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ROAI RAEE—BEBM=ZEFE, NEFERTEE-12-_TF

31

UUUUU



10

15

20

25

30

» 3
00000

R, KR AR . BRI IR, B

RO R RO RO SERER AR T A 7E— R H(C, o) IR
HE(C, ) T AFRE, BT IEALE

(A) 2 2 FER AL A4

RERP THHEDER ROY RAMLEWEERY THRATE
RN, b Y RARK 2,5- 8 AAMEK-1-%, R'. RA RPAM R W
bR X BE

(B) ¥ 3 BRI &9:

R2

: O
N
| ~
: \lleSO

R
3

RERPTHHEDEERNEBIMNMBR, RERBKS =
WZBRERRY, HP&R'S RY RVHRWERTE X

(C) fEieH¥ N | hEPHRY T AT EY BRI 18 B4R MY By R
R HIRTED

(D) fEigibke X I W EWHEARTT A

(B) FihgR 1P HEH AR

(F) BN | AW REI X F R A N-E4
)

(G) FikBR 1 EWH N-ALYHEAEMRERELBE
s

32



(H) R RATEANN I HWEVWELRAGYRTATEY:
n
() EEHHRE X T EWRIRT AT AW LR RATELE R

33



10

15

20

25

30

LR

P4 & 3 BB A0 37 B N-# % F 2Bk

EHESEATHITSEMEREABRBEEERPER. AL
EHAFAEB. K. LESHEEEXZERNILEDRNAEY.

B A
EREREARE—FIKEE, HAMER AR BN STEEN
AMBE. PHEREABSEAAMNEFERAMTHEX. HE,
FHEMEAOBEENRE, FlW0H T RS M EEE K575
BREREAREFOBEENREY, FEREENER. £X AL,
RUELRERFOBESLHERER, BFEXRTL. WEFAR. R
. MERAR. BAOAREER. BE. TRARKR. »EERERER
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HARERFRAIHE, EriEXmRBMmBrEENS 7. 520
LA EE S 88 B. K. L M8 S M4 T8 0T AR FEVR 9T 7.

& B Hid
E—NRENEHET RS, AEXBEE R OILED:

Hep:
R' R (a)B(b)HIEH:

RS R® R® RS R®

|
RI\IN Xl’§ Rl 1/N\/‘<X\ NXXJ’E

1‘2 2 R6 R0 I|<7

(a) (b)

Hr.

X' X 45 g 7 b 2 -C(0)-3K-CH,S(0),-5

R’ R® REB(C, )55

R #1 R*REAB(C, )RER W T HrE X;

R A0 R UMy RG)E F B R . & R EBRA K
(Cio) BEB>G) EE THMER: -X’°NR'R'2, -X’NR'’C(0)OR'?,
-X’NR'2C(O)NRR'™, -X’NR"’C(NR'>)NR'’R'?, -X’OR"“. -X’SRZ, -
X3C(O)OR"™. -X’C(O)NR'’R", -X?S(0),NR?R'?, -X*P(0)(OR'})OR'?,
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-X?0P(0)(OR'?)OR'. -X’NRIZC(O)R™. -X’S(O)RP. -X3S(O),R". -
X3C(O)R". -X>C(O)R!™, -X’C(0)OR™. -X*0C(O)R™". -X*NRIC(O)R™.
-X’NRPC(O)OR™ . -X’C(O)NRMRY . -X*S(0),NRM™R'

X3NR'C(O)NR™“R. X’NRC(NR'*)NRM™R'. -X*SR!“, -X‘S(O)R™, -
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T REFFTEAR: -RY%, -X*OR!S. -X*SR'®. -X*S(O)R'S. -X*S(0),R'S.
-X*C(O)R'S. -X*C(O)OR'S, -X*OC(O)R'S. -X*NR'*R'", -X*NR!"C(O)R'®.
-X*NRUC(O)OR'® . -X'C(O)NR'RY . -X*S(O),NR'®R"

X*NRVC(O)NR'R!" 8-X*NR"C(NRV)NR!R!7, Fe X* BB (C,-)TE
BE, REREAR(C,.)EE, R B(Cy)HRECHBEE. F(Cip)H
BH(Coo)BE . (Cor) FE(Co)BEE. F(Co) HEC)BEE. (Cop)
BIHFHH(Co)BEBHI(Cs 1) BEHFE(C,.) B2, B(iii)ik B TIIRIE
Bl (Cin) RRE(Co )l EE . T(C31) P RE(Co)EEE s (Cor2) T E(Co)
BRI (Co) TR (Co) R (Co)BHFTE(C, ) BEMIE(Cy )T
RER(Co )R, HPFRFIEE. HHEE. FE, #FE. 2H
FEEMEHRFEAREE YRS THOEBTRAL: R, -
X*OR'S, -X*SR'S, -X*S(O)R'®, -X*S(0),R!®. -X*C(O)R!S, -X*C(O)OR',
_X*OC(O)R'® . -X*NR!R' ., -X*NRC(O)R. -X*‘NR'C(O)OR'. -
X!C(O)NR'RY . -X*S(O),NR'R' ., -X‘NRC(O)NR'R"7 & -
XANRUC(NR)NRYRY, HA X4 RIF RV W EfreEX: HdE R
/3 R R MBI IR IR R F R RIET LI 1 2 5 MEH]
FrEUR, Pk E s #hik H(C )R E. (CL)RXE. fE. X
#. HEBRMANCORE. BE. -X'NRR"?, -X*NR"ZC(0)OR". -
X*NRZC(O)NRZRZ, -X‘NRZC(NR'}))NR?R'", -X*OR'?, -X‘SR?. -
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-X*OP(O}OR™)OR". -X*OC(O)R"*. -X*NRZC(O)R". -X*S(O)R". -
X*S(0),RP FM-X‘C(O)RY, HeH I X' RZMRPW e X, &E

