BEIZSR 14

[0038]
(0}
d
—_—
(o] (o]
163-1~26 177-1~26
V1~26

R= Substitued Amino Groups

Reagents and conditions: a) KOH; b) (COC!),, Substitued Amine, Py; c) NalO4, KMnOy; d) NaBH,, H"

[0039] V ~ VI :HEE -3,5- 4 —3- W —17B8 - WE IR S -3,5- 4% —3- VU A
M —17 B — BRI
[0040]
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Oy-on ©y-on Oy-r O§R Oy-r
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8 — _— - _° .
O Br Br NC HOOC
162 179 180-1~10 181-1~10 Vi~10

0 R= Sustitued Amino Group

N

l R
AR

N-NH VI
Reagents and conditions: a) PBra, AcOH; b) (COCI),, Substitued Amino, Py; ¢) CuCN, DMF; d) 20%NaOH, EtOH; e) NaN;, NH,CI.

[0041]  AKHEEHE MM A SEHUTT -
[0042] T :3- Ji5E - MRS —4— 4% —17 B - WEck
[0043]
R1
[0} N’
R2
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WwaMEE R3 NR'R? WEMERS R? NR'R?
H OCH;
I1 HO\? K 116 HO.\* \”/\/Qiocm
N7 N =
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H
HO., ~ d % -
[3 - e 118 HONZ .,
N7 e /Em
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< 7 e N~ -
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N7 /N e 7 ~
16 2, \© 121 HON OH
~ H
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I8 o @ 123 AcON? ..
H
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[0045]

N7 M en, N7
113 oH \[tj/ [28 SAc /gi:>
HO. ~ /ﬂ AcO. =
114 ‘N7 0 129 ‘N v,
N7 A

15 OH O
[0046] 11 :2- $2F AL — MESS —4— 44 —17 B — BRIk
[0047]

o fo1
Rz
HO™
(o)
[0048]
SRS NR'R? W& s NR'R?
~~OCHs
il A 6 W~
112 IO% 17 N
~ H
I3 O 18 Ao
H ~
114 /”O 19 H“@
oo
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[0049]  TTT :2- W/ AL — HESS —4— 4 —17 B - Wik
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[0052] TV :4- %E.24Y — HESS -3 Wl 17 8 - Bk
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WAV 5-H fg#l NRIR? LAY 5-H #y %Y NR'R?
H
V1 o ~N V14 a N(\Ig
H
V2 a N V15 a Q
n
V3 « e V16 a hol
H CH3
V4 o /C\ V17 a /Nf':(c““
I
vs |« | 0T | owe | s | Mo
H H
V6 B /”O V19 M L
‘OCH3
n H ©OCHs
N7 a g O V20 B »@
0
V8 a ’N\O V21 0] N
V9 a ) V22 B L
Cl
H H
Vit o /“1@ V24 o f“@
.
oHy ,ﬁ CFs
V12 a /NO V25 a @
CFy
/H Fs3
V13 a E; V26 a o
1® |5
\
[0055] V ~ VI :MESS —3,5—- 5 —3- Bl —178 — WK M I -3,5- 6 —3- JU &
M —17 B — B
[0056]
o K
N\
RZ
R3
[0057]
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CON 102532236 B OB B 8/32 Fi
& MRS R’ NR'R? wEDwmS R? NR!R?
AL f
Vi COOH @ V7 COOH -
CFs O
o oo
V2 COOH OC V8 COOH ,N©
V3 COOH /“(ﬁ Vo COOH W“@
V4 cooH L V10 COOH /“© s
H N~ H
_N CF, N° _
V5 COOH @(a Vi1 y ' K
V6 COOH /“7@(“3
[0058] 2SS K SEjt s A Ak A AR S 2 [R] T DA _EAR S T R i AL B 0 &5 44 .
[0059]  "RHI&A K& B A SR 4 25 B2 00 S 45 R
[o060] 1. SEZEGAM K}
[0061] =2 T ( b AFRA2ZH R 25 7= 5, L5 :0602801) H /K LBE (AR) ¥ fid b B¢
% 20 umol /L ;
[0062] I JR MR NADPH ( R 5L K6 WA TR A =, L5 :621706) A Tris ZPyiiEd
£ 6mmol/L ;
[0063] KN 2w w (buffer) :Tris—HC1 (10mmol/L)EDTA (1. 5mmol/L)MgCl, (5mmol/

L) B- %k & (15mmol /L) [ S5 I 2% #h i Bc i) 75 2 < Tris 1211, 4mg, EDTA-Na, 18mg,
MgCl, * 6H,0 1024mg, B - 3%%E 2B 40mg, NaCl 2. 92g, HERE 45g, in=7&/K % 1000m1 ( FH b
M pH 22 7.0) 1,

[0064] X FE 24 2 3% H1)RF o AR SEER 4 o

[0065]  SZIRFEH FHI LA DMSO B 1X 10 % mol /L (I BRI, M4 5 2 FH B R 22 . (PBS)
Wik 22 T R IR

[0066] 2. SZEG{Y 2%

[0067]  ZHAU/yEI#% (T25,ultra—turrax, f5[H ) ;7562 284356065 1 Mode 752¢, iR
= HTAES]T) sSovell AR B LAL Mode ST21, SEEZEME AW ) ;Beckman HEIEALIHE
ELHL TR A A WVS-1, bt bR AR A IR AR ) sE B EIR KA 8 (HH-4, 5 M
EHEERR AT ) TR (BS2108, Lt FE L2 A RAH ).

[0068] 3. iH6 J5 14
[0069] 3. 1. $$4A 5a — I JABEK) 2%
[oo70]  HY 3 HMfEME SD KR (1K 300g 2247 ), 25— 4S5 U, BRI RES FE 32 N\ PBS

W, v REY e oA, AEVK G _EBYRE (Bmm K/ ), 00 10 15 AR B PBS ¥, UK

ULTRA-TURRAX AJHAHLLL 12, 000g/min 55 =4k, BRI 5 A0, [R5 30 #0o Rl fe b b frfr

Al » AT AR e U o R S0 S B R Lo AL 10, 000 X 30min 8Ly, BL_EIH
12



CON 102532236 B OB B 9/32 T

(/D) ARER KRG IS A Eehi PR T 35 v AR 25001 100, 000g X 1h Bl , {535 1
T, MU ES T PBS(F 30% H, 1 3v/v), R AR B . & T —80°CUKFE fRAT %
S i /A7 — Hoo

[0071] 3. 2. Bk E

[0072] 5 a — i& Ji il Ak S ) 4 A0 O S S ok R v R SLEH B NADPH [ 2 5. I8 R &Y
NADPH 7E 340nm Kb REAER L, Bl 75 52 3 (134T NADPH 4 8 45 Ay 48 A6 28 NADP™, . 340nm %
e A PR AE W 2 o AR 2 AV 3 2 P NADPH 7E 340nm i - A 16 Re iF W Ui 25 4., AT 75 126
5 a — I JRU BRI 5 o

[0073] 2 X M 5E < ] A P NN Buffer 1.660ml, 2§ 100u 1, PBS 2001 1,
NADPH 20 1 1, & Ja N 20 w1 8, JR-5 S5 DU 5E Agyom 8, 3T°CHFH » SV 6min J5 I 5E Agyon 15 o
F1ER NADPH 2% (4 BEF B ARG, M 2 A R R (A D) o« TESEIR TS N S E R —
Ko

[0074]  FPHIFI I 52 2 VAP AN Buffer 1.660ml, S20Hi 100w 1, #HIF) ( LW H
10 °mo1 /L, U SR NHIZE > 50% , W) FF5FE ) 200 u 1, NADPH 20w 1, S N 20 v 1 g, VR &
JaE Asom (1, 3T°CHFE RN 10min 5 E Agyen, . 1R NADPH 2% AT BT FEA A,
T FDHGA T B (AAn) o LLSZ S HRE A B 24, v S5 K i 26

[0075] HEAR I1(% ) = (AA-AAn)/AAX100%

[0076] &5 FLAIWT, WIRAE 10 °mol /L ¥R E T S23FE Sh (G012 > 50 %, AT A K 32306 it
AR b a — I JE BN HE Ve, FTEAT T — 2 B0 G, 052 R SR R RE 10 £, PRk
AT I PR KT8 5 AR A

[0077]1  3.3. EHEg it

[0078] R EIR, FZIRWAEVIIIAAFRIFLEN 5 a — 38 JR Bl M

[0079] Table.1 The inhibition Rate of Compounds to Rat Liver Microsomal
5 a —Reductase

[0080]

13



CON 102532236 B OB B 10/32 T

e W (mol/L)  HHIZE% et W (mol/L) MR
FHE4A - 0.13 V3 10 39.50
TG 10 55.89 V5 10 36.80
11 10° 23.28 V6 10° 84.62
13 10° 31.49 V7 106 86.67
I8 10 22.82 V8 10°® 33.40
110 10°® 17.76 Vo 10 89.20
I11 10 25.73 V10 10 30.54
112 10 38.72 Vi1 10 67.90
113 10° 40.00 V12 10 84.10
I14 10° 36.64 V13 10°® 15.40
115 106 55.14 V14 10 12.31
117 10°® 36.39 V15 10°° 69.90
118 10° 37.86 V16 106 104.5
121 10 13.23 V18 10° 23.33
I 10° 25.24 V20 10°° 21.56
112 10°® 36.18 V21 10 29.49
3 10° 50.06 V22 10°° 37.44
114 10 45.35 V23 10° 30.00
115 10° 56.87 V24 10° 46.80
16 10 51.67 V25 10 13.50
7 10° 49.07 V1 10° 80.00
JIE 10° 54.02 V2 10 60.70
119 10° 31.72 V3 10° 45.00
111 10°® 51.83 V4 10° 3.69
1113 10 36.55 V5 10 1.70
1114 10° 18.01 V6 10° 40.70
115 10°® 36.67 V7 10 98.40
116 10°® 46.84 V38 10°® 105.0
117 10°® 45.35 V9 10° 112.0
[0081]

14
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1118 10°° 39.77 V10 10 116.0
V2 10°® 48.30 VI1 10 13.59

[0082] 3. 4. KRR

[0083]  IEMEMIRE R 1AW, 1 156 AR 5 o — B JREEIHEYE, T 21 $0H)HE
Mefe e, R 178 - BEZRI &S e AR 2. AT 12,1 13,1 14,1 15 s, 2 K
SIEEBEIET E RS EY. ST LG, 17 B - BRI A RS s iR K.
[0084] AR 9 MUA Y B B — 2 WADHITE P, 113, 115, 116 118 FRILH [F] %2
B R AT PO AN T o DR SR U RHAE 2 A7 51 N RV AR S5 o i ok B A M i et o I
it () 28 2 Ay AU RN B N 8 PR AH T

[0085]  ZE = AFRFIN 7 LA WEEAT T iR I, 35 2R e p S, 1111 R
HA [R] 5231 AR AH AT 3 0

[0086]  ZEVUANFRAUXS 21 MEAWIAT T 1EHEINR, 32 5om H— e A HIEE, Ve, 1V7,
IV, IV12.1V16 FRINH BRI FDHIETE . Ui B /S JeBi K BB T s M3 mra 7 B
[0087]  FEAHANRFIN 11 AMUAEWEEAT T HEHER, 3 278 B — 2 islEdE, Vi, vr,
V8.VO. V10 R H bb 22 M5 A7)l 58 5 (R ke M o 0K 4 S i B % P Iz 11 S5 Wi - 356
B A e R IR By o VI ROVEPEAES — M. HEN AT B8R 4 DY S (g7 BEL I K 52 i)
T 5 a - B JAEgM A A, ER T SN M. B U AT .

[0088] 3.5 &it

[0089]  ZyFHSEES BN, AR BIALG Y rT B BANE] 5 a — I8 SR PRSI, 38L&
TS P LT B PR B 2 B o AL AW mT F 9677 BPH. A 51 B S50 o

[0090] AR BIUE— 0w Kl X — R =AW 5 25 2% ] B2 (3 R4 v 24 H
HED.

[0091] AR BIALG W nT LAk 5 —Fhi—Fh DL b1 24525 b n] DL 2 I B A 24 il
HFR DA EE 25 . 0T DU 1 ARGRIRS A 24, Qs o 5 R0 i 3 L 2 8% 1 R s 8 4 B 1 IR e
T AL~ AT 43 HORY A S FIURE A S5 5t T ) 2 B S 7)o 3 48 245 FH U5 b oRT DL S AR
AN 0. 05% &2 90 % & g My, B WA 156% 22 60 % 2 (B B S VG s . A
R A YN ETT LA 0. 001 ~ 100mg/kg/ R, AT R4 7 93 2 FE 19 AN [ sl 57282 1 AS 7]
B ) B

[0092]  EL &S /7 20 (Prid s jtifs) H o H ok U B AR R B, 1A A2 R BR e A R B )
[0093] &AL G SEBUTE

[0094] %5 55 FH XT4 B4 G500 A0 52 0 s 4% R 3L 4R 31X 4 Bruker AV 500 %4 (TMS 4
PIAR ) s LI CA B iE GOMS—QP2010 2 BT i (X B Mariner Uik A s 204063 A Nicolet
Impact 410 & (KBr JK /) ;o0& 7 HT{X N Elementar Vario EL 111,

[0095]  SEJEfH] 1

[0096] 17 B - ¥[% — M\ —4- 4% —3— Wi (162) HIhl+

[0097]  REAfESS —4-J& -3 Hid —17 B - IR F s (161, 3. 3g, 10mmol) ¥ T 40mL LFEEH, il
A 40% KOH (L. 5mL) ¥, [A13 3h, Y241, 255 K &R 73 L1, H B 300mL #F 0K K 71, i i

15



CON 102532236 B OB B 12/32 B

B AEFE A 162(2.6g,82% ) o m. p. 239 ~ 243°C ( SCHA m. p. 245 ~ 248°C ™) ;ESI-MS m/
z :317. 2[M+H] °

[oo98]  SLjifs) 2

[0099] 17 B —(N- BT FEZ L WG ) - MEHS —4- 4% -3— Wi (163-1) I &

[0100]  #f 162(6. 0g,18. 99mmol) ¥§ T 120mL 2L, UK N I /K AERE (2. ImL) FIEE
MESl (2. 4mL) , UK¥ FHEFE 1h, FRAE ST N R Lh, AT B (10. 0mL) , &Y. 2h, W4k
F2 RIS EEF, M 40mL CH,C1,410% H,S0,.H,0 &3k 3 I, Jo/K Nay,S0, T4, kT334 2 (o
[ 4 163-1(6. 4g,91% ) 'H NMR (d.~DMSO, 300MHz) & :6. 81 (s, 1H,N-H), 5. 62 (s, 1H, 4-H) ,
1. 24 (s,9H, t-Bu), 1. 14 (s, 3H, 19-CH,) , 0. 61 (s, 3H, 18—CH,) ;IR (KBr) v :3441, 1674, 1622,
1500, 1450cm .