RMR EE—RBN/BE R MREEE—BEEHR=ZFZFH%. WEF
EHERE-12-—TFHFE, JBEAEFHEMERE, SRBTFE
BT BUAR

R R-XSX6R', H e X5 E-C(0)-+ -C(O)C(0)-Ek-S(0),-, X° 4.
-0-E(-NR"-, K R” BEE(C )&, R B(i) EEAEEETE.
XK & . BE. -NRPR"Z. -NR“ZC(O)OR?. -NR“ZC(O)NR'R'?. -
NR?C(NR')NRZRZ. -ORZ. -SR“Z. -C(O)ORZ. -C(O)NR!?RZ. -
S(0),NRP?R'?, -P(O)(OR'*)OR'?. -OP(O)(OR')OR!?, -NR’C(O)R", -
S(O)R'. -S(0),R. -C(O)R®. -OR¥, -SR¥. -S(O)R¥. -S(O),R¥, -
C(O)R® ., -C(O)OR® ., -C(O)NR¥*R?', -NR¥R? ., -NRC(O)R®. -
NR?'C(0)OR*. -NR?*C(O)NR*R? B -NR?'C(NR?')NR*R?' Fff B A%
(Crio)E, K RPAM R EFTEN, RYR(Co ) RE(Ce) .
F(Co)HBRE(Coa )BT (Co)HE(C)BE. F(Coin)FE(Coe)iE
B, (Co) ZHFE(Co)BERR(Cop) —HRFE(C )X, HH RY
FERE R H DL A48 e 3 a7 b B E R (C o) IR 2, BR(i) (Ch.) R R E(Coo)fE
# g;%'((33-12)-'%ijﬁ%%(co-ﬁ)'&%‘ (C6_12)3‘§§(C0_6)i§§\ %'E’(Cs-lz)%tg(co&)
B (Copn) ZH FH E(Cpo) BT BU T (Cai0) ZFF 35 B (Cy o) 2 2 Bl (1)
(C.)FRE(Co)BE . R(C )T BRE(Cry)RE. FIE(C, )R EIH
(Cs.)FEC, )R, HPMRMFEE, MHERE., FERRFEYR
-X*OR%, -X*SR%, -X*S(O)R%, -X*S(0),R%. -X*C(O)R?. -X*C(0)OR?,
-X*C(O)NR#R®. -X*NR¥R¥., -X*‘NRZC(O)R¥. -X*‘NR®C(0)OR%. -
X*NR*C(O)NR*R* Bi-X‘NR¥C(NR*)NR¥*R® FrEu{t, H= X*an kpAr
SE X RZB(C o) RBE(C )R EE s (Coe) IR ET(Co )R FF(Chy)
BRI I (Cse)H B(Co)RHE, R 708K H U 15 b 3 37 b 2 FBU(C,.
JEE; HPER'"FHFENEFABAERFT ERARETUK 1 &2
5 ABEEFERA, FraERAMtRor g 8(C L RE. (CL)RXE.
fE. . i ZERARBCOEE. BE. -X'NRR?., -
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R EATE X ‘