[o101]  SEjtEfe] 3

[0102] 17 B —(N- AT FEZFEFWE ) - HEE —4- 4% -3- Wifis (I 1, T 2) Wil

[0103]  163-1(0. 46g, 1. 2mmol) ¥ T 12mL AR A, B FEAE %, In N TEKMERE (3. 3mL) , 2
M52z (0. 15g,2. 2mmol) , MBI Lh, ¥& EIH4a ik 23 0 43 ¥ 77, K FL AN B 100mL
VKoK, R ZLERE, G EAT AR, AR ENT, A/ ZROlE=3 ¢ LRI A
AT 1(0.192,50% ), AEEA T 2(0.038g,10% ). Data for 1 1 :m.p.166 ~ 169°C ;'H
NMR (d,—DMSO, 300MHz) & :10. 42 (s, 1H, N-OH) , 6. 79 (brs, 1H, NH) , 5. 69 (d, 1H, J = 0. 78Hz,
4-H), 1. 24 (s,9H, t-Bu), 1. 00 (s, 3H, 19-CH,) , 0. 59 (s, 3H, 18—CH,) ;IR (KBr)v :3423, 1641,
1452cm™ ;ESI-MS m/z :387. 3[M+H] " ;Anal. caled for C,HgN,0, «1/4H,0 :C 73.75,H 9. 80,
N 7.17 ;Found C 73.86,H 9.56,N 7.10.Data for I 2 :m.p. 191~ 194°C;'H NMR (d,~DMSO,
300MHz) & :10.16 (s, 1H, N-OH) , 6. 79 (brs, LH, NH) ,6. 33 (s, 1H,4-H) , 1. 24 (s, 9H, t-Bu),
1. 05 (s, 3H, 19-CH,) , 0. 60 (s, 3H, 18—CH,) ;ESI-MS m/z :387. 2[M+H] " ;Anal. calcd for
C,,HygN,0, * 1/4H,0 :C 73. 75, H 9.80, N 7. 17 ;Found :C 73.88, H 9.54, N 7.09.

[0104]  SCjtifs] 4

[0105] 17 B —(N, N- LIRS FEE ) - MEK —4- 4 -3- Wil 004 (I 3,1 4)

[o106]  HAKEEAERSZHER] 3, BEN 163-2 0. T4g, AL W, H A B / 2R ZEE=3 @ 1
JEIF, 13 A R T 3(0.46g,60% ), iR B EalE /A T 4(0. 16g,15% ) o Data for I 3:
m. p. 136 ~ 140°C ;'"HNMR (d,~DMSO, 300MHz) & :10. 43 (s, 1H,N-OH) , 5. 70 (s, 1H, 4-H) , 3. 57 ~
3.54 (m, 2H, N-CH,) ,2. 96 ~ 2.89 (m, 2H, N-CH,) , 1. 05 (t,3H, ] = 6. 90Hz, N-CH,—CH,) ,
0.99(t,3H, J] = 7.10Hz, N-CH,~CH,) , 0. 97 (s, 3H, 19—CH,) , 0. 66 (s, 3H, 18—CH,) ;IR(KBr)v :
3314, 1620, 1448,970cm ' ;ESI-MS m/z :387. 2[M+H]" ;Anal. caled for C,HN,0,:C 74.61,
H 9.84, N 7.25;Found :C 74.24, H 9.68, N 7.16.Data for I 4 :m. p.192 ~ 195°C ;'l
NMR (d,—DMSO, 300MHz) & :10. 19 (s, 1H,N-OH) , 6. 33 (s, 11, 4-H) , 3. 60 ~ 3. 52 (m, 2H, N-CIL,) ,
3.16 ~ 2.92(m,2H, N-CH,), 1. 01 (s, 3H, 19-CH,) , 0. 65 (s, 3H, 18-CH,) ;Anal. calcd for
C,, HygN,0, :C 74.61, H 9.84, N 7. 25 ;Found :C 74. 24, H 9. 68, N 7. 16.

[0107]  SEJEfH) 5

[0108] 17 B —[N-(2- A 2EoRIE ) 2 Wt 1- MEES —4- 4% —3- Wil (I 5, T 6) 1l
[0100]  HAKERAE[ESZHER] 3, $EN 163-30. 84g, FEENT, FHAMEE / 2R OBE=4 © 1 J&
T, B EE Ak 1 5, (0.44¢,50% ), A& 1 6, (0.13¢g,15% ). Data for 1 5:
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mp. 120 ~ 122 °C; 'H NMR(d;-DMSO, 300MHz) & :10. 43 (s, 1H, N-OH),8. 37 (s, IH, N-H),
7.92(d, 1H, ] = 7. 47Hz, Ar-H) , 7. 06 ~ 7. 00,6. 91 ~ 6. 86 (m, 3H, Ar-H) , 5. 70 (s, 1H, 4-H),
3. 82 (s, 3H, OCH,), 1. 00 (s, 3H, 19—CH,) , 0. 63 (s, 3H, 18-CH,) ;IR (KBr)v :3265,1618,1452,
943cm™ ;EST-MS m/z :437. 3[M+H] " ;Anal. caled for C,HyN,0,*1/4H,0 :C 73.55,H 8.29,N
6. 36 ;Found :C 73.35,H 8.18,N 6. 18.Data for I 6 :m. p. 150 ~ 152°C ;'H NMR (d,~DMSO,
300MHz) & :10. 18 (s, 1H, N-OH) , 8. 37 (s, IH, N-H),7.92(d, 1H, J = 7. 56Hz, Ar-H),7. 08 ~
7. 00 (m, 2H, Ar-H) ,6. 91 ~ 6. 86 (m, 1H, Ar-H) ,6. 34 (s, 1H, 4-H) , 3. 82 (s, 3H, OCH,) , 1. 05 (s,
3H, 19-CH,) , 0. 66 (s, 3H, 18-CH,) ;Anal. calcd for C,HyN,0, 1/4H,0 :C 73.55, H 8.29, N
6. 36 ;Found :C 73.33, H 8.16, N 6. 17.

[o110]  SEjEfs] 6

[o111] 17 B —(1— NEpkIE AL ) — HES —4- J& —3- Bd (163-4) [+

[o112]  ELARERAE R SLHif) 2, 19 2 i 44, W3 70% . m. p. 148 ~ 151°C ;ESI-MS m/z :
386. 2[M+H] ~

[0113]  SCjtfs] 7

[o114] 17 B —(1— NEupkIE AL ) — MEHS —4- 4% -3-Mills (T 7, 1 8) [¥Hil#

[0115]  ER$RE R SZHER 3, # N 163-4(0. 76g) , kEJEHT, F A HMEE / LERLEE=3 @ 1
JEIT ARk T 7(0. 448,55 % ), BTl 4 T 8(0.10g,13% ). Data for I 7:
mp.132 ~ 136 C;'H  NMR(d,~DMSO, 300MHz) & :10. 43 (s, IH, N-OH) ,5. 96 (s, IH, 4-H) ,
3.52 ~ 3.32(m, 8H, "% Bk ¥R ), 1. 00 (s, 3H, 19-CH,) , 0. 64 (s, 3H, 18-CH,) ;IR (KBr) v :3423,
3245, 1608, 1434cm ™ ;ESI-MS m/z :401. 2[M+H] ;Anal.calcd for C,H;N,0, « 1H,0 :C
68.89,H 9.09,N 6. 70 ;Found :C 68.86,H 8.77,N 6.50.Data for I 8:m.p.210 ~ 212°C;
"H NMR (d,—DMSO, 300MHz) & :10. 44 (s, 1H, N-OH) , 6. 33 (s, 1H,4-H) , 3. 53 ~ 3. 30 (m, 8H, "
Wk FR ), 1.00 (s, 3H, 19-CH,) , 0. 64 (s, 3H, 18-CH,) ;IR (KBr)v :3448, 1631, 1433cm "’ ;ESI-MS
m/z :401. 2[M+H]" ;Anal. caled for C,H,N,0, 1H,0:C 68.89, H 9.09, N 6.70 ;Found :C
69. 04, H 8.76,N 6.49.

[o116]  SCjifs] 8

[0117] 17 B~ (N- SR ZZEFWE ) - HESS —4- 44 -3 B (163-5) [l

[o118]  H{A#AE R L 2, 43 3 6 Ak, R 72% . m.p. 161 ~ 164°C ;ESI-MS m/z
356. 3[M+H]".

[0119]  SCjEfs] 9

[0120] 17 B - (N- SRINZEZZEFWE ) - HESS —4- 44 -3- Fil5 (1 9) Ml

[o121]  EREERVER ST 3, # N 163-5(0. Tlg) , ¥EJENT, F A HEE / LERLHE=4 @ 1
I, B EE AT 9, (0.38g,52% ). m.p. 210 ~ 212°C ;'H NMR (d,~DMS0, 300MHz) & -
7.54(d, 1H, ] = 2. 34Hz, N-H) ,5.69(d, 1H, J] = 0. 72Hz,4-H) , 2. 88 ~ 2. 85 (m, 1H, N-CH) ,
1. 00 (s, 3H, 19—CH,) , 0. 59 (s, 3H, 18-CH,) ;IR(KBr)v :3354,1655, 1517, 1454cm’ ;ESI-MS m/
7z :371. 2[M+H]" ;Anal. caled for C,HyN,0, ¢ 1/4H,0:C 73.70, H 9.21, N 7.48 ;Found :C
73.61,H 9.00,N 7. 28.

[0122]  SEZjEfH) 10

[0123] 178 —(N= ¢ T Ih2 L AL ) - MK —4- & —3- 1 (163-6) il &
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[o124]  HL K44 [R) SE 1 2, 15 3 1 4, W2 73 % . m.p. 60 ~ 62°C ;ESI-MS m/z
372. 3[M+H]".

[0125]  SCjfe) 11

[0126] 178 —(N- 53 T JE2 L G ) - MEHS —4- 4 -3- Willl5 (I 10) HIHl#%

[0127]  EAARPRAE RS2 3, 6N 163-6 (0. Tdg) , ¥EJ2HT, F A il / 2B 2 lE=3 @ 1
JEIF, 13 v Al A T 10(0.31g,40 % ) o m.p. 225 ~ 228 °C ;'H NMR (d,~DMSO, 300MHz)
& :10.42 (s, 1H, N-OH), 7. 18 (t, 1H, J = 7. 72Hz, N-H) ,5. 70 (s, IH,4-H) , 3. 91 ~ 3. 84 (m,
2H, N-CH,) , 1. 05(d, 3H, ] = 2.81Hz, CH-CH,), 1. 02(d,3H, J = 2. 74Hz, CH-CH,), 1. 00 (s,
3H, 19-CH,) , 0. 60 (s, 3H, 18-CH,) ;IR (KBr)v :3230,1641,1522,960cm ' ;ESI-MS m/z :
371. 2[M+H] " ;Anal. caled for CyHyN,0,:C 74.19, H 9.68, N 7.53 ;Found :C 73.81, H
9.56, N 7. 38.

[o128]  SEjfs) 12

[0129] 17 B —[N-(3,5— — =R AL ) R FEL J- i —4- % -3- Wili5 (T 11) [
%

[0130]  EA$E/E R SR 3, # N 163-7(0. 53g) , ¥E)JEHT, F A MEE / LR LEE=3 @ 1
JEFF, 5 B EE AT 110.38g,70 % ) o m.p. 144 ~ 147 °C ;'H NMR (CDC1,, 300MHz)
§ :8.04(s,2H, Ar-H),7.59 (brs, 1H, N-H),6.50,5. 81 (s, 3£ 1H,4-H),1.12,1.08(s, Ik
3H, 19-CH,) , 0. 81 (s, 3H, 18-CH,) ;IR (KBr)v :3350, 1678, 1540, 1383cm ™" ;ESI-MS m/z :
543. 3[M+H]" ;Anal. caled for CyHuFN,0,:C 61.99, H 5.90, N 5. 16Found :C 61.47, H
5.99, N 4.93.

[0131]  SZjfs) 13

[0132] 17 B —[N-(2,3- “FIEEAAE ) 2 AR FPlE 1- MK —4- 4% —-3- W (163-8) il &
[0133]  EAKEEAES LG 163-1 4, i A, ek 60%.,

[0134] Data for 163-8:'H NMR(CDCl,, 300MHz) & :7.23 ~ 7.03(m,2H, Ar-H),7.07 ~
7.00 (m, 1H, Ar-H) , 5. 74 (s, 1H, 4-H) , 2. 30 (s, 3H, 3’ —CH,) , 2. 15 (s, 3H,2” —CH,) » 1. 20 (s, 3H,
19-CH,) , 0. 85 (s, 3H, 18—CH,) .

[0135]  sjifsl] 14

[0136] 17 B —[N-(2,3- “HRERE ) R PEE J- MES —4- 4% -3-Fill5 (I 12, T 13) 1)
il %

[0137]  EAR$RVEFR SR 3, # N 163-8(0. 83g) , ¥E)EHT, H A HEE / LERLEE=3 @ 1
JET, R TR T 12(0. 45¢,52% ), Il 4 T 13(0.09g,11% ). Data for T 12:
mp. 134 ~ 137 °C; 'H NMR(dsDMSO,300MHz) & :8.97 (s, 1H, N-H),7. 11 ~ 6. 98 (m, 3H,
Ar-H),5. 71 (s, 1H,4-H) , 2. 20 (s, 3H,3” —CH,) , 2. 19 (s, 3H,2” —CH,) , 1. 02 (s, 3H, 19—CH,) ,
0.71 (s, 3H, 18-CH,) ;ESI-MS m/z :435. 3[M+H]" ;Anal.calcd for C,HN,0, * 1/4H,0 :
C 76.60, H 8.78, N 6.39 ;Found :C 76.19, H 8.55, N 6.44.Data for I 13 :m.p. 146 ~
149 °C ;'H NMR (d,—DMS0, 300MHz) & :8.97 (s, 1H, N-H) , 7. 31 ~ 7. 28 (m, 1H, Ar-H),7. 13 ~
6. 98 (m, 2H, Ar-H),6. 34 (s, 1H,4-H) , 2. 24 (s, 3H,3” —CH,) , 2. 07 (s, 3H,2” —CH,) , 1. 07 (s,
3H, 19-CH,) , 0. 71 (s, 3H, 18-CH,) ;IR (KBr)v :3421,3288,1668,1516cm " ;Anal. caled for
CosHigN,0, * 1/4H,0 :C 76.60, H 8. 78, N 6. 39 ;Found :C 76. 10, H 8.52, N 6. 44.
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[0138]  SLjiEf] 15

[0130] 17 B —(N- BN CREEZ L WE ) - HEES —4- 44 -3- Wil (I 14, T 15) Il

[0140]  HAK$RAERISZiER] 3, BEN 163-9(0. 20g) , ¥EZHT, A MEE / LR ABE=3 & 1 &
T, BAEEA T 14(0.1g,48% ), 1 15(0. 05¢,24% ) o Data for I 14 :m.p. 130 ~ 133°C;
'H NMR (d,~DMS0, 300MHz) & :10.42 (s, IH,N-OH), 7. 15(d, IH, ] = 7. 95Hz,N-H), 5. 70 (s, 1H,
4-H) , 3. 56 ~ 3. 29 (m, 1H,N-CH) , 1. 00 (s, 3H, 19—CH,) , 0. 59 (s, 3H, 18—CH,) ;IR (KBr)v :3437,
1637, 1384cm " sEST-MS m/z :495. 3[M+H]" ;Anal. caled for CyH,N,0, « 1H,0:C 72.59, H
9.77, N 6.51 ;Found :C 72.69, H 9.69, N 6.58.Data for I 15 :'H NMR (d;—DMSO, 300MHz)
& :10. 16 (s, 1H, N-OH) , 7. 15(d, 1H, J = 8. 22Hz, N-H) , 6. 33 (s, IH,4-H) , 3. 56 ~ 3. 54 (m,
1H,N-CH) , 1. 08 (s, 3H, 19—CH,) , 0. 59 (s, 3H, 18-CH,) ;ESI-MS m/z :495. 3[M+H]" ;Anal. calcd
for CyHN,0, * 1H,0:C  72.59,H 9.77, N 6.51 ;Found :C 72.69, H 9.69, N 6. 58.