R BEH(C )R BB T EX;
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R* (i) EB(CL.oE, HTHRREEFEMEAE. XK.
M E . -NR2R? . -NRPC(O)OR!? . -NRMZC(O)NR"R" .
NR?C(NR'*)NR?R'?, -OR". -SR?, -C(O)OR!?, -C(O)NR'"R"?. -
S(0),NR'’R'?, -P(O)(OR*)OR!?, -OP(O)(OR'?)OR'?, -NRC(O)R". -
S(O)R". -S(0),R”. -C(O)R". -OR'™. -SR™. -S(O)R'". -S(0O),R". -
C(O)R™ . -C(O)OR' . -OC(O)R™ . -NRMRY ., -NRPC(O)R! . -
NRC(O)OR!. -C(O)NRMR!., -$(0),NR“R'*. -NR"’C(O)NR"R'® B-
NRUC(NRY¥)NRM“R" FrELAY, H9 R, R, R*F R W LATE X,
BRGDEE FHIMER: (C)HRE(CL)EE. (C,)FFRE(Cy)
JEFE (Coi) B E(Coe)BE 22(Cs12) T ZE(Coo) B (Co) BH T E(Cy )
BREER(Co)BHFEC)EE, KPMANHREE. RIFREE.
FE, RFE. EAFEIFREAFENEESE P EE TR HEE
FrEUAY: -R', -X*OR'®, -X*SR!'S. -X*S(O)R'®. -X*S(0),R!®¢. -X*C(O)R'®,
-X*C(O)OR'® . -X*OC(O)R' . -X*NR!R' . -X*‘NRYC(O)R' .
X‘NRUYC(O)OR'®S . -X*C(O)NRMR! . -X*S(O),NR'R!" . -
X*NRVC(O)NR'SRY BR-X*NRVC(NR)NR!RY, H:# X*. R'F R 0
EREN; K, 7 ROF/E RY BT E R A IG EA R B S B IR &
WAL 1 & 5 ANERTEUR, Frid & [ R M Hiik B (C o)k 2
CL)EXE. A&, ¥&. SZIAM(CLYEE. HE. -X'NR"R".
-X*NR2C(O)OR"?. -X*NR!’C(O)NRR!Z, -X*‘NR"C(NR)NR'R"?. -
X‘OR'2, -X*SR!Z. -X*C(O)OR™. -X*C(O)NR'?R!%, -X*S(0),NR'?R'?,
“X‘P(O)(OR’)OR™? . -X*OP(O)OR*OR? . -X'OC(O)R"® . -
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M X . -NRZR? . -NRZC(O)OR!? . -NR“ZC(O)NR"R'"? |
NR2C(NR')NRR"?. -OR'?, -SR%?. -C(O)OR"™. -C(O)NR"R"?. -
S(0),NR’R'?, -P(O)(OR'})OR'?, -OP(O)(OR'?)OR'. -NR!’C(O)R"?, -
S(O)RZ. -S(0),R">. -C(O)R, -OR™. -SR'. -S(O)R'*. -S(O),R". -
C(O)R™ . -C(O)OR™ . -OC(O)R'™ . -NRM“R' ., -NR“C(O)R" . -
NRUC(Q)OR™. -C(O)NR“R". -S(0),NR“R". -NR!C(O)NR"R" &-
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EHEEEE B TRHERFRMA: R -X*OR'S, -X‘SR', -
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1 X REH(C,. ) WEE, R RET(C,. )R, R B(Cs ) M EE(Co)
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REE. THFERNFLHRFTENEFRMEMAE B T 58 E B i
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mEFEN, FEEPER TR ERFFENEEEME 1 2
5 ANERAFRWA, FrRERAKEMII#E S (C)EE. fE. XE.
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X*NR'2C(O)NRZR™ . -X*NR?C(NR')NR'’R'?, -X‘OR'?, -X*SR!?. -
X‘C(O)R? . -X*C(O)OR2 . -X*C(O)NR'R'?. -X*S(O),NR'’R?. -
X*P(O)(OR*)OR!2. -X*OP(0)(OR*)OR 2, -X*OC(0)R'*. -X*NR'2C(O)R".
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(Cri)EE, Ha RZM R EFTE N, R®E(Cy ) RE(C)EE.
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MMAEEGEEASRRECSHM. B, ZRBRAUEEAEI L
EIRKE B KAE. FESSHF 100 11, 12 8 13 HRARTHFUEES
B 3B TR VE 1 2 R IR B T 4 9

iy 4 :

A I WEDREFE DA T EENREHZE IUPAC 452
Wfrda, H, 5IRAFR BRI IR KK R R L 14 2 ]
Z: B . BEMK. flln, Ko R'EX(ER, K+ X' 23k
E, M R E4HES, R°EFE, R ERTEREHFA R* R
MROHIMBAMR I LAY, BOTEEXNLSY:

Xoigﬁ E\/

MAaHRAD ISHEFEEEFHRE - FEZETREFRNT B
e R'ER(@MER, X X'EEE, RN R 4IRS, RPER
CEHE, R"ZGH-4-EHREHH R RPA R ML HESN 11k
Y, M TEBRANLED:
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0
H A
,/\NJLN N\//
H
0 0
AFRA N-(IS-BEFEEETFHE 2-HROELE)GH-4-FEE
f%.

LHMBYAEY:

BE, TER I HEWLETERERD APEC MK &M E R
MATEZNFREMZSRERTH —ERESSE. BITERER
BRBEFROERE. MEAOFRAMANERRR. TALEDHH
HUEHEREFRAEML. flm, X I LEUHBTERIETUE
0.1pg/kg A E (ug/kg)/ A E 10mg/kg & E (mg/kg)/ R Z 8, EH A 1pgkg!
KZE 1 mglkg/R.Hit, 5 F 80kg M AR HFE, BT HRE T LALE 10pg/
RZE 100 mg/RZIA, BHEAN O] mgyKRE 10 mgik. BE, FuEHYE
BHEARANRTURBEBNMAMRUREBERATHIRFHEHRTH
TR ERRE MR ILEDHETHERE.

A I LAY UUAYASYHNEABL TIREL—5%: O
B &REEHWBIW, 2. BREETRTGH)HE BiE A
i, AR, BEKARET). A69TURAR. AH. KE. ¥E
. B ERGIR. BERN. BEA. BN SEFNORARRE
AREEEMNAEY, HEBEAX 1 LeWURELS—FAT A AR
ERIEK. THRAREAREHEMN. FBTHAKN, FEAWES
AT R IT R = AR E W . BTk B AT LR AL T B 4. 4
YEE REEAEANLAEGYNELT, TURKBREN, XLEH
ERREARBTAARG TREN.

EAAYREACEER. FER. B0, AHE. L8, HEHE,
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B, ZF. K. B BE. B, BRRE. EERM. Hma
MERREREE . S, BUAE9hk %5 . WUEH I R AT LAk 5K,
. HM. ROENEMt, SFKETAH. 3. HYHE K
RImm(BlIan, fe£d. KEM. ¥, ZRMmE). REmmEfiiEr,
75 R A T AN SHE A AR SR B K . K. BEEKERNH
.

HEYFR TSN ETURBHFHFE, BLAFHBRKRD,
MR HRURAZTERARAACHHNAERRTRAENL. B
H, BTHFRERRNA I LSYUNEASYET 0L 01%EE)E
10%(EE), i 03%(ER)E 1%EE)EERT, ARNYWHRN—
MEZAREN. RESAWASYURITBAMT B AL RIE
ITESLRYT, REAFHNTERBARE, LR 87846057 B M
BRY. EEEA 15 PHERAT ST LD RRERZYHEIH.

fus.
1A A 5 i
R LAY B I T R R | AT 4% -

RNTTE 1

1.R'oY
2. AR b AR B

RZ
] N
LN C*
R \ﬁ .
R
p3
I
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HEid v REsiEhERA® W, 2,5- ZFMAMBE5R-1-F(NBS)E),
R'. R%. R*FAIR‘INEHMRFFrE L.

R IEWT BT T A EHE: B 2 LEPRHARPTH
MTEY SR R'OY MAESYERHRP THIATEY RN, REEFEH
BRY. RNESEMBRUGELANGI N =Z2RNFETEEENHE
FFWMZFE. NN-ZFEFBEDOMF). SRR SMETZRNA
)P T 102 30C. REL 25CTTHIT, REFE 24 2 30 /DB B
Y BREN, ZRNTUESENBRAGI R = 1-EEE=
A f B 4 N B R 2 (PyBOP®). 1-B-Z“HEEENFE)-3-ZEHK -
T B 2 88 2 (EDC) O-3F 3 = Me-1-Z5-N,N,N',N'- [0 5 5 IR 7S S B R 28
(HBTU). 13- “HCEBE _TROCOS AWM NN-ZRAESL
El. ZZESWEETHIT, RNFE 2 2 15 DMTH. BHE,
1y BEAKN, RETTLGEEWTHAKR#ET: BX R'OH L& WH
N-FEUMASFERTREEENAEN@ @ THE )+ T 0 £ 5T
LEE 30 B E 1 DR, RERARMEBEWTMAR 2 LEYHER
RE#AT 12 2 15 /M

J R4 AT DA LA ] B 8 R R AR 4P 2 3 LU M O R AE BT &/ 7
W ERET . RT=ERPEREBRBRAN FHBRT LIS L
T.W. Greene, Proctecting Groups in Organic Synthesis, John Wiley &
Sons, Inc. 1981. HERN FE 1 #lE&ERX LAY ERH RS WL
Bl 4. 5. 6 H 8.

g, R I1EGPTLELRER 2 & ER R-SS KHLEYR
RERHI&, Ho SS &E K E A BB mERBNAES). R L
EEERBAEATB D 4-—FEREMRRF)NFE TEEENE
(Bl anF AR E)PHT, RMTHTE 60 E 70 i .
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R T E YR LR R R R T R 2 K&

R 2

R2

! O
N
Ri/ WJRSO/

R3
3

1. NHj3
2. (CF;C0),0, T
3. LR

RZ

| N
S
R> R’

I

Hrh& R R, RA R 40K AR B X

R 1AW UB T I FAERG & ¥R 3 LWk T
MR R AL A B R BERE, RS W B 5 E B A BRI (B
SHEZBE. SRBE. TREE. BEESRNALEFE®R K
. SERENESENERNGINFEE)TEOE SCT#IT, RN
REE 6 & 10 k. 5BARKRNERENEE W=ZE)KMFFET
76 35 B 0 ¥ 7 () 1 DO SRk R (THE) %) R 76 0 & S0C T AT, RBLSE
REE 1 E 2N, HERRNAE?2 HER | LAYNFERREIE
Wit 7 %0 8 Frid .

#H&R I HEPREETE:

A 1 AS Y LUE S ML AW i E R R 5 T 2R TS AL
MR R TG M. R, TETHEAEPHEERER
S5RZAEMRA RS R | AEWRATHRARMmS®. SR
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FHI&R T S YTT 2 £ T HURA LR R 20 4 B F 10 X34
Frik. B0#, X I v aT AR BR8] 4 ) 2 %

T A& RO 2 R R i 155 B8 3BT A L ) e e R R T
HEAHE. fla, BdREENEE R ENEER. SELRF)
BT ERMA AN | WEWHEURABNEER. #i
AEENRGI N HRE) TR, TREMEEEANR 1T LEY
HAAE M R .

2 I N-FAP TR A S0 T 8 SR A 5 25189 77 v il
%. flin, NS TESESENEEEIEANGInaREN =R
R, EHOCTRHEAMMNBIN=ZFATZE. T 5REK. IEFR.
H 2. AREEFRE)CEREAMEANX I USRI E. BH,
R &Y N-BAY W HEEFR A N-ELDH£.

FEMAERHR [ WEYTELESENBEENENG D Z
F. 2B, “EAHKEBRE)F. £ 0 £ 0CTHEER MBI W,
TEALER . =B, S E. . S4B, SRABER
HR IHWEWE N-EALYRF%.