[0141]  SZjfs) 16

[0142] 17 B -[N-(3,4- —H5 ) R LFEAEFWE 1- M —4- 46 -3- B (163-10) Kl
[0143]  H A4 /R R L) 2, 19 9% 5 (b 14, 103 65% . m. p. 68 ~ 70°C ;ESI-MS m/z :
480. 3[M+H]".

[0144]  SEjfH) 17

[0145] 17 B -[N-(3,4- 4 ) ROEZEFEE |- M -4- 4% -3-Fil5 (I 16) 1
#%

[o146]  HAKERAERISZER] 3, #e N 16310 (0. 49g) , AL JENT, FHATHEE / LR LBE=3 © 1
JEIT, B B A T 16(0.23¢,47% ) o m.p. 97 ~ 100°C ;"H NMR(d,~DMSO 300MHz) & :
6.90 ~ 6.72(m, 3H, Ar-H) , 5. 92 (s, 1H,4-H) , 5. 28 ~ 5. 24 (m, 1H, N-H) , 3. 86 (s, 6H, OCH,) ,
3.66 ~ 3.55(m, 1H, N-CH,) , 3. 51 ~ 3. 46 (m, IH, N-CH,) , 2. 64 (t, 2H, J = 6. 99Hz, CH,~Ar),
1. 07 (s, 3H, 19-CH,) , 0. 68 (s, 3H, 18—CH,) ;IR (KBr)v :3390, 1655, 1514cm " ;ESI-MS m/z :
495. 3[M+H]" ;Anal. caled for CyH,NO, * 1H,0 :C 70.31,H 8.50,N 5.47 ;Found :C 70. 18,
H 8.38,N 4.83.

[0147]  SZjfs] 18

[o148] 17 B —(1- mbAg I AL ) — HEES —4- J& —3- i (163-11) M+

[0149]  ELK$RAE R SEiifs] 2, 759% S [ 1k 163-11, YLK 65% . m. p. 183 ~ 186°C ;ESI-MS
m/z :370. 2[M+H]".

[0150]  SEjsfs] 19

[0151] 17 B —(1- mbAg I AL ) - HEE —4- 4% —3- Bl (I 17) Wil

[0152]  ER$AERISZiER) 3, #e N 163-11(0. 18g) , AEJEHT, AT HEE / LR LBE=3 © 1
JETF, B EEFE R T 17(0. 13g,66% ) o m. p. 197 ~ 200°C ;'H NMR (d,~DMSO, 300MHz) & -
6.90,5. 89 (s, 3L 1H,4-H) , 3. 59 ~ 3. 43 (m, 4H, CH,~N-CH,) , 1. 08 (s, 3H, 19-CH,) , 0. 82 (s, 3H,
18-CH,) ;IR (KBr)v :3253, 3019, 1618, 1450,970cm ™’ ;ESI-MS m/z :385. 4[M+H] " ;Anal. calcd
for C,HyN,0, :C 75.00, H 9. 38, N 7.29 ;Found :C 74.61,H 9. 18, N 7. 32.

[0153]  SEjifs) 20

[0154] 17 B —[N-(4- FIZEREEL ) 2L - MEHS 4 % -3- M (163-12) 1l &

[0155]  H {k 45 F 7] s 3 5] 2, 73 9% 2% 6 [ 44, W 2% 70 %o 'H NMR(CDCls, 300MHz) 8 -
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7.41(d,2H, J = 8. 31Hz,2°,6’ -H),7.14(d, 2H, ] = 8. 18Hz,3",5’ -H),6. 94 (br, 1H, N-H),
5.77 (s, 1H,4-H) , 2. 34 (s, 31,4’ —CH,) , 1. 21 (s, 3H, 19—CH,) , 0. 84 (s, 3H, 18-CH,) ;IR (KBr)v :
3432,1663, 1516, 1448, 815cm .

[o156]  Sijfsl 21

[0157] 17 B —[N-(4- FIBEARTEL ) 2 5L AL - HEES —4- & —3- Wil (T 18) Iyl

[0158]  H A # 4F [A) 52 i ) 3, B\ 163-12(0. 20g) , #: )2 47, Fl A Bk / 2 £ B =
301 EF B EEA T 18(0. 15g,70% ) o m. p. 134 ~ 140°C ;'H NMR (CDC1,, 300MHz)
8 :7.38(d,2H, J] = 8.36Hz,2”,6” -H),7.11(d,2H, ] = 8.45Hz,3’,5” -H),6.89(s, H,
N-H),6.51,5.88(s, 3t 1H,4-H),2.30(s,3H,4” —CH,), 1. 08 (s, 3H, 19-CH,) , 0. 79 (s, 3H,
18-CH,) ;IR (KBr)v :3417, 1664, 1517,816cm ' ;EST-MS m/z :421. 3[M+H]" ;Anal. caled for
C, HyN,0, » 1/2H,0 :C 75.52, H 8.62, N 6. 54 ;Found :C 75.51, H 8.45, N 6. 03.

[0159]  sEjifs] 22

[0160] 17 B —(N- A& -N- 2R3 - ZAEFFEL ) - HEESS —4- 4% -3- W7 (163-13) &

[0161]  FLUAERAE RSl 2, 13 1% 35 & 163-13, R 70% . 'H NMR (CDC15, 300MHz) 8 -
7.42 ~ 7.38(m, 2H, Ar-H),7.33 ~ 7. 28 (m, 1H, Ar-1),7. 14 ~ 7. 11 (m, 2H, Ar-H) , 5. 68 (s,
1H, 4-1) , 3. 26 (s, 3H, N-CH,) , 1. 15 (s, 3H, 19-CH,) , 0. 69 (s, 3H, 18—CH,) .

[o162] Sty 23

[0163] 17 B —(N- FE3E -N- 2R3 — SO G ) — MEES —4 4 —-3- Bl (T 19) 1yl

[0164]  HAKERAERISCHEG] 3, e 163-13(0. 20g) , ¥ ZHT, AN / LRABE=4 © 1
JEIF, B O E AR T 19(0.158,72% ) o m.p. 130 ~ 134°C ;'H NMR(CDCl,, 300MHz) & :
7.39 ~ 7.13(m, 3H, Ar-H),7. 13 ~ 7. 10 (m, 2H, Ar-H),6. 43,5. 77 (s, 3£ 1H,4-H), 3. 26 (s,
3H, N-CH,) , 1. 08, 1. 03 (s, 3£ 3H, 19-CH,) , 0. 85 (s, 3H, 18—CH,) ;IR (KBr)v :3418, 1651, 1494,
70lcm™ ;ESI-MS m/z :421. 2[M+H] " ;Anal. caled for C,H,N,0, * 1/2H,0:C 75.52, H 8. 62,
N 6. 54 ;Found :C 75. 33, H 8.60,N 6. 33.

[o165]  SEjifs] 24

[0166] 17 B —[N-(4- FIAAEARIL ) AR FEE - ML —4- 4% -3- Wil (1 20) &
[0167]  HAAERAERISZHER] 3, #E N 163-14 (0. 21g) , #2227, HA N / LRABE=3 @ 1
JETFF, B a A T 20(0. 10g,47% ) o m. p. 225 ~ 229°C ;'H NMR (d;~DMSO, 300MHz) & -
9.34 (s, 1H, N-H), 7. 49 ~ 7. 45 (m, 2H, Ar-H),6.85(dd, 2H, ] = 6.97and 2.07Hz, Ar-1),
5.71(s,1H,4-H),3. 71 (s, 3H, OCH,), L. 01 (s, 3H, 19-CH,) , 0. 68 (s, 3H, 18—CH,) ;IR (KBr)v :
3418, 1651, 1494, 701cm ' sESI-MS m/z :437. 3[M+H] " ;Anal. caled for C,Hi N0, «1/4H,0 :C
73.55, H 8.29, N 6. 36 ;Found :C 73.64, H 8.20, N 6. 33.

[o168]  SEjfsl 25

[0169] 17 B - &M - HMEES —4- 4% -3-Willl5 (I 21) i+

[0170]  EpR$RAE R SLHEH] 3, $e N 162(0. 16g) , AEZMT, HAMEE / ZIRCBE=3 @ 1 &
T, B aE A T 20(0. 128,70% ) om. p. > 240°C;'H NMR (d,—DMSO, 300MHz) & :11. 82 (s,
1H, COOH),6.33,5.78(s, 3£ 1H,4-H),1.05,1.00(s, 3£ 3H,19-CH,) ,0. 66 (s, 3H, 18—CH,) ;
IR (KBr) v :3397, 3236, 1700, 1684cm ' ;EST-MS m/z :332. 2[M+H]" ;Anal. caled for Cy,H,N
0, 1/4H,0 :C 71.53, H 8.79, N 4. 17 ;Found :C 71.92, H 8.75, N 4. 15.
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[0171]  SEjifs] 26

[0172] 17 B —(N- U T ZEZ L WE ) - HEES —4- & —3- BRGEERE (I 22) KIH)4

[0173] T 1A T 2 KRG (0.39g, 1. Ommol) HIAJG/KMERE (ImL) , BEEF (1. 5mL) , =53
SN Thy P AT 21 30mL 48 DK 7K A, Tl 244 44, ok 9B A B Gl 4, TR 2 465 49 100
I 22(0.3g,70% )o m.p. 72 ~ 75°C ;'"H NMR(CDCl,, 300MHz) & :6.40,6. 00 (s, 3% 1H,4-H),
5.08 (s, 1H, N-H), 2. 20 (s, 3H, NOCOCH,) , 1. 38 (s, 9H, t-Bu),1.15,1. 11 (s, 3t 3H,19-CH,),
0.75 (s, 3H,18-CH,) ;IR(KBr)v :3385,1762,1672,1217cm’ ESI-MS m/z :429. 3[M+H]" ;
Anal. caled for CyH,N,0,« 1H,0:C 69.96, H 9.42, N 6. 28 ;Found :C 70.43, H 8.92, N
6. 55.

[0174]  SZjifs)] 27

[0175] 17 B —[N-(4- FIAIERIE ) LWL 1- e —4- 4% —3- BEERE (T 23) M4
[0176]  E. & 1B 7] Sz i ) 27, BN T 20(0.22¢), AL 20T, H A Bk / 218 & s =
4 0 LI, BBk T 23(0.18g,75% ). 'H NMR(CDC1,, 300MHz) & :7. 40 (m, 2H,
Ar-H),6.85(d,2H, J = 8.64, Ar-H),6.86 ~ 6.43(m,2H, Ar-H),6.39,5.99(s, £ 1H,
4-H), 3. 79 (s, 3H, OCH,) , 2. 18 (s, 3H, NOCOCH,) 1. 13,1. 08 (s, 3t 3H,19-CH,),0. 80 (s, 3H,
18-CH,) ;IR (KBr) v :3356, 1759, 1660, 1240cm ™ ;EST-MS m/z :479. 2[M+H]" ;Anal. caled for
CyoHagN,0, * 1/2H,0 :C 71.46,H 8.01, N 5. 75 ;Found :C 71.09, H 7.77,N 5. 45.

[0177]  SEjifs) 28

[0178] 17 B - (N, N- —ZFEa Tl ) - HEES —4- 4% —3- Willolals (I 24) Wil#

[0179]  EL{A$/E R SLhim 27, N T 3, T 4(0. 19g) , AL )2 47, F A Bk / 41 L=
4 T 1TREIL B AamE AT 2400 168,77 % ) o m.p. 45 ~ 48 °C ;'H NMR(CDCl,, 300MHz)
§ :6.40,6.00(s, 3t 1H,4-H),3.73 ~ 3.70(m, 2H, N-CH,),3.09 ~ 3. 07 (m, 2H, N-CH,) ,
2.19 (s, 3H, COCH,), 1. 15(t,6H, ] = 6.90Hz, N-CH,~CH,) , 1. 11 (s, 3H, 19—CH,) , 0. 82 (s, 3H,
18-CH,) ;IR (KBr)v :3446, 1763, 633, 1213cm ' ;ESI-MS m/z :429. 3[M+H]" ;Anal. calcd for
ool N, 0, ¢ 1/2H,0 :C 71. 40, H 9. 38, N 6. 41 ;Found :C 71.62, H 8.92,N 6. 23.

[o180]  Sijiifs] 29

[o181] 17 B —(N- X P2 L FlE ) - M —4- 4% —3- MG EEE (T 25) [+

[o182]  HL R 1E [A] SE it o) 27, BEN 17 8 — (N= 2% I & 36 G ) — A §5§ —4— 4@ —3— Wil fi5
0.21g), F:ZH, A MEE / 2R ZBE=5 @ LI, B A6 E T 250.17¢,76% ).
m. p.73 ~ 76 °C ;'HNMR(CDCl,, 300MHz) & :7.39 ~ 7.29 (m,5H, Ar-H),6. 39,6.00(s, 3t
1H, 4-H) , 5. 56 (s, 1H, N-H) ,4. 53 (dd, J = 14.63and 5. 42Hz, IH, N-CH,) , 4. 43(dd, J =
14. 56and 5. 45Hz, 1H, N-CH,) , 2. 20 (s, 3H, COCH,) , 1. 15, 1. 10 (s, 3£ 3H, 19-CH,) , 0. 78 (s, 3H,
18-CH,) ;IR (KBr)v :3415, 1761, 1655, 1204cm ' ;EST-MS m/z :463. 4[M+H]" ;Anal. caled for
CyoHagN,0, ¢ 1/2H,0 :C 73.88, H 8. 28, N 5.94 ;Found :C 73.86,H 8.03,N 5. 86.

[0183]  SEjifs] 30

[0184] 17 B —[N-(4- FIBEEREL ) S AL FImE 1- M —4- & —3- MG BERE (1 26) [l
[o185]  HAHRAERSLHEM) 27, 6N T 18(0. 21g) , AL M, A HINE / SR CTE=3 © 1
JE T, 13 A AT 2600.172,74 % ) o m.p. 194 ~ 197 °C ;'H NMR(CDCl,, 300MHz) & :
9.34 (s, 1H, N-H), 7. 45(d, 2H, J = 8. 43Hz, Ar-H),7. 06 (d, 2H, ] = 8. 37Hz, Ar-H) , 2. 26 (s,
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3H, COCH,),2. 11 (s, 3H, Ar—CH,) , 1. 05 (s, 3H, 19—CH,) , 0. 68 (s, 3H, 18-CH,) ;ESI-MS m/z :
463. 2[M+H] " ;Anal. caled for C,HyN,0, « 1/2H,0 :C 73.88, H 8.28, N 5.94 ;Found :C
73.99, H 7.99, N 5. 67.

[o186]  Sijsifsl 31

[0187] 178 —[N-(2,3- —HIEEARIE ) ZETEE 1- HEE —4- 4 -3- BB iE (T 27) ()4
%

[o188]  ELk$EfE[RISTHifg] 27, ¥ T 12, T 13(0. 22g) W5540, KL J2HT, A B / 218
LME=4 ¢ LRI, Bmealig T 270.18g,77% ). m. p. 194 ~ 197°C ;'H NMR(CDC1,,
300MHz) & :8.94 (s, 1H, N-H),7.11 ~ 7.10(m, 3H, Ar-H),6. 33,5. 86 (s, 1H, 4-H) , 2. 24 (s,
3H, COCH,),2. 11 (s,3H,3” —CH,) , 2. 07 (s, 3H, 2’ —CH,) , 1. 07 (s, 3H, 19-CH,) , 0. 72 (s, 3H,
18-CH,) ;ESI-MS m/z :477. 3[M+H]".

[0189]  SEjfsl] 32

[0190] 17 B —(1— MR I AL ) — HELS —4- & —3- MaloBams (I 28, T 29) [RIHil+

[o191]  EKERAERSZHER) 27, N T 17(0. 38g) , FE2HT, FIATHIEE / LR LB =4 @ 1
I, AFE A T 28(0. 21g,50% ), Wz ali & I 29(0. 16g,37% ) . Data for I 28:
mp. 172 ~ 176 °C ;'H NMR (d,—DMSO, 300MHz) & :6.32 (s, 1H,4-H),3.50 ~ 3. 35 (m,4H,
CH,-N-CH,) , 2. 11 (s, 3H, COCH,) , 1. 09 (s, 3H, 19—CH,) , 0. 69 (s, 3H, 18—CH,) ;IR (KBr)v :3442,
1763, 1630cm ™’ ;ESI-MS m/z :385. 4[M+H] " ;Anal. caled for C,HgN,0,« 1/4H,0:C 72.47,
H 8.94, N 6.50 ;Found C 72.36, H 8.71, N 6.43.Data for I 29 :m.p. 187 ~ 190°C ;'H
NMR (d,—DMSO, 300MHz) & :5. 84 (s, 1H,4-H), 3. 47 ~ 3. 32(m,2H, -N-CH,) , 3. 27 ~ 3. 24 (m,
2H, -N—CH,) , 2. 11 (s, 3H, COCH,) , 1. 04 (s, 3H, 19—CH,) , 0. 69 (s, 3H, 18-CH,) ;ESI-MS m/z :
385. 4[M+H]".

[0192]  SZjffs) 33

[0193]  2- FRWPFIJE —17 B — A4 L AR BESE — MELS —4- 4% —3- I (164) Il &

[0194]  MgAfE(S —4- 4 -3 B —17 B - R s (161, 2. 12g,6. 4mmol) , % T 15mL  THF, fiI
AW AR NaOCH, (2. 0g) » Z35 Y. 30min Ji5, i 0¥ 2% IR B8 (15mL) , Lth N3 5, THEF
55°C, RNIE# . A 20mL HFIE #hK, LR LWEAEHL, To7K Na,S0, Tk 4, T F
T4, R K 164 (1. 71g,75% )« 'H NMR(CDCl5, 300MHz) & :7. 39 (s, 1H, 2-CHOH) ,
5.78 (s, 1H,4-H) , 3. 68 (s, 3H, OCH,) , 1. 04 (s, 3H, 19-CH,) , 0. 71 (s, 3H, 18-CH,) ;ESI-MS m/z :
357. 1[M-H] ;Anal. caled for CyHy,0, * 1H,0 :C 70. 21, H 8.51 ;Found :C 70.58, H 8. 17.
[0195]  SLJfEfs] 34

[0196]  2- WP FFZE —17 B - FARE A WEAE - IS —4- 4% (165) 1124

[0197] ¥4 164 (0. 36g, lmmol) ¥ T 8mL T RA 7, AN AN A EEHE W (0. 33mL) , 20°C T MV 1h,
TN Na,CO5 (0. 33g) , I ZL i 6h, 46 21, I 30mL Y FI £ #h 7K, A 10% H,S0, 1 pH =
7~ 6, LR OERAEEL WK F VAT NaHCO, ¥, A NaCl e, Jo/K Na,S0, T4, T
B A 165 (0. 258, 72% ) o m. p. 140 ~ 143°C ;'H NMR(CDC1,, 300MHz) & :5.93 (t, 1H,
J = 2.07Hz,4-H),5.83(s, 1H,2 = CH,),5. 22(s, 1H,2 = CH,), 3. 67 (s, 3H, OCH,) , 1. 23 (s,
3H, 19-CH,) , 0. 70 (s, 3H, 18-CH,) ;IR (KBr)v :3379, 1732, 1676, 1541, 1234cm " ;EST-MS m/z :
357. 1[M-H] ;Anal. caled for CyH,0,1/4H,0:C 76.19,H 8.80 ;Found :C 76.54,H 8. 65.
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[0198]  SLjiEf] 35

[0199]  2- A& —1,4- M4 —17- IR Fls (168) M 2—- I — MK —1,4- 4 —17- &
g (169) [y

[0200] ¥ 164 (0. 3g,0. 88mmol) ¥+ 10mL P, A HCL (0. 54mL) , [AI3E 24h, i A AN
frEh7K 10mL, A HLHT Na,CO, 1 pH = 6, LR SEEAEHL, 10 % H,S0, Peigk 3 K, WA #h/K ¥k 3
W, To7K NSO, g, T A2 M7, FATMEE / IR LBE=4 @ 1B, 15 A E 1K 168 (20mg,
7% ), A {4 [E & 169 (50mg, 17 % ). Data for 168 :m.p.145 ~ 148 °C ;'H NMR(CDCl.,
300MHz) & :6.82(d, 1H, ] = 1. 20Hz, 1-H) , 6. 06 (d, 1H, ] = 1. 89Hz, 4-H) , 3. 68 (s, 3H, OCH,) ,
1.87(d,3H, J = 1.26Hz,2-CH,),1.19 (s, 3H, 19-CH,), 0. 73 (s, 3H, 18-CH,) ;ESI-MS m/z :
343. 2[M+H] " ;Anal. caled for CyH,0,+1/2H,0:C 75.21,H 8.83 ;Found :C 75.50,H 8. 82.
Data for 169 :m.p. 185 ~ 189°C;'H NMR(CDC1,, 300MHz) & :6.84(d, 1H,J = 1. 11Hz, 1-H),
6. 10 (d, 1H, J = 1. 89Hz,4-H) , 1. 90 (d, 3H, J = 1. 14Hz, 2-CH,) , 1. 20 (s, 3H, 19—CH,) , 0. 81 (s,
3H, 18-CH,) ;ESI-MS m/z :327. 1 [M-H] .

[0201]  SEjfs) 36

[0202]  2- RV FZE —17 B — (N= BUT R R EL ) - MEES —4- 4 —3- Bl (T11) M6+
[0203]  H A& 45 4E 8] 52 i 51 33, $& N 163-1(0. 37g) , 72 4 €4 & 44 111 (0. 28¢,70 % ) »
m. p. 82 ~ 85°C; 'H NMR(CDCl,, 300MHz) & :7.39 (s, 1H, 2-CHOH) , 5. 78 (s, 1H, 4-H) , 5. 07 (s,
1H, NH), 1. 36 (s, 9H, t-Bu), 1. 04 (s, 3H, 19-CH,) ,0. 73 (s, 3H, 18—CH,) ;IR (KBr) v :3423,
1641,1452cm™ ;ESI-MS m/z :400. 2[M+H]" ;Anal. caled for C,H,N 0, 1H,0:C 71.94, H
9.35,N 3.36 ;Found :C 72.29,H 9. 06, N 3.74.

[0204]  SEjifs) 37

[0205] 178 —(N, N- A2 L ) - MEES —4- J& -3- Hid (163-7) Fi)#%

[0206]  ELAAEEAE [A] 2 il 2, 15K 6 AR, IR 77% . m.p. 104 ~ 107°C ;ESI-MS m/z :
400. 4[M+H] "

[0207]  Sijfsl] 38

[0208]  2- FRWEFIJE —17 B — (N, N- NI 2U R I ) — MfEfS —4- 4% —3— Ml (112) [yl
[0209] 44 $5 1 [7] SZ e 5] 33, $: N 163-7 (0. 37g) , 12 [ €8 [l 4k 11-2(0. 288,70 % ) »
mp.91 ~ 93 °C; 'H NMR(CDCl,,300MHz) & :7.37 (s, 1H, 2-CHOH) , 5. 78 (s, 1H,4-H) ,
3.76 ~ 3.74(m,2H, N-CH,),3.56 ~ 3.54 (m, 2H, N—CH,), 1. 04 (s, 3H, 19-CH,) , 0. 79 (s, 3H,
18-CH,) ;IR(KBr)v :3403,1672,1203,889cm ' ;ESI-MS m/z :426. 3[M-H] . Anal. caled for
C,HNO, « 11,0 :C 72.80, H 9. 66, N 3. 14 ;Found :C 72.54, H 9. 29, N 3. 36.

[0210]  SEjf) 39

[0211]  2- FRWE & —17 B — (1- WRME L2 L I EE ) — MEES —4- 4 —3— il (T13) A+
[0212]  H A5 4 7] 92 7 1) 33, #E N 163-15(0. 38g) , 13 [ 5. [ 44 1T 3(0.302,72% ) .
m. p. 125 ~ 129°C;'H NMR (CDC1,, 300MHz) & :7.39 (s, 1H, 2-CHOH) , 5. 79 (s, 1H,4-H) , 3. 54 ~
3. 48 (m, 4H, CH,~N—CH,), 1. 05 (s, 3H, 19-CH,) , 0. 79 (s, 3H, 18-CH,) ;IR (KBr) v :3432, 1637,
1432,887cm ' ;EST-MS m/z :332. 2[M+H]" ;Anal. caled for C,H,NO, 1/4H,0:C 75.09, H
9.03, N 3.37 ;Found :C 75.10, H 8.86,N 3.21.

[0213]  SEjif) 40
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[0214] 17 B -(N- SR IR IE WL ) - HEES —4- 4 —3- ] (163-9) Kyl &

[0215]  HAKERAVE R SEhE ) 2, 19 K G lE A, e 71% . 'H NMR(CDC1,, 300MHz) & :5. 73 (s,
1H,4-H),5.10(d, 1H, J = 6. 12Hz, NH), 3. 81 ~ 3.80 (m, LH, N-CH), 1. 19 (s, 3H, 19-CH,) ,
0. 73 (s, 3H, 18—CH,).

[o216]  SZJfafs] 41

[0217]  2- FRWE AL -17 B - (N- PR EUE G ) — MEHS —4- & -3- W] (114) il
[o218]  H &4 /E [F] Sz e 4] 33, £ A 163-9(0. 40g) , 73 1 €& [& {& 114(0. 31,74 % ) .
m.p. 106 ~ 109 °C ;'H NMR(CDCI,,300MHz) & :7. 38 (s, 1H, 2-CHOH) , 5. 78 (s, 1H, 4-H) ,
5.11(d, 1H, J = 8. 10Hz, NH), 3. 82 ~ 3. 80 (m, 1H, N-CH) , 1. 04 (s, 3H, 19-CH,) , 0. 72 (s, 3H,
18-CH,) ;IR (KBr)v :3423, 1637, 1457, 1195cm ' ;EST-MS m/z :424. 2[M-H] ;Anal. caled for
CyHyNO, » 1H,0 :C 73. 14, H 9. 26, N 3. 16 ;Found :C 72.94, H 8.87, N 2. 59.

[0219]  SEjfs] 42

[0220]  2- R AL —17 B - (N, N- OB FBL ) - #EH —4- 44 -3 Md (115) 6%
[0221]  E. & E [7] S 76 141 33, £ A\ 163-2(0. 37g) , 753 14 & [& {& 115(0. 28,71 % ) .
mp. 138 ~ 140 °C; 'H NMR(CDCI,,300MHz) & :7.39 (s, 1H,2-CHOH),5. 78 (s, 1H,4-H) ,
3.69 ~ 3.68(m,2H, N-CH,) , 1. 12(t,6H, J] = 7.07Hz, CH,~CH,~N-CH,~CH,), 1. 04 (s, 3H,
19-CH,) , 0. 82 (s, 3H, 18-CH,) ;IR (KBr)v :3374, 1668, 1618, 1452,1203cm™* ;ESI-MS m/z :
398. 3[M-H] ;Anal. caled for C,H,NO, * 1H,0:C 71.94,H 9.35,N 3. 36 ;Found :C 71.77,
H 9.22,N 3.26.

[0222]  SEJsEfH] 43

[0223]  2- 2 AL —17 B —[N-(3,4- ZHI% 3L ) R QL2 L 1- e —4- 44 —3— Wi
(116) fHil#s

[0224]  H 44 3 1 [7] S 46 451 33, $ N 163-10 (0. 48g) , 15 5 {4 [ 14 116 (0. 34g,68 % ) »
m. p. 83~85°C; 'H NMR(CDCl,, 300MHz) & :7.39 (s, 1H, 2-CHOH) , 6. 83 ~ 6. 73 (m, 3H, Ar-H) ,
5.78(s, IH,4-H) , 5. 27 (s, 1H, NH) , 3. 87 (s, 6H, —OCH,) , 3. 59 ~ 3. 47 (m, 2H, N-CH,) , 2. 78 (¢,
2H, J = 6. 85Hz, CH,~Ar), 1. 01 (s, 3H, 19-CH,) , 0. 69 (s, 3H, 18-CH,) ;IR (KBr) v :3398, 1637,
1513,1261,1027cm ' sEST-MS m/z :508. 4[M+H]" ;Anal. caled for C,H,NO, « 3/4H,0 :C
71.47,H 8. 16, N 2.68 ;Found :C 71.39,H 7.68, N 2.65.