X I EVWHITATEYTREEMBEEERRAN R AR ITE
H &, B—FKHEMANZES N Saulnier %, (1994), Bioorganic and
Medicinal Chemistry Letters. 4: 1985). #lin, & EAIATZ5 o] LLE 4%
FREEHMPR | HEYSEENEEFBRARAGID 1,1-BREELE
WA, NEERERREES)R N KR &

R I LEWHERP THTEDTHET A RS AN RN RK
FEHE&. BRFARPEANBABBROFAERFRTZ R
T.W.Greene, Protecting Groups in Organic Synthesis, John Wiley & Sons,

Inc.1981.
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» L )
00000

MR AC L/ IRYS T Bus Ao IE- R i i VA o (AL S
SV HIRBEEYESRAFTHARNE R —XF R AL E
¥, FAEXTBR A E S B IF R EA B R WA . RE X RA
HATMUAN I WO NIENREATTEDRET, ENETE
BHOREDBImESRIENRFEHEE). FEXXRABERLTARKY)
EERBINES. BE. BRE. RNESE), BESFHIEE
HITHE. ENBREPAATESAEESE, BE, REXRAETS
RENERNDEFRIER. R, BEAEIBSHERALKE—F
KRBT EBRRAECERNRRRENFTRAM. HTHMNERES
Wi USRI EREE I EAREEH R S KT8
Jean Jacques Andre Collet, Samuel H.Wilen, Enantiomers, Racemates and

Resolutions, Honh Wiley & Sons, Inc. (1981).

BZ, EXEP—ANTHEEE—FHEER T EYHNHE, ZF
AR
(A) B 24EY:

HERF THMED SN R'OY MU EYERERF THTEY K
N, Hi vy BEEESERER, R'. RL RPA RENEAWHBRPFE
X BH#E

(B) ¥ 3 LEW:

R2 0O

|
N
1~ ~
R

3
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S5RRNEBHHANKNBE, RAEHRES =R B RM, KT
& R'S R, R*FIR® QR WLk o BT 8 s

(C) EEMB I YRR T BT =Y R824 R AR
RIPHIFTED:

(D) &K LSRRI,

(B) Egii s\ 1 &Y N BRI E R,

(F) ik 1 W R E MR BT 25 ) N-SAL

(G) F# I S N-EAWBXBEURAREALNTE
s
(H) ERMERTEMKK T HEVBUBRBYHRTERTED:

(D) EditR X T EYHATARTEDHEL R RITERER.

o ] 1 D 1R & v
X2 HEWATLLEEH N 4 Y5 TRMBER R NR G BRY #
AT &

He RUBEERPE, & R R A R OEKAKERPFEN.
5 W B R A R N 7 & E (P 0 = Z )M T & E 7
(1% DMF)HE 0 & 5SCRE 30 40 = 1 ot skeser. 8F, K21k
EPTMUELRA 4 LAY E=ZRZHE RNRE & . BAEF T LUE
I A 1T e 5 J B AR 47 28 3F LLIE 24 i 0 38 46 B B T8 P W 9 1 VR SR EEAT
R ERTEH &R 2 LAY IR HR LR 1 FETR,
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R 4 Ak G 4P LGB 6 48 I ) SR Se Bt o AR R BRI & . Z R
BEAEERBERNGIN ZEF 5. S%ERBRPKERS, RNASHE
HIAE)FLE 10 & 30C TR 30 478 E 1 /DEFRFTEM. HHEBIX
] AT DL R e OB B TR B R E E R A (P |
FOPFERSATLAIE 30 28ZE 1| MEREIE. ZELERITES &K
2B RTE A BRI ST 1 AT

3 R'-SS KLY LLEL I T HHEREI & K3 S 5(b)AT
AEE/E

Rl9

19 2 3 2

R _x% .OH Noyu- X2 XL .OH
\1?1 x! R¥ x4 N xV
R R3

5(a) 5(b)

He RY BEERPEBIMAT ERE. 57-9- B FEHKES),
& X'\ XL X RHROREMETHA T FHEX, SEERHE
RBERBE(BI I Wang (- FREFEE)MAE. TR HEES) RN,
BLARE, 43718 B 6(a)8R 6(b)RIL S

2 .8S H
/X\XI’ 7/ \X4

X3, ,X{Xl,ss
I I
6{(a) 6(b)
Hod SS RE#HSE, RE, KR 6 6b)F1ib&¥ 5 A R°OH
ML EW (B InE R, BI-5-FR. PFERRE)RN.

R 5@ S SW s 2 |8 kN 7EE B BBEAE wmEHF=
M- -EFE SR BREG ARBRE B 0 = RAER - EKDIC).
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PyBOP®. EDC. HBTU. DCC %)M b7 (B NN-ZFRAFE L
KR, k. 4-“HFEEEME. -BRERF=ZMKEYENFE
THESHEHAR@ M & FH. DMF 5)Fi#1T, RENTHATE 3 £
20 /BT BRARLP ET DAE oL 41T i 98 R IR AR 4 B 3 LLGE 2 R AR AR
R T ERHEIT. 5R 6 () EYZ MR NHEENA
BEFIFIBE AL ML FIR AT . B LR EFHERX R'-SS L EWHFA
KR s 6l 2 (A-O)F 4 (A-C)F ik,