[0225] St 44

[0226] 2- FRWE L —17 B —(N- ¢ T 2R R EE ) — MEES —4- & —3— Bl (T17) A%
[0227]  H 4k # 7E [8] S2 i 1 33, $ N\ 163-6 (0. 37g) , 2 B (@ [f 44 11 7(0. 28g,69 % ).
m. p. 102 ~ 105 ‘C; 'H NMR(CDCl,,300MHz) & :7.38 (s, 1H,2-CHOH),5.78 ~ 5.73(m, 1H,
4-H) , 3. 23 ~ 3. 16 (m, 2H,N-CH,) , 1. 04 (s, 3H, 19-CH,) , 0. 92 (d, 6H, ] = 6. 70Hz, CH,—CH—CH,) ,
0. 74 (s, 3H, 18—CH,) ;IR (KBr)v :3423,1654,1135,620cm "’ ;EST-MS m/z :400. 4[M+H]" ;Anal.
caled for C,H,NO, * 3/4H,0 :C 72.73,H 9. 33, N 3. 39 ;Found :C 72.93,H 8.92, N 3. 55.
[0228]  SLjsfs] 45

[0229]  2- R FIIE —17 B — (N- FAPN IR I B ) — MEfS —4- & -3- W (1T 8) il
[0230]  H. {k 5 15 [7] 52 5 51 33, $ A\ 163-5(0. 36g) , 13 ¥ & [ 14 118(0. 27,70 % ) .
m. p. 107 ~ 110 ‘C; 'H NMR(CDCl,, 300MHz) & :7.39 (s, 1H,2-CHOH),5. 78 (s, 1H,
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4-H) , 5. 37 (s, 1H, NH) ,2. 71 ~ 2.70(m, LH, N-CH) , 1. 04 (s, 3H, 19-CH,) , 0. 72 (s, 3H,
18-CH,) ;IR (KBr) v :3438,1643,1529cm™’ ;ESI-MS m/z :384. 3[M+H]" ;Anal. caled for
C,,HysNO, » 1H,0 :C 71.82, H 8.72, N 3. 49 ;Found :C 72. 24, H 8. 25, N 3.70.

[0231]  Sijiifsi] 46

[0232] 178 —(N- ZE I JEE I IR ) — MEESS —4— 4% —3— Wi (163-16) [1175]4%

[0233]  HUAHEAE RS2 2, (B L 4, 0% 63% . 'H NMR(CDCL,, 300MHz) & :7. 38 ~
7. 25 (m, 5H, Ar-H) , 5. 73 (s, 1H, 4-H) , 5. 55 ~ 5. 53 (m, LH, NH) , 4. 55 ~ 4. 50 (m, 2H, CH,~Ar) ,
1. 19 (s, 3H, 19-CH,) , 0. 77 (s, 3H, 18—CH,).

[0234]  sEjifsl] 47

[0235]  2- RV FRSE —17 B - (N- KR ZE L ) - MEES —4- 4% —3- W (119) [+
[0236]  EL {4 4F [F] 52 7 51 33, #E N 163-16 (0. 41g) , 152 (@ [H 44 1T 9(0. 302,69 % ) .
m.p. 176 ~ 179 “C ;'H NMR(CDCl,, 300MHz) & :7.60 (s, 1H, 2-CHOH) , 7. 37 ~ 7. 26 (m,
5H, Ar-H),5. 78 (s, IH,4-H) , 5. 55 (brs, IH, NH) ;4. 55 ~ 4. 39 (m, 2H, CH,~Ar) , 1. 04 (s,
3H, 19-CH,) , 0. 76 (s, 3H, 18-CH,) ;IR (KBr) v :3330, 1645, 1535, 1198cm ' ;ESI-MS m/z :
434, 2[M+H]" ;Anal. calcd for ChH,NO; « 1/2H,0:C 76.01, H 8. 14, N 3.17 ;Found :C
75.56,H 7.91, N 3. 61.

[0237]  SEjfs] 48

[0238]  2- R AL —17 B —[N-(3,5- — = I oREE ) 2 Ik - e —4- 44 -3 Wi
(IT 10) Hyle&

[0239]  EL{A$EAE A 52 i) 33, £ A 163-17 (0. 53g) , 13 W€ [H 44 1T 10(0.39g,71% ) .
mp. 115 ~ 119 C ;'H NMR(CDCl,, 300MHz) & :8.03(s,2H,2’,6” -H),7.59(s, 1H,4’ -H),
7.46 (s, 1H, NH),7. 17 (s, 1H, 2-CHOH) , 5. 80 (s, LH, 4-H) , 1. 06 (s, 3H, 19-CH,) , 0. 83 (s, 3H,
18-CH,) ;IR (KBr)v :3346,1676,1641,1278,1132cm’ ;ESI-MS m/z :556. 2 [M+H] .

[0240]  Sjfs] 49

[0241]  2- WEFFZE 17 B —(N- U T 20 Wt ) - MESS —4- 44 -3- i (111 1) [l
[0242]  HEAKERAVE R SEHER] 34, BEN 1T 1(0. 40g) , fH R B A A 11T 1(0.25¢,65% ) o
m. p. 170 ~ 172°C ; 'H NMR(CDCl,, 300MHz) & :5.95 (¢, 1H, J = 2. 13Hz,2 = CH,) ,5. 84 (s,
1H,4-H) , 5. 23 (s, 1H,2 = CH,) ,5. 07 (brs, IH, N-H) , 1. 36 (s, 9H, t-Bu) , 1. 05 (s, 3H, 19—CH,) ,
0.74 (s, 3H, 18-CH,) ;IR (KBr)v :3423, 1611, 1452, 1195¢cm ' ;EST-MS m/z :422. 1 [M+Na]" ;
Anal. calcd for C,H,NO,  1/4H,0 :C 77.41, H 9.68, N 3.61 ;Found :C 77.53, H 9. 45, N
3. 54.

[0243]  SEjEfH] 50

[0244]  2- P FRZE -17 B - (N, N- ZINFEZE L ) - MES —4- %% -3 B (T1T 2) Kol
[0245]  H A4 [F] 52 i 34, ¥ N 112(0. 43g) , 15 9% 3 (8 & 11T 2(0. 28g,69% ) o
m. p. 59 ~ 68°C ; 'H NMR(CDCl,, 300MHz) & :5.95(t, IH, J] = 2.07Hz,2 = CH,) , 5. 85 (d, 1H,
J = 1.02Hz,4-H),5. 23 (s, 1H,2 = CH,),3. 37 ~ 3. 32(m, 2H, N-CH,) , 3. 18 ~ 3. 13 (m, 2H,
N-CH,) , 1. 11 (s, 3H, 19-CH,) , 0. 81 (s, 3H, 18-CH,) ;ESI-MS m/z :426. 3[M-H] ;Anal. calcd
for C,H,NO, * 1H,0 :C 72.80,H 9.66,N 3. 15 ;Found :C 72.42,H 9.04, N 3. 41.

[0246]  SZJafs) 51
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[0247]  2- N FR3E 17 B - (1- WRIESEZUE T ) - MEHS —4- 4% -3- ld (111 3) [fil#%
[0248]  H A A [F] 52 i) 34, ¥ N 113(0. 41g) , 15 9% 2 ([ 7K 11T 3(0.28g,70% ) o
m. p. 166 ~ 169°C ; 'H NMR(CDCl,, 300MHz) & :5.95 (t, IH, J = 2.07Hz,2 = CH,),5. 86 (s,
1H,4-H),5. 23 (s, 1H,2 = CH,), 3. 54 (m, 4H, CH,~N-CH,) , 1. 12 (s, 3H, 19-CH,) , 0. 80 (s, 3H,
18-CH,) ;IR (KBr) v :3438, 1668, 1625, 1430cm "’ ;EST-MS m/z :396. 3[M+H] ;Anal. caled for
Cyell,NO, * 1/4H,0 :C 78.10, H 9.39, N 3. 34 ;Found :C 77.90,H 9.41, N 3.41.

[0249]  SEjifs] 52

[0250]  2- WP FRJE -17 B ~[N- (3,5~ — =9 I SEREE ) (28 FME 1 MES —4- 4% —3- W (111
4) W&

[0251]  H KPR R SR 34, BN 1T 10(0. 56¢) , 15 E A K 11T 4(0. 35¢,65% ) o
m. p. 107 ~ 110 C ;'H NMR(CDCl,, 300MHz) & :8.14(s,2H,2’,6” -H),7.77 (s, 1H, NH) ,
7.59 (s, 1H,4” -H) ,5. 95 (s, 1H,2 = CH,),5.88(s, 1H,4-H) ,5. 27 (s, 1H,2 = CH,), 1. 13(s,
3H, 19-CH,) , 0. 82 (s, 3H, 18-CH,) ;IR (KBr)v :3432, 1664, 1612, 1279,887cm* ;ESI-MS m/
7 :538. 2[M-H] ;Anal. calcd for C,HyFNO, * 1/2H,0 :C 63.50, H 5.83, N 2.55 ;Found :C
63.50, H 5.86, N 2.43.

[0252]  SEjEfH] 53

[0253]  2- WEFIZE —17 B —(N, N- — ZFE2U L ) - MEHS —4- /& -3- Wd (I11 5) [HIhil#
[0254]  HAK¥RAE[R SLHEH] 34, BEA TT 5(0.40g) , £HiR s A [ AK 11T 5(0. 28g,72% ) .
m.p. 117 ~ 120 ‘C ;'H NMR(CDCl,,300MHz) & :5.94(t,1H, J = 2.07Hz,2 = CH,),5. 84 (s,
1H,4-H),5.22(d, 1H, J = 1.89Hz,2 = CH,),3. 71 ~ 3. 68 (m, 2H, N-CH,) , 3. 09 ~ 3. 07 (m,
2H, N-CH,) , 1. 12(t,6H, J = 7. 07Hz, CH,—CH,~N-CH,—CH,) , 1. 08 (s, 3H, 19—CH,) , 0. 81 (s, 3H,
18-CH,) ;IR (KBr) v :3448, 1670, 1629, 1448,939cm* ;ESI-MS m/z :384. 3[M+H] " ;Anal. calcd
for CyH,NO, * 1/2H,0 :C 76.53, H 9. 69, N 3.49 ;Found :C 76. 25, H 9.07, N 3. 35.

[0255]  Sijiifsi] 54

[0256]  2- MEFIAE -17 B —[N-(3,4- —HI4IE) R OHEAIE ML - HEHS —4- 4% -3- Wi (111
6) MIHile%

[0257]  H &4 15 [7] 52 il 1 34, BEN 116 (0. 51g) , £3 7% €4 [ /& 111 6(0.33g,68 % ).
m p.69 ~ 72 C ;'H NMR(CDCl,, 300MHz) & :6.82 ~ 6.80 (m, IH, Ar-H),6. 74 ~ 6. 73 (m,
oH, Ar-H),5. 94 (t,1H, ] = 2.01Hz,2 = CH,),5.83(s, 1H,4-H),5. 23(s,1H,2 = CH,),
3.59 ~ 3.57 (m, 1H, N-CH,) , 3. 49 ~ 3. 48 (m, 1H, N-CH,) , 2. 78 (t, 2H, J = 6. 80Hz, CH,~Ar),
1. 09 (s, 3H, 19—CH,) , 0. 69 (s, 3H, 18-CH,) ;IR (KBr)v :3408,1664, 1515,1236cm’ ;ESI-MS m/
z :530. 2[M+H] " ;Anal. caled for C,H,NO, * 5/4H,0 :C 73.73, H 8.62, N 2. 78 ;Found :C
73.80, H 8.05,N 2. 71.

[0258]  SEjfh] 55

[0250]  2- WP FRZE 17 B —(N- IR WE ) - MEES —4- 44 -3- /i (111 7) [l
[0260]  H A& AF [F] SZ it 5] 34, BE 118(0. 38g) , 1S ¥R s (i /& 11T 7(0. 24g,65% ) o
mp. 116 ~ 119°C ; 'H NMR(CDCl,, 300MHz) & :5.94 (t, IH, J = 2. 18Hz,2 = CH,),5. 84 (s,
1H, 4-H) , 5. 39 (brs, 1H, NH) , 5. 23 (s, 1H,2 = CH,),2.71 ~ 2.67 (m, 1H, N-CH), 1. 10 (s,
3H, 19-CH,) , 0. 73 (s, 3H, 18-CH,) ;IR (KBr)v :3429, 1662, 1527, 1253cm " ;ESI-MS m/z :
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368. 3[M+H] " ;Anal. caled for C,,H,NO, * 1/2H,0:C 76.59, H 9.04, N 3.72 ;Found :C
76.43, H 8. 36, N 3.63.

[0261]  SLJsfs] 56

[0262]  2- PP 17 B — (N- AL -N- 2R3 — S B AP ) — M —4- & -3-d (111 8) 11}
Ik

[0263]  HAK$RAERISER] 34, BEN 2- B2 AL —17 B — (N- A3 N- KO8 - 2 G ) — A
8 —4— #5 —3- i (0.43g), 153 ¥ o & & 11T 8(0. 262,62 % ) o m.p. 176 ~ 179 °C ;'H
NMR (CDC1,, 300MHz) & :7.42 ~ 7. 37 (m, 2H, Ar-H), 7. 33 ~ 7. 29 (m, 1H, Ar-H),7. 12(d, 2H,
J = 7.47Hz, Ar-H),5.92 (s, 1H,2 = CH,),5. 79 (s, 1H,4-H),5. 19 (s, 1H,2 = CH,), 3. 27 (s,
3H, N-CH,) , 1. 07 (s, 3H, 19—CH,) , 0. 87 (s, 3H, 18—CH,) ;IR (KBr)v :3440, 1666, 1649, 1378,
704cm™ ESI-MS m/z :418. 3[M+H] " ;Anal. caled for CulH,NO, :C 80.57, H 8.39N 3. 36 ;
Found :C 80.23,H 8.05,N 3. 25.

[0264]  SLjEfH] 57

[0265] 17 B - IR F NS -5 Pk —A- Kk —-3,5- 3L - HEES -3- 1R (173) Byl &

[o266]  HLBHEHE T, K 161 (3. 3g) ¥ T 65. OmL FUT BEH, A 28% K,CO, 7K E¥& 10mL, FF
182 60°C, i 0 60mL & Nal0, (10g) JKMnO, (0. 20g) FRI7ZK VAW, 30min N N5e, )V 1 ~ 1. 5h,
AEN R, S, SEUEHBUT BE (8mL X 3) PRV, JEMEAE IR T 28 BRAUT BE, £ 2 F 4R 40mL
ZeAa iy, R E, FH emol/L IR BRI pH = 2, #r K& [ 44, H L8 L BEAEEL (14mL X 3) ,
FH 10% NaHSO0, (20mL X 3) , P f£r #h /K ¥Esk (20mL X 3) , Jo7K NasSO, T4t . BT
), 49 3 3 [ A4, B TR BB 45 60 (ORZ0H 130mL) , 1& e aR i €, ik 9%, ¥4 2 2508, vk As i
B M Ak 173 (2.68g,76.6% ) o m.p. 156 ~ 161°C ;ESI-MS m/z :351. 1 [M+H]".
[0267]  SZjfs) 58

[0268]  4— %% —17 B — FRIEL G - HEHS -3 Wi (174) 1%

[0269]  173(6. 8g, 19. 4mmo1) Ji A F 30mL J& 7K B F 40mL 87 7% THFE 1, =38 F A
NaBH, (1. 4g, 36. 8mmo1) , J . 5h, ¥ 45 b 2 K8 73 %5 ), N 50mL v Fi £ 5 7K, A 10 %
H,S0, I pH = 3 ~ 4, i #E 30min, LR L BEAEHL, MR #hoK PEH 3 IR, oK Na,SO, + 4,
W JE N TA B 10mL, 0 #ARE 3, N UK AR o 2, B H L AR 174 (5. 5g,84.7% ) . H
NMR (CDC1,, 300MHz) & :4. 16 (m,0. 15H,5 B —-H),3.95(dd,0.85H, ] = 11.95and 4. 32Hz,
5a-H),3.67 (s, 3H, OCH,),1.00,0.94 (s, 3H,19-CH,), 0. 67 (s, 3H, 18-CH,) ;Anal. calcd
for Cyll0, :C 71.86, H 8.98 ;Found :C 71.94, H 8. 72.

[0270]  SEjEfH] 59

[0271] 17 B - &R —5— Pt —A— Kfik —-3,5- & - MEfS -3- & (176) Byl

[0272]  EAER/E RSt 57, BN 162(0. 63g) , 15 (I EAE 4 176 (0. 44g,656% ) » ESI-MS
m/z :337. 2[M+H]".

[0273]  SEJEfH] 60

[0274]  4- %% —17 B — FRIEZ MR - HEES —3- W (175) [1)H#%

[0275]  #% 174(2. 0g,5. 99mmol) %5 T 50mL LFEH, A 40 % NaOH %S 2. 2mL, [F]35 1h, #
B R 735557, B 200mL #E KK, FE 10 % H,S0, i pH = 3 ~ 4, J5CE 1h, i 3§, 15 5 4[]
4175 (1. 32g,69% ) » 'H NMR (CDCl,, 300MHz) & :4. 16 ~ 4. 15(m,0. 15H,5 B —-H) , 3. 96 (dd,
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0.85H, J = 11.96and 4. 27Hz,5a -H), 1.00,0. 94 (s, 3t 3H,19-CH,) , 0. 74 (s, 3H, 18-CH,) ;
IR (KBr) v :3429,1738, 1724, 1450, 1160cm ™ ;EST-MS m/z :319. 2[M-H] .

[0276]  SLjEfs] 61

[0277] 17 B —(N- BRI ZRZIE I WE ) -5- et —A- 2Rk —3,5- FF4 - M -3- 1R (177-1)
[y i) 2%

[0278]  HAK$EAE[RSEifG) 57, # A 163-5(0. T1g) , 15 A MR A 177-1(0. 45g,60% ) .
[0279]  sEjifs] 62

[0280]  4- %A% —17 B —(N- BRPNFEZEE L ) - M -3- W (IV 1) il

[0281]  EAA$EAE[RISLiER] 58, BEAN 177-1(0. 38g) , AEJEHT, AT HEE / LR LBE=4 @ 1
JEFF, 15 A E A TV 10, 25g,70% ) o 'H NMR (CDC1,, 300MHz) & :5. 38 (br, 1H,NH) , 4. 16 (¢,
0. 3H, ] = 2. 54Hz,58 -H) , 3. 95(dd, 0. 7TH, ] = 11. 93and 4. 25Hz,5 a H) , 2. 70 (m, 1H,N-CH) ,
0. 93 (s, 3H, 19-CH,) , 0. 69 (s, 3H, 18-CH,) ;ESI-MS m/z :360. 2[M+H]"

[0282]  SEjEfH] 63

[0283]  4- %A% —17B - (N- BUT REZEFEE ) -5 o« - M\ 3-8 (IV 2) K6k

[0284]  HA&$AE[RISZiEH] 58, BEN 177-2(0. 50g) , AEJEHT, AT HEE / LR LBE=4 @ 1
JEFF, B EE A TV 2(0. 362,75% ) m. p. :230-234°C5'H NMR (CDCl,, 300MHz) & :5. 1 (s,
1H, NH) , 4. 0(dd, 1H, J = 12.00and 4. 20Hz,5a -H), 1. 4(s,9H, t-Bu), 1. 0(s,3H, 19-CH,) ,
0. 6 (s, 3H, 18-CH,) ppm ; IR (KBr) v :3445, 2967, 1732, 1390, 1013cm * ;EI-MS m/z :375 (M) ;
Anal. caled for C,H,NO, :C 73.56, H 9.93, N 3.73 ;Found :C 73.87,H 9.86, N 3.48.
[0285]  SLJifs] 64

[0286]  4- %A% —17B - (N, N- ZZHE2a WL ) -5 a — MK —3- ] (IV 3) &k

[0287]  HAKBRAERISCHER] 58, BEN 177-3, ¥ 287, H A Mt / LR OEE= 4 ¢ 1 &TF,
BEMGEAKIV 3(72% ). mp. :140-145°C ;'H NMR(CDC1,, 300MHz) & :4.0(dd, 1H, J =
11. 7and 4. 2Hz,5a -H),3.8 ~ 3.6 (m, 2H, N-CH,) , 3. 2 ~ 3. 0 (m, 2H, N-CH,), 1. 13 (t,6H, J
= 6. 6Hz, CH,~CH,~N-CH,~CH,) , 1. 0 (s, 3H, 19-CH,) , 0. 8 (s, 3H, 18—CH,) ppm ; IR (KBr) v :2970,
2848,1730,1487,1050cm ' ;EI-MS m/z :375 (M) ;Anal.caled for C,H,NO,:C 73.56, H
9.93, N 3.73 ;Found :C 73.81,H 9.35, N 3.72.

[0288]  sLjfs] 65

[0289]  4- %A% —17B - (N, N- “INZEZZEFEE ) -5 a - HESS -3- Hi (IV 4) &

[0200]  EL&$EAE[RISLiER] 58, BN 177-4 (0. 42¢) , AEJEHT, FHATHEE / LR LBE=4 © 1
JEFF, 5 e E 4 TV 4(0. 19g,48%) »'H NMR(CDC1,, 300MHz) & :3. 96 (dd, 1H, J = 11. 92and
4. 15Hz,5a -H), 3. 81 ~ 3.72(m, 1H, N-CH,) , 3. 60 ~ 3. 50 (m, 1H, N-CH,) , 3. 03 ~ 2. 93 (m,
1H, N-CH,) , 2. 84 ~ 2.77 (m, 1H, N-CH,) , 0. 94 (s, 3H, 19-CH,) , 0. 89 (t,6H, | = 7. 34Hz,
CH,~CH,~N-CH,—CH,) , 0. 76 (s, 3H, 18-CH,) ;ESI-MS m/z :404. 3[M+H]".

[0291]  SLJsEfH] 66

[0202]  4- 4% —17B - (N, N- T RE2 I BE ) -5 a - MK -3- i (IV 5) &Rk

[0203]  HAKHEAERISZiER) 58, BEN 177-5, kR 2T, A MEE / LR OBE= 4 @ 1 JBIF, 15
HEE A IV 5 73%. mop. :60-65°C ;'H NMR (CDCl,, 300MHz) & :3.9(dd, 1H, J = 11. 7and
3.9Hz,5a -H),3.82 ~ 3.7 (m, 2H, N-CH,) ,3. 62 ~ 3.5 (m, 2H, N-CH,) , 1. 0 (s, 3H, 19-CH,) ,
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0.7 (s,3H, 18—CH,) ppm ; IR (KBr) v :3481, 2972, 1742,1478,897cm ' ;EI-MS m/z :431 (") ;
Anal. caled for C,.H,NO,:C 75.13,H 10.51,N 3. 24 ;Found :C 75.52, H 10.65, N 2.987.
[0294]  SLJEfH] 67

[0205]  4- 4% —17 B — (N- A AL L G ) - MEES -3 i (IVe, 1V7) [yil+

[0206]  ELAAHRAE R SEiifs) 58, # N 177-6 (0. 42¢) , KL EMT, FHA MR / 2B 2 BE=5 © 1
JETT, 13RI 4 1V6 (0. 0448, 11 % ), iR B LA 44 TVT7 (0. 17g,42% ) » Data for IV6 :
m.p. 175 ~ 178 C 5 'H NMR(CDCl,, 300MHz) & :5.16(d, 1H, J = 7. 77Hz, NH) ,4. 16 (t, 1H,
J = 2.60Hz,5 B -H), 3. 81 (m, 1H, N-CH) , 1. 00 (s, 3H, 19-CH,) , 0. 70 (s, 3H, 18—CH,) ;IR (KBr)
v :3437,1724,1645cm " sESI-MS m/z :402. 3[M+H] " ;Anal. caled for CyHyNO, * 1/4H,0 :C
73.98, H 9.74, N 3.45;Found :C 74.18, H 9.51, N 3.22.Data for IV7:'H NMR(CDCL,,
300MHz) & :5.12(d, 1H, J] = 7.92Hz, NH),3.95(dd, 1H, ] = 12.00 and 4.22Hz,5a -H),
3. 81 (m, 1H, N-CH) , 0. 94 (s, 3H, 19-CH,) , 0. 69 (s, 3H, 18—CH,) ;IR (KBr) v :3427,1735, 1647,
1529, 1049cm™ ;EST-MS m/z :402. 3[M+H] "

[0207]  SEjifs) 68

[0298]  4- 4% -17B - (N, N- MR FEE ) -5 « — HEHS -3- B (IV8) KAk

[0209]  HEKHAE[RISLiEd) 58, BEN 177-8, kEZHT, Fl A MGk / LR ABE= 4 @ 1 JBIF, 15
[ 4 TV8 (73% ) om. p. :246-250°C;'H NMR (CDC1,, 300MHz) & :4. 0 (dd, 1H, J =11. 76and
3. 75Hz,5 a -H) , 3. 7 (s, 1H, N-CH) , 2. 9 (s, 1H, N-CH) , 1. 0 (s, 3H, 19-CH,) , 0. 8 (s, 3H, 18—CH,)
ppm ;IR (KBr) v :2969, 2820, 1734, 1231,991cm ™’ ;EI-MS m/z :483 (M) ;Anal.caled for
CyH,NO, :C 76.97, H 10. 21, N 2.90 ;Found :C 76.62, H 10. 40, N 2. 63.

[0300]  sEjifsl 69

[0301]  4— %% —17 B — (1- WRMEFE I ) -5 a — MK —3- Bid (1V9) &k

[0302]  ELAAHEAE R SR 58, BEN 177-9, KE2HT, A / TR OEE= 4 ¢ 1 JEFF,
2 [ o [l 4K V9 (68 % ) o m.p. :140-148 °C ;'H NMR(CDCl,, 300MHz) & :4.0(dd, 1H, J =
11. 79and 4. 02Hz ;5 a —H) , 3. 55 (s, 4H, CH,~N-CH,) , 1. 0 (s, 3H, 19—-CH,) , 0. 8 (s, 3H, 18-CH,)
ppm ; IR (KBr) v :2980, 2836, 1739, 1630, 1133cm EI-MS m/z :387 (M) ;Anal. caled for
C,,HyoNO, :C 74. 38, H 9.62, N 3.61 ;Found :C 74.52, H 9. 788, N 3. 253.

[0303]  SEjifsl] 70

[0304]  4- %A% —17 B —(1- MWK — FAME ) -5 a — HELS -3 B (IV10) (162

[0305]  H. {4 $ 1E 7] SZ i 5] 58, £ A 177-100. 41g) , K= )2 #7, F A Bk / £ 1% 2 I
=4 1@, B @6 E K IV10(0. 218,55 % ) o m.p. 161 ~ 171 °C ;'H NMR(CDCL,,
300MHz) & :3.96(dd, 1H, J = 11.98and 3.97Hz,5a -H),3.65 ~ 3. 46 (m,8H, " W If ),
0. 94 (s, 3H, 19-CH,) , 0. 75 (s, 3H, 18—CH,) ;ESI-MS m/z :390. 3[M+H]" ;Anal. caled for
CysHaNO, * 1/4H,0 :C 70. 14, H 9. 02, N 3. 56 ;Found :C 70.07,H 8.83,N 3.47.

[0306]  SEjifsl 71

[0307]  4- %A% —17 B - (N- ZREEZE A WE ) -5 a — HEES -3- B (IV 11) &Rk

[0308]  H (A AE A SCHEH) 58, $EN 17711, ¥ EM, FAMEE/ 2B Ols=4 ¢ 1§
T, B AGEAA TV 11, 0% 46 % . m.p. :208-215°C ;'H NMR(CDC1,, 300MHz) & :7.5(d,
oH, ] = 7.92Hz,2°,6” -H),7.3(t,2H, ] = 7. 77Hz,3”,5” -H),7. 1 (m, 1H, 4’ -H), 7. 1 (s, 1H,
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NH), 4. 0(dd, 1H, J = 11.6land 3.63Hz,5a -H), 1.0 (s, 3H, 19-CH,) , 0. 8 (s, 3H, 18—CH,) ppm ;
IR (KBr) v :3322, 2969, 1736, 1440, 755¢cm " ;EI-MS m/z :395 (M) ;Anal. caled for C,HyNO, :
C 75.91,H 8.41,N 3.54 ;Found :C 76.31,H 8.87, N 3. 28.

[0309]  Sijsifs] 72

[0310]  4- 4% —17 B — (N- FIEEZRILZEE L ) -5 o« — MEHS -3- Wi (IV 12) W&k

[0311]  EARERVER S 58, ¥rN 177-12, K E2HT, FIA B / 2R AEE= 4 ¢ 1 JETF,,
BEERE A1V 12, 10%56% .m. p. :90-96°C;'H NMR (CDC1,, 300MHz) & :7. 43 ~7. 3 (m, 3H,
3°,4°,5"-H),7.1(d, 2H, ] = 7. 2Hz,2”,6’-H) , 4. 1 (s, 1H,5 « -H) , 3. 3 (s, 3H,N-CH,) , 1. 0 (s,
3H, 19-CH,) , 0. 8 (s, 3H, 18—CH,) ppm ; IR (KBr) v :2967, 1740, 1495, 1261, 705cm ' ;EI-MS m/z :
409 (M) ;Anal. caled for CyHiNO, :C 76.25, H 8.61, N 3.42 ;Found :C 75.92, H 8.92, N
3. 10.