X R'OH K& ™ LB R R'-SS M &9 & B BRI W
CSHEZBSEEENENEG N AR RSP AE R &. BE, K
X! B-C(0)-3 B X* £-CHR®- 1 R'OH L &7 LAl i # K 7(a) 2K
dOIBED I AR

Li RS Li
RO )ﬁ(OEt 7,111\ X4,X3LN )\ro&
B0 R0
1(a) 7(b)

AR RL Bi&WRErkE&, Hf LEEEE, &X°. X\
R°. RS, R'A RWMEMBRFHRN IHEDFRREN, K5, BB
M Z B LR N R . BEAEEENER@W THR)FE-78CE
0CTFiHIT, RNERFE 1| & 2 M. BOHEAR ETKERS
SHBLEY 15 PREER. ENERBLEWELEANNOF /L
EYEEHENOREIN NN-CRAEZER., Z 0N ET EE R
T HEIE-80 £-70C. MEAELN-78CTLAIEL 30 25FE 1 R
1% . WEREARFTEHENR R'OH LAY MR WL RE 3 FFT

LB .
2% 1
2S-BE- A COENRE
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¥ 2S-BE-I-HFOEFR TR H(8.03mmol, 1 YE)E K
A4 (80mL) M IR BB E ANIB M (SOmL) P B IBA M E 0C, REW
HHEH 1.93M XS FFER(S3mL, 2 BEVME., HESYHHE
10 7%, RESTHKEHFA __KFRG x 27mL)ER. ¥&HE0NE
PEARBA TR, SERBERE. B—HBIBREWT6TUM, 1.0 %
B)ZERSEAT 5GR((767uM, 1.0 ¥E)K T THF (ImL)E R —2#
# 12 M. BESYETSREFRBRYB T LR ZE(ImL). ¥E
WHAAKQG x ImL)BEE, AMBYTBRAERE - HERR[PE T FEQnL)
MAKGTUL)H B BEBA—KEEAELE(19mg, 1.05 ¥E)E, R)F
PR 12 PEF. FM—KEEENEBERAZE pH 11, F 60Chn 4
PMTRERTRBEED 2S- B 4-EBREFE - FOEARE.

HESEH 1 WHERBWNTIED:

2S-WRmE-1-E AR 3-F O EARE,

2S-(4-B T EBRERE-1-EREFTE)-I-HROENBE,;
2S-(4-FEIRE-1-EREEE)I-HFOEARYE;
2S-(4-ZFREURME-1- R B EE)-3- KO EFRE,
2S-(4-RkmE-2- B PR FE IR -1 - IR E EH)-3- H O EFNRE

S 2
3-HROE-2S-G-FEEFTEAKREEE )NE

¥ 2S-BEI-FOCERBHLQ295mmol, 1.0 4 8)F S F 4L
(5.9mmol, 2 H¥E) 1: | THF/KBEW(4mL)BHEA 3-HEEFE
#HPBF(2.95mmol, 1.0 ZE)AHE, H# 3 PRNREANN-ZZEZ
Z&(2.95mmol, 1.0 XE)LE. BBEYHREL 12 /K, B IM B
ER(BmL)AZ pH 2 RGHZRZES(2 x ImL)FEE . KEEMHA 1M
HRBRER(emL)E%R, AR TRAGRE/IHEMR 3-F D £-
2S-C-FRETTREETE)AR.

SERED 1
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IS-EEFEEEFHE2-FELEFRE TN B

Cia=g/BY)

S J\E | E\/N

W5 2S-H T ARERE-3-FE R (28.9g, 0.109mol). HEZL
B th B8 25 (10.1g, 0.109mol). = Z&(61mL, 0.436mol). DMF (40mL)#!
ZBEQGOOmML) KB A YEZETHE 27 . BREYIE, REE
FG 100mL REBAKAK(00mL)T . BEREYHEZTHNELE
B. WEETTIE, AKBEBERABTE. B TR YH 55%C8/7K(80mL)
Fhm. WEERFH 65%LEBK(ImLESE . WESERRET#H#
BIAGHR SEEFEEEFBE - XA IETETRRT A
(20.3g, 0.067mol); "H NMR: & 1.39 (s, 9H), 5 3.06 (d, 2H, J= 7Hz), 8 4.08
(m, 2H), & 4.34 (dd, 1H, J= 13,7Hz), 5 4.97 (d, 1H, J= 8Hz), § 6.59 (m,
1H), 8 7.23 (m, 5H); ES-MS m/z 304 (MH+).

BTG 1 M FEHBO TR ILEY:
SS-HTHEREEE-S-RETEIEPHEREEETBRYFEMM
&4 2); 'HNMR: § 1.37 (m, 15H), § 1.63 (m, 1H), § 1.78 (m, 1H), § 3.14
(dd, 2H, J= 13, 6Hz, 5 4.07(m, 2H), & 5.06 (s, 2H), 8 5.42 (br s, 1H), § 7.32
(m, SH), & 7.48 (br s, 1H); ES-MS m/z 419 (MH+);
3S-HMTEREEE-N-BEFEEHBIERI CEBEILEY 3): 'H
NMR: & 1.35 (m, 17H), 8 1.72 (m, 1H), 8 1.83 (m, 1H), & 2.66 (dd, 1H, J=
18,7Hz), § 2.96 (dd, 1H, J= 18, 5Hz), & 4.15 (dd, 2H, J= 6, 2Hz), § 4.50 (m,
1H), 8 4.77 (m, 1H), 8 5.64 (br s, 1H), 6 7.11 (br s, 1H); ES-MS m/z 354
(MH+);
IS-EEFREHEPRE-2-(1-FHE-1H-BR-3-B)VZREEFR
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BT EEGLE Y 4); '"HNMR: 5 1.44 (s, 9H), § 3.23 (m, 2H), 8 4.08 (m, 2H),
5 4.46 (m, 1H), 5 4.95 (br s, 1H), & 7.38 (m, 4H), 8 7.62 (br s, 1H): ES-MS
m/z 371 (MH+);

2-(3-FEFHEPEIH- KM -4-B)- IS EEFEFEFBEZEETHE
HEH T E@LEY 5): '"HNMR: § 1.39 (s, 9H), 8 3.09 (d, 2H, J= 7THz), §
4.00 (d, 2H, J= 6Hz), § 4.42 (m, 1H), 3 4.45 (s, 2H), & 5.29 (m, 2H), § 5.58
(br d, 1H, J= 8Hz), § 6.79 (s, 1H), 8 7.29 (m, 1H), & 7.49 (s, 1H), 5 7.93 (br
s): ES-MS m/z 414 (MH+);

2-(4-FEEER)- IS BEFREEFRELETEEFTRNT B
(4h&4 6); '"HNMR: § 1.40 (s, 9H), § 3.01 (t, 2H, J= 6Hz), § 4.07 (t, 2H,
J= 6Hz), § 4.29 (m, 1H), 5 4.90 (br s, 1H), 8 5.02 (s, 2H), 5 6.40 (br s, 1H),
8 6.92 (d, 2H, J= 8Hz), & 7.09 (d, 2H, J= 8Hz), & 7.37 (m, SH); ES-MS m/z
410 (MH+); A

ISEEFEEXFBE2RCEZEELTFRNT B ED
7); 'HNMR: & 0.94 (m, 2H), 5 1.20 (m, 3H), 8 1.44 (m, 11H), § 1.71 (m,
6H), & 4.15 (m, 2H), & 4.30 (m, 1H), & 4.87 (br s, 1H), & 7.04 (br s); ES-
MS m/z 210 (M-BuCO,).

SEHEB 2
N-Q-FXEHREE- IRFEEFEEEFBREZE VX PR
(& 8)

N

ﬁ\/

oz

o)

¥ E&H 2R-# F R & -3 FER ft 2 N #8(0.508g, 1.61mmol).
B3 Z B ¥ 5 (0.149g, 1.61mmol). PyBOP® (0.838g, 1.61mmol). N,N-
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— R ZZFEE0.84mL, 4.83mmol)f1 DMF (10mL)KREHEZRT
B 2.5 i, BBAYREFHBRRKRDWA_EARRD. B _HEF
RIREMAE IN 8. KRRRAMKERIR, TROEKRE), Tk
RIGWAE. BREDESHRE AL L™, A sS%FEH-K
RAERER AR N-Q-FERKE- IRAEFEFTEFHE)

7B FEBEE (541mg, 1.53mmol). MS: m/e 353.8 (B iB{H 353.1);
'H NMR ¥ (DMSO-dg): 5 8.85 (t, 1H), 5 8.75 (d, 1H), 8 7.99 (d, 2H),
7.5 (m, 3H), 8 7.3 (m, 5H), § 4.7 (m, 1H), 5 4.15 (d, 2H), § 3.75 (s, 2H), &
2.8 (m, 2H) ppm.

B 2 G ERBN TR ILEY:

N-[IR-FEFREEEFEBE-2-4-FEFHREZE)) X F B (L
4% 9); MS: m/e367.9 (ER{E 367.1); NMR ¥ i(DMSO-dg): 5 8.82
(t, 1H), & 8.69 (d, 1H), & 7.88 (d, 2H), 5 7.5 (m, 3H), & 7.16 (d, 2H), & 7.08
(d, 2H), & 4.7 (m, 1H), § 4.2 (d, 2H), & 3.7 (s, 2H), & 2.75 (m, 2H), & 2.1 (s,