[0312] St 73

[0313]  4— %% —17 B - (N, N- KB IE WL ) -5 o - HEE -3- i (IV 13) K&k

[0314]  EAKEEAERISZiER] 58, # N 17713, KEJ2HT, FA it/ LR OEE=4 © LRI, 15
HEE A TV 13(41% ) o mp. :198-208°C;'H NMR (CDCl,, 300MHz) & :7. 34 ~ 7. 15 (m, 10H,
Ar-H),3.9(dd, 1H, J = 12. 0and 4. 2Hz,5a -H), 1. 0 (s, 3H, 19-CH,) , 0. 8 (s, 3H, 18—CH,) ppm ;
IR (KBr) v :3061,2939, 1731, 1397, 704cm ™ ;EI-MS m/z :471 (M) ;Anal. caled for CyHyNO, :
C 78.95,H 7.91,N 2.97 ;Found :C 78.57,H 8.03, N 2.91.

[0315]  SEjsfs] 74

[0316]  4— %% —17 B — (N- &%k -N- K FILZ LW ) -5 o - HEE —3- Wd (IV 14) KyH)4
[0317]  HAK$ERAERISZiER) 58, BEAN 177-14(0. 50g) , ¥ ZHT, H AW / LR LBE=4 © 1
J& I, 15 0.30g (A €4 [l 44 IV 1461 % ) o m.p. 108 ~ 111 °C ;'H NMR(CDC1,, 300MHz) & -
7.29 ~ 7.24(m,5H, Ar-H),7.22 ~ 7. 16 (m, 3H, Ar-H),6.92 ~ 6. 00 (m, 2H, Ar-H) ,4. 97 (d,
1H, J = 14. 22Hz, CH,~Ph) ,4. 71(d, 1H, J = 14. 16Hz, CH,~Ph), 3. 84 (dd, 1H, J = 12. 02and
4. 35Hz,5 a —H) , 0. 90 (s, 3H, 19-CH,) , 0. 89 (s, 3H, 18-CH,) ;IR (KBr)v :3442, 1733, 1641,
1220, 1050cm™ ;EST-MS m/z :484. 2[M-H] ;Anal. caled for Cs,HyNO, » 1/4H,0:C 78.45, H
8.07, N 2.86 ;Found :C 78. 46, H 8.00, N 3. 00.

[0318] St 75

[0319]  4- 4% —17B - (N, N- RS EFWE ) -5 a - MK -3- ] (IV 15) HIE K

[0320]  H{A#EAE A SEHEH) 58, $E N 177-15, ¥ ZEMT, HAa B/ 2B ols=4 @ 1§
F, B AEE A IV 1565% ) mp. :74-78°C ;'H NMR (CDCl,, 300MHz) & :7.4 ~ 7.0 (m,
10H, Ar-H) ,5. 4(d, 2H, J = 14. THz, N-CH,~Ar) , 4. 9(d, 2H, J = 10. 1Hz, N-CH,~Ar) , 4. 0 (dd,
1H, J = 11.79and 4.02Hz,5a -H),0.9(s,3H, 19-CH,) , 0. 8 (s, 3H, 18—CH,) ppm ; IR (KBr) v :
2941, 2846, 1736, 1494, 699cm " ;EI-MS m/z :499 (M) ;Anal. caled for CyH,NO, :C 79.32,H
8.27,N 2.80 ;Found :C 78.93, H 8. 324, N 2. 429.

[0321]  SEjifs) 76

[0322]  4- %A% —17 B —[N= (W FIEEARSE ) R ZEFBE -5 o — HELS -3- Wi (IV 16) 5%

[0323]  H{A$RAE R SCHEH) 58, $E N 177-16, ¥ ZEHT, FAMEE / 2R OlE=4 ¢ 1§
T AEAGE K1V 16(2% ). mp. :226-230°C ;'H NMR(CDC1,, 300MHz) 8 :7.4(d,2H, J
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= 8.28Hz,2’,6” -H),7.1(d,2H, J = 8.16Hz,3’,5” -H),6.9(s, 1H, NH) ,4. 0(dd, 1H, J =
11. 79and 3.93Hz,5a -H), 2. 3 (s, 3H, Ar—CH,) , 1. 0 (s, 3H, 19-CH,) , 0. 8 (s, 3H, 18—CH,) ppm ;
IR (KBr) v :3377,2981, 1716, 1259,815cm ' ;EI-MS m/z :409 (M) ;Anal. caled for CyHsNO, :
C 76.25,H 8.61,N 3.42 ;Found :C 76.61,H 8.92, N 3.23.

[0324]  SZjffs) 77

[0325]  4- %A% 17 B —[N-(2,3- AL ) SR HME -6 a — MESS —3- W (IV 17) Il
%

[0326]  EK$EAE[RISLiER] 58, BEN 177-17 (0. 44g) , FEZHT, FI A MBE / LR LBE=4 © 1
T, 13 v i A [ & TV 17(0. 23g,53% ) o m.p. 175 ~ 178°C ;'H NMR(CDCl,, 300MHz) & -
7.56(d, 1H, ] = 7.86Hz,6” -H),7.09(d, IH, ] = 7. 68Hz, Ar-H),6.98(d, 1H, J = 7. 53Hz,
Ar-H),3.97(dd,1H, J = 11.91and 4.05Hz,5a -H),2.30(s,3H,3” —CH,) ,2. 15 (s, 3H,
2’ —CH,) ,0. 95 (s, 3H, 19-CH,) , 0. 81 (s, 3H, 18—CH,) ;ESI-MS m/z : [M+H]  ;Anal. calcd for
CyHyNO, » 1/2H,0 :C 75. 00, H 8. 80, N 3. 24 ;Found :C 75.17, H 8.49, N 3. 03.

[0327]  SEjfs) 78

[0328]  4-%H A% —17 B —[N-(4— P4 Rt ) S 1- MESS -3- B (IV 18, IV 19) K
il %

[0320]  EA&HAE[RISZiEf) 58, BEN 177-18(0. 44g) , FEZHT, FI A MEBE / LR LBE=4 © 1
JETF, 13 9R F A K TV 18(0.064g,15% ), s (A [f 44 TV 19(0. 21g,50% ) . Data for
IV 18 :mm.p. 114 ~ 117 °C ;'"H NMR(CDC1,, 300MHz) & :7.41(d,2H, J = 8.97Hz,2’,6’ -H),
6. 98 (brs, 1H, N-H), 6. 84(d,2H, J = 9.00Hz,3’,5” -H),4. 17 (m, 1H,5 B -H) , 3. 79 (s,
3H, OCH,) ,1. 01 (s, 3H, 19—CH,) , 0. 78 (s, 3H, 18-CH,) ;IR(KBr)v :3417,1724, 1680, 1512,
1242cm™ ;ESI-MS m/z :448. 2[M+K]" ;Anal. caled for ChH,NO, « 1/4H,0 :C 72.64, H 8. 27,
N 3.26 ;Found :C 72.52, H 8.00, N 3.08.Data for IV 19 :'H NMR(CDCl,, 300MHz) & :
7.39(d, 2H, J = 8.94Hz,2’,6” -H),6.84(d,2H, J = 9.00Hz,3”,5” -H),3.97(dd, 1H, J =
11.91and 4. 10Hz,5 a H), 3. 79 (s, 3H, OCH,) , 0. 94 (s, 3H, 19-CH,) , 0. 77 (s, 3H, 18-CH,) .
[0330]  Sjiifs] 79

[0331]  4- 4% —17 B —[N-(2—- PR ) ZIEFWE - HES -3- 8 (IV 20, TV 21) 1
il 2

[0332]  E&$EAE[RISLiER] 58, BEN 177-20(0. 44g) , FEZHT, FIAWMHEBE / LR LBE=4 © 1
JRI, 13 EE K TV 20(0. 043g,10% ) , iR BEEE4A TV 21 (0. 17g,40% ) o Data for TV
20 :m. p. 193 ~ 195°C;'H NMR (CDC1,, 300MHz) & :8.39(dd,1H, ] = 7. 78and 1. 44Hz,6’-H),
7.65 (brs, 1H, N-H), 7. 05 ~ 6.92(m, 2H,3’,4” -H),6.87(dd, 1H, ] = 7.89%nd 1.51Hz,
5 -H),4.17(t,1H, ] = 2. 79Hz,5 B -H) ,3. 89 (s, 3H, OCH,) , 1. 00 (s, 3H, 19-CH,) , 0. 76 (s,
3H, 18-CH,) ;IR (KBr)v :3431, 1736,1670, 1521cm™ ;ESI-MS m/z :426. 3[M+H] " ;Anal. calcd
for CyHyNO, :C 73.41, H 8. 23, N 3. 29Found :C 73. 23, H 8.07, N 3. 24.Data for IV 21 :
m. p. 200 ~ 202 ‘C ;'"H NMR(CDC1,, 300MHz) & :8.38(dd, 1H, J] = 7.83and 1.64Hz,6” -H),
7.65 (brs, 1H, N-H),7.05 ~ 6.92(m, 2H,3’,4’ -H),6.86(dd, 1H, ] = 7.90and 1.54Hz,
5" -H),3.97(dd, IH, J = 11.93and 4. 18Hz,5 a H), 3. 88 (s, 3H, OCH,) ,0. 94 (s, 3H, 19-CH,) ,
0. 75 (s, 3H, 18-CH,) ;Anal. caled for C,H,NO, :C 73.41,H 8.23,N 3.29 ;Found :C 73. 18,
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H 8.07,N 3.17.

[0333] st 80

[0334]  4-4HZ% —17 B —[N-(4- &I ) S WE 1-5a - HESS -3- B (IV 22, TV 23) 1
il 2%

[0335]  HL A& $5 1E 7] SZ i 58, # N 177-22(0. 45¢) , ¥ 247, Fl A Wik / 2 4B =
4 1 BT, B a4 IV 22(0. 24¢,55% ), IV 23(0.12g,27% ). Data for IV 22
m. p. 193 ~ 196°C;'H NMR (CDC1,, 300MHz) & :7.48 ~ 7. 43 (m, 2H,2’,6’-H) , 7. 28 ~ 7. 25 (m,
oH,3’,5" -H),6.97 (s, 1H, N-H) ,3.96 (dd, 1H, ] = 11.94and 4. 17Hz,5a -H),0.93 (s, 3H,
19-CH,) , 0. 76 (s, 3H, 18-CH,) ;IR (KBr) v :3430, 3356, 1710, 1686, 1525¢cm " ;ESI-MS m/z :
430. 2[M+H] " ;Anal. caled for C,H,,CINO,:C 69.85, H 7.46, N 3. 26 ;Found :C 69. 41,
H 7.63, N 2.91.Data for IV 23:m. p.140 ~ 143°C ;'"H NMR(CDCl,, 300MHz) & :7.50 ~
7.49 (m, 2H,2°,6” —H) , 7. 29 ~ 7. 25(m, 2H,3”,5” -H) , 4. 18 ~ 4. 15 (m, 1H,5 B —H) , 1. 00 (s,
3H, 19-CH,) , 0. 75 (s, 3H, 18-CH,) ;IR (KBr)v :3427,3274,1735,1209cm " ;ESI-MS m/z :
430. 2[M+H]".

[0336]  sLjfsl 81

[0337] 17 B —[N-( X HREE ) ZEEFEL ] HESS —4- 44 -3- B (178) BIH Ak

[0338] ¥4 162(0. 5g, 1. 58mmol) ¥& T & Mk émL 17, [£iE. 2 0°C, in A\ EDC «HC1 (0. 36g,
1. 9mmo1) , 2 & 30min, ¥ %f R ZEHE (0. 45mL, 4. Tmmol) & DMAP (0. 23g, 1. 9mmol) JR & ¥ T
ZATBE AmL P I R T T S NV S T AR R, SOV 4he K 10mL, 43 A
BUE, 7K 2 =S R 2 =R, A A HUAH, IN EhER R0 NaHCO, 7 Fl NaCl ik IR %%k
B =0 TR BRI BN T4, Tl ek He e BRI, 759 1 (i 44 178 (0. 45¢, W2 70% ) o EI-MS
m/z :409 (M").

[0330]  SEZjffs] 82

[0340]  4-4% —17 B —[N-(XPORAHE ) 2L WE 1-5 « — HEES —3- Hd (IV 24) KIH K
[0341]  HAR#EAE [F] SC ) 58, $E N 177-24, ¥ EHT, A MBE / 2B olgE=4 @ 1§
T, B AEFEE IV 24(46% ). m.p. :250-254°C ;'H NMR(CDCl,, 300MHz) & :7.5 (m, 2H,2’,
6’ -H),7.0(t,2H, ] = 8.7and 8.4Hz,3’,5” -H),7.0(s, 1H, NH) ,4. 0(dd, 1H, J = 14. 4and
7. 2Hz,5a -H) , 1. 0 (s, 3H, 19-CH,) , 0. 8 (s, 3H, 18-CH,) ppm ; IR (KBr) v :3350, 2940, 1729,
1510,975cm’ EI-MS m/z :413 (M) ;Anal. caled for Cy:H,FNO, :C 72.61,H 7.80,N 3.39 ;
Found :C 72.55, H 7.92, N 3. 26.

[0342]  SEjEfH] 83

[0343]  A-% A% -17B - {N-[2,5- = ( =9 P ) 45 ] AEFWE 1 -5« - HEH 3-8 (IV
25) A H

[0344]  HAKERVERSLHER] 58, BEN 177-25, KL EMT, FIA Mt / 2R 2lE= 4 1 BT,
BEAEREAK IV 25(40% ), mp. :212-216°C ;'H NMR (CDCL,, 300MHz) & :8.8 (s, 1H, NH) ,
7.75(d, 1H, ] = 8. 10Hz,3” -H),7.5(t,2H, J = 9. 00and 8. 40Hz,4’,6” —H),4.0(dd, 1H, J
= 12.00and 3.95Hz,5a -H),0.9(s, 3H, 19-CH,) , 0. 8 (s, 3H, 18—CH,) ppm ; IR (KBr) v : 3455,
2937,1741,1468, 1132cm ™ ;EI-MS m/z :531 (M) ;Anal. caled for C,H,F.NO,:C 61.01, H
5.88, N 2.64 ;Found :C 60.80, H 6.27,N 2.49.
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[0345]  Sjiifsi] 84

[0346]  4- %A% 17 B —[N-(3,5- =G RIL ) L PEE 1-5 « — MK -3-Hd (IV 26)
) i) 2%

[0347]  HAKEEAE[RSLHER] 58, BN 177-26 (0. 55g) , ¥EJEHT, FHAMEL / 2R HE=5 @ 1
J& T, 49 1 6 8 4K TV 26(0. 32,60 % ) o m.p. 121 ~ 124 °C ;'H NMR(CDCl,, 300MHz) & -
8.04(s,2H,2”,6” -H),7.61 (s, 1H,4’ -H), 7. 24 (brs, 1H, NH) ,4. 00(dd, 1H, ] = 12. 00and
4. 20Hz,5 a -H) , 0. 97 (s, 3H, 19-CH,) , 0. 81 (s, 3H, 18-CH,) ;ESI-MS m/z :530. 2[M-H]  ;Anal.
caled for CyH,FgNO, » 1H,0 :C 59. 01, H 6.01, N 2.55 ;Found :C 59. 03, H 5. 85, N 2. 40.

[0348]  sLjifs] 85

[0349]  3-JR -17 B - R T Ms - MEKS -3,5 = (179) Bl &

[0350]  #f 162(10g,0.032mol) ¥ T 52mlL VK [ B2 P, =5 95 ¢ ¥F %5 f#, W% i PBr, (4. 6mL,
0.048mo1) , % N 30min, AT H [ 1A, €, UK S BR Uk ¥ U8 UF, 04N AT T8, 18 A @ [E 1k
179(7. 8g,65% ) o m. p. :228-230°C;'H NMR (CDC1,, 300MHz) & :6. 3 (s, 1H,C,~H),5. 4 (s, 1H,
CH) , 1. 0(s,3H, 19-CH,) , 0. 77 (s, 3H, 18—CH,) ppm ;ESI-MS m/z :378[M-H] .

[0351]  sjsfs] 86

[0352]  3-JRAUN-[2,5- = ( =) R ] MK -3,6- & 178 - Al (180-1)
16 %

[0353]  EL{RHRAE R SLiEE] 2, 153 (af 4 180-1(20% ) » EI-MS m/z :590 ().

[0354]  SLjsfs] 87

[0355]  3- (& -N-[2,56- = ( =5 FE) K3 ] M -3,6- — 4 178 - Al (181-1)
6 %

[0356] ¥ 180-1(0. 8g, 1. 35mmol) ¥ T 15mL DMF 7, Ip AN &AL AR (0. 24g, 2. Tmmol) , TF
A 180°C MY 12he VAE, HhJE, W AR UEVR, BRI\ 60mL 7K, Hibt, 50 &, #hk, 2L4MT
B, 12V E A [ 4 181-1 (0. 458,62% ) » ESI-MS m/z :559 [M+Na] .

[0357]  sEjifsl 88

[0358] 17 B —{N-[2,5- = ( =4 FF3E) KA ] AEFEE ) HES -3,5- 4 -3- R (V 1)
15 %

[0359] ¥ 181-1(0. 45g,0. 84mmol) ¥ T 10mL ZEE, I 20% NaOH %% 0. 17mL, JFiE
2 Al RN 6ho VD, 98 H BE BV 1 ST, 4 V0% T 10mL 7K 7, 2N 2R RV 15 % pH A
N2, BT A, i, L0MT T, 15 m G AR, AR RN, A WEBE/ ZIRAEE=2 ¢ 1§
T, B EFEAV 10.2g,43% ) o m.p. :280-284°C ;'H NMR (DMSO, 300MHz) & :12.0 (s, 1H,
COOH) , 9. 4 (s, 1H, NH),8. 0 ~ 7.7 (m, 3H, Ar-H), 6. 8(s, 1H, C,~H) ,5. 9 (s, 1H, C;—H),0.9 (s,
3H, 19-CH,) , 0. 8 (s, 3H, 18—CH,) ppm ; IR (KBr) v :3434, 2930, 1725, 1384, 1097cm ' ;ESI-MS m/
z :554[M-H] ;Anal. caled for CuHyFNO, :C 62.70, H 5.62, N 2.52 ;Found :C 62.84, H
5.384, N 2.318.

[0360] S jsfs] 89

[0361] 178 —{N-[3,56- = ( =9 &) I ] LWL M -3,5- — -3- &R (V 2)
5 %

[0362]  HA$RVER S2iEfd] 88, A ARV 2(23% ). m. p. :140-142°C ;'H NMR (DMSO,
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300MHz) & :10. 2 (s, 1H, COOH), 8. 4 (s, LH,NH) , 7. 73 ~ 7. 68 (m, 2H, Ar-H) , 7. 3 (s, 1H, Ar-1) ,
6.8 (s, 1H, C,~H),5. 7 (s, 1H, C;~H), 0. 9 (s, 3H, 19-CH,) , 0. 7 (s, 3H, 18-CH,) ppm ; IR (KBr) v :
3357, 2941, 1670, 1436, 1134cm™ ;ESI-MS m/z :554[M-H] ;Anal. caled for C,eHiy,FeNO, :C
62.70, H 5.62, N 2.52 ;Found :C 62.95,H 5.298, N 2. 309.

[0363]  Sijiifsi] 90

[0364] 17 B —[N-(2- FIZEk —4- FRAEORIL ) B FlE 1 HEES -3,5- 0@ —3- % (V 3) 1)
Ak

[0365]  H{k$AE R SLiifh] 88, S5 EA V 3(35% ) m.p. :294-296°C ;'H NMR (DMSO,
300MHz) & :9.0(s,1H, NH),7.8 ~ 7.6 (m,3H, Ar-H),6.9(s, 1H, C,~H),5.9(s, IH, C,—H),
2.3 (s, 3H, Ar-H),0.9 (s, 3H, 19-CH,) , 0. 7 (s, 3H, 18—CH,) ppm ; IR (KBr) v :3439, 2967, 2200,
1681, 1292cm ™ ;ESI-MS m/z :476 [M-H]  ;Anal. calcd for C,H,NO.:C 72.93, H 7.39, N
2.93 ;Found :C 73.27,H 7.71,N 2.54.

[0366]  sLjfsl 91

[0367] 17 B —[N-(4- A2kt ) & FWE ] MESS -3,5- =& -3- R (V 4) Ak
[0368]  H.AA¥RAE[E SZiE W) 88, 15 8 (1 [d 14 v4(24% ) » m. p. :194-196°C ;'H NMR (DMSO,
300MHz) & :9.4 (s, 1H, NH),7.5(d,2H, ] = 8.67Hz,2”,6’ -1),6.9(d,2H, J = 8.7Hz,3’,
5 -H),6.7 (s, 1H, C,~H) , 5. 7 (s, 1H, C.-H) , 3. 7 (s, 3H, 0-CH,) , 0. 9 (s, 3H, 19-CH,) , 0. 7 (s, 3H,
18-CH,) ppm ; IR (KBr) v :3414, 2940, 1661, 1511, 1234cm ' ;EST-MS m/z :450 [M+H] " ;Anal.
caled for CyH,NO, :C 74.80,H 7.85, N 3.12 ;Found :C 74.55,H 8. 117, N 2. 755.

[0369]  SEjfs] 92

[0370] 17 B —[N-(4- 5 -3- =W FFEEASE ) 2L PlE ] HEHS -3,5- 4@ -3- IR (V 5)
6 %

[0371]  ELAR$RAEFR SCHif) 88, £ AV 5(13% ). m.p. :158-164°C ;'H NMR(DMSO,
300MHz) & :10.0 (s, IH, COOH),8. 2 (s, 1H, NH),7.9(d, 1H, ] = 8.7Hz,2” -H),7.7(d,
1H, ] = 8.67Hz,5" -H),7.3(m, 1H,6” -H),6.7(s, 1H, C,~H),5. 7 (s, 1H, C;-H),0. 9 (s, 3H,
19—CH,) , 0. 7 (s, 3H, 18-CH,) ppm ; IR (KBr) v :3339, 2940, 1659, 1413, 1173cm* ;ESI-MS m/z :
523 [M+H]" ;Anal. caled for Culy,CIFNO, :C 64.43, H 5.99, N 2.68 ;Found :C 64. 55, H
5.776, N 2. 556.

[0372]  sEjEfs] 93

[0373] 17 B —[N-(3- =G AERE ) AP | HEE -3,5- —4 -3- R (V 6) 1A
[0374]  HARERAEE SZiEf) 88, /8 E (G [E A V 6(17% ). m.p. :140-142°C ;'H NMR (DMSO,
300MHz) & :9.9 (s, 1H,NH),8. 1 (s, 11,2’ -H),7.8(d, 1H, ] = 8. 01Hz,6’ -1),7.5 ~ 7. 3(m,
2H,4’,5° -H),6.7 (s, 1H, C,~H),5. 7 (s, 1H, Cs-H),0.9 (s, 3H, 19-CH,) , 0. 7 (s, 3H, 18—CH,)
ppm ; IR (KBr) v :3342, 2937, 1661, 1333,698cm ' ;ESI-MS m/z :488[M+H] " ;Anal. caled for
Colls,F5NO, :C 68.98, H 6. 62, N 2. 87 ;Found :C 68.56, H 7. 173, N 2.952.

[0375]  SEJtEfH] 94

[0376] 17 B —(N- ZRILZ LWL ) HEES -3,5- M -3- IR (V 7) K&K

[0377]1  HLAk$RAER SCiifh) 88, /3B (lf A V 7(24% ) o m.p. :138-140°C ;'H NMR (DMSO,
300MHz) & :9.5 (s, 1H, NH),7.6(d,2H, ] = 7.89Hz,2’,6” -H),7.3(t,2H, J = 7.53Hz,3’,
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5°-H),7.0(t,1H, ] =7.26Hz,4’-H),6. 7 (s, 1H,C,~H) , 5. 7 (s, LH, C,~H) , 0. 9 (s, 3H, 19—CH,) ,
0.7 (s, 3H, 18—CH,) ppm ; IR (KBr) v :3474, 2936, 1661, 1439, 753cm ™' ;ESI-MS m/z :420 [M+H] " ;
Anal. caled for C,Hy,NO, :C 77.29,H 7.93, N 3. 34 ;Found :C 77.20,H 7.66, N 3. 74.
[0378]  Sijiifsi] 95

[0379] 17 B —[N-(2— fZEAREE ) 2 5L L ] HEHS -3,5- @ —3- BRI (V 8) K&k
[0380]  HL{A$RAEIR SCiifh) 88, /3 B lf A V 8(15% ) o m.p. :175-180°C ;'H NMR (DMSO,
300MHz) & :12.1(s,1H, COOH),11.9 (s, 1H, NH),8.1(d, 1H, J = 7.4Hz,6’ -H), 7.8 (m, 1H,
5 -H),7.6(d, 1H, ] = 7. 52Hz,3’ -H), 7. 4 (m, 1H,4” -H), 6.9 (s, 1H, C,~H) , 5. 9 (s, 1H, C--H) ,
0. 85 (s, 3H, 19-CH,) , 0. 6 (s, 3H, 18-CH,) ppm ; IR (KBr) v :3457, 2938, 1672, 1610, 774cm " ;
ESI-MS m/z :443[M-H] ;Anal. caled for CuHy,N,0, « 1/4CH,0H :C 74.97, H 7. 35, N 6. 19 ;
Found :C 75. 06, H 7.831, N 5. 986.

[0381]  sEjifs] 96

[0382] 17 B —[N-(2,5— —HIREAAE ) S FEL ] HEHS -3,5- —8 -3- & (V 9) K&K
[0383]  HL{k$AER SCiifh) 88, /5 Alf A V 9(28% ) m. p. :200-205°C ;'H NMR (DMSO,
300 MHz) & :12. 1 (s, LH, COOH),8. 9 (s, 1H,NH),7. 15 (s, 11,6’ 1), 7. 08 (d, 1H, ] = 7. 68Hz,
3’ -H),6.94 (s, 1H, C,-H),6.9(d, 1H, ] = 7.53Hz,4’ -H),5. 85 (s, 1H, C,~H),2. 3 (s, 3H,
Ar—CH,) , 2. 2 (s, 3H, Ar—CH,) ,0. 9 (s, 3H, 19-CH,) , 0. 8 (s, 3H, 18—CH,) ppm ; IR (KBr) v :2963,
2360, 1669, 1284,804cm ™’ ;ESI-MS m/z :446 [M-H] ;Anal. caled for C,H,NO,:C 77.82, H
8.33,N 3.13 ;Found :C 77.71,H 7.895,N 3.056.

[0384]  SEZJfafs] 97

[0385] 17 B —[N-(2- A FERIE ) 208 WE ] MEES -3, 5- 0 —-3- R (V10) HIH K
[0386]  HAKEEAES HALE W) VL B G B 13 LA 14 V10 (26 % ) o m.p. :232-235°C ;'H
NMR (DMSO, 300MHz) 8 :12. 1 (s, IH, COOH),8. 4 (s, 1H, NH),7.9(d, 1H, J] = 8.07Hz,6” -H),
7.1~6.9(m,3H,3",4’,5"-H),6.9(s, 1H,C,~H) , 5. 9 (s, 1H, C,~H) , 3. 8 (s, 3H, 0-CH,) , 0. 9 (s,
3H, 19-CH,) , 0. 7 (s, 3H, 18-CH,) ppm ; IR (KBr) v :3425, 2946, 1673, 1483, 741cm ' ;EST-MS m/
7z :448[M-H] ;Anal. calcd for C,H,.NO, * 1/2H,0:C 74.06, H 7.88, N 3.08 ;Found :C
73.68, H 8. 135, N 2. 738.

[0387]  sEjifsl] 98

[0388]  3- ¥ 17 B —(FUT FE2IE FHE ) - #ES -3,5 — 4 (182) 1ihil#

[0389]  #5163-1(1.5g,4. Ommol) ¥ T SmLHOAc =, %% i PBr, (0. 39mL) , 10min B I05€, W
30min, H7 HAS B A 182 (1. 47g,85% ) o m. p. 182 ~ 184°C ( 3CHik “'m. p. 184 ~ 186°C ).
[0390]  SEjsfs] 99

[0391]  3- 52 —17 B - (BUT EE&E FmE ) - M 3,5 4 (183) Ml

[0392] % 182(2. 15g,4. 96mmol) ¥ T 55mLDMF 57, S\ CuCN (0. 90g) , Jn#&| 140°C, R v
6h, 7% A1, A2 500mL #F VKK T, ok 38, 5, N 10mL AN R, 158, W dikR £ 2R,
UK AE R, T R B A Ak 183 (1. 52¢,81% ) o m. p. 193 ~ 195°C . ( 3k “m. p. 195 ~
197°C )

[0393]  SEjsifs] 100

[0394]  2-(5—1H- PYZME ) —17 B —(N- FUT FE2 ZE L ) - HESS -3,5 = (VI 1) [l
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CON 102532236 B OB B 32/32 T

[0395] % 183 (0. 7g, 1. 84mmol) ¥ T 15mL DMF H, il A NH,CI (0. 19g) ,NaN, (0. 38g) , Ji#4
£ 150°C, WV 48h, ¥ 41, I 10% H,S0, % 1mL, BiFE Lh, F LI 2] 200mL KK, it
U, 15 B E 4 V1 (0. 262,29% )« 'H NMR(CDC1,, 300MHz) & :7.06 (s, 1H, 4-H) , 5. 79 (s,
1H,6-H) , 5. 23 (s, IH, N-H) , 1. 38 (s, 9H, tBu),0. 99 (s, 3H,19-CH,) , 0. 74 (s, 3H, 18-CH,) ;
IR (KBr) v :3442, 1647, 1606, 1547, 1385, 1227cm ' ;ESI-MS m/z :422. 3[M-H] .
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