3H) ppm;
N-JIR-EEFEEEFBE2-G-FEEFRELENFRHK
(b&4 10); MS: m/e 383.9 (FEi{E 383.1); NMR i%(DMSO-dy):
5 8.8 (t, 1H), & 8.65 (d, 1H), 8 7.9 (d, 2H), & 7.5 (m, 3H), 8 7.25 (d, 2H), &
6.8 (d, 2H), 4.7 (m, 1H), & 4.2 (d, 2H), § 3.7 (s, 3H), 8 3.3 (s, 2H), 5 2.8
(m, 2H) ppm;
N-R-FEE-IS-FREFEAEFREZEIERTBREALED 11);
MS: m/e 337.8 (B if{H 337.1); NMR # i (DMSO-dy): 8 8.82 (t, 1H), &
8.67 (d, J= 7.8Hz, 1H), & 7.91 (d, J= 7 Hz, 2H), § 7.5 (m, 3H), & 7.3 (m,
5H), 5 4.8 (m, 1H), 8 4.54 (s, 2H), & 4.17 (d, 2H), 3 3.7 (m, 2H) ppm;
- FEFREEATREI-FREFEAETRYRGLEY 12);
MS: m/e 321.8 R {H 321.1); NMR i (DMSO-dg): 8 8.7 (t, 1H), 3 7.6
(d, 1H) & 7.3 (m, 5H), 8 5.0 (q, 2H), & 4.1 (m, 3H), 8 3.3 (d, 2H), 8 2.4 (m,
2H), 6 1.9 (s, 3H) ppm;
N-[IS-RMEFHEEXFHEI-FREANEIEFEREWED 13);
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MS: m/e 291.7 (B2 {H 291.1); NMR it (DMSO-d,): & 8.7 (t, J= 5.6 Hz,
1H), & 8.6 (d, J= 7.7 Hz, 1H), 5 7.9 (m, 2H), § 7.5 (m, 3H), § 4.5 (m, 1H), &
4.11 (d, J= 5.6 Hz, 2H), 5 2.5 (m, 2H), 5 2.03 (s, 3H), & 2.0 (m, 2H) ppm;

2- KM E-IR-FEFREEPHELEEEPTRFRBEHEY
14); MS: m/e 383.8 (B ib{H 383.1); NMR # i (DMSO-d): & 8.8 (t, 1H),
8 7.8 (d, 1H), § 7.4 (m, 10H), & 5.1 (q, 2H), & 4.1 (m, 1H), 5 4.2 (s, 2H), &
3.8 (s, 2H), & 2.8 (m, 1H), & 2.6 (m, 1H) ppm;

4 FEREEEASTETETREPHE T RFBEULEY 15);
MS: m/e 333.6 (i {H 333.1); NMR ¥ i (DMSO-d,): & 8.7 (t, 1H), 5 7.7
(d, 1H), 8 7.4 (m, 5H), § 5.0 (q, 2H), 8 4.0 (m, 1H), § 3.55 (s, 3H), & 3.3 (d,
2H), § 2.3 (t, 2H), & 1.8 (m, 2H) ppm;

2-FEE-IS-HAEFRAETBEZLETRL BN T B(HLEY
16); MS: m/e+Na 355.7 (2i&{H 355.1); NMR i (DMSO-d,): & 8.7 (t,
1H), 8 7.0 (d, 1H), & 7.3 (m, 5H), 5 4.45 (s, 2H), & 4.2 (m, 1H), & 4.1 (d,
2H), & 3.55 (m, 2H), & 1.4 (s, 9H) ppm;

22X EFE- IS TREFEEETFTHREZCEIEFRYB(ULEY
17); NMR # % (DMSO-d¢): & 8.8 (t, 1H), 8 7.7 (d, 1H), § 7.4 (m, 10H), &
5.0 (q, 2H), 6 4.5 (s, 2H), 8 4.3 (m, 1H), & 4.1 (s, 2H), & 3.6 (m, 2H) ppm;:

N-(1-FEPEERPFBEN-I-REVEFBEALEY 18); MS:
m/e 269.7 (B {E 269.1); NMR ¥ # (DMSO-dy): & 8.8 (t, 1H), 3 8.65 (d,
1H), 8 7.9 (d, 2H), § 7.5 (m, 3H), & 4.5 (m, 1H), 3 4.1 (d, 2H), & 2.5 (m,
2H), 6 1.7 (s, 3H) ppm;

N-(IS-HEFEFREFHE2-Z I BEZEVEFBREMWED
19); 'HNMR: 3§ 3.45 (dd, 1H, J= 14,9Hz), $ 3.73 (dd, 1H, J= 17, 6Hz), &
3.90 (dd, 1H, J= 19, 6Hz), & 4.04 (dd, 1H, J= 14, 6Hz), & 4.98 (m, 1H), &
6.67 (m, 1H), & 6.93 (m, 1H), § 7.46 (m, 9H), & 7.74 (m, 2H), & 8.23 (d, 1H,
J= 8 Hz); ES-MS m/z 358 (MH+);

N-[2-(4-FER)-ISHEFREIEFRE LR IFEFHRELEYD
20); 'H NMR: & 3.19 (m, 2H), 6 3.96 (dd, 1H, J= 19, 4Hz), 5 4.10 (dd, 1H,
J=20, 6Hz), & 4.98 (m, 1H), 8 6.79 (d, 1H, J= 7Hz), & 7.07 (m, 2H), § 7.22
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(m, 2H), & 7.43 (m, 4H), & 7.69 (m, 1H), & 8.08 (d, 1H, J= 8 Hz); ES-MS
m/z 342 (MH+);

N-IS-REFEEREFRE)2-EZ 2 HZEFFBHEKED
21): 'HNMR: & 3.29 (d, 2H, J= 7THz), & 3.81 (dd, 2H, J= 18, 6Hz), 5 3.98
(dd, 1H, J= 18,6 Hz), & 5.09 (dd, 1H, J= 15, 7Hz),  6.74 (br d, 1H, J=
7Hz), § 7.37 (m, 6H), & 7.68 (m, 6H); ES-MS m/z 358 (MH+);

N-[I-REFREEPFRE2-W-FELDIE|XFHRBENLED
22); '"HNMR: & 3.18 (dd, 1H, J= 14, 7 Hz), & 3.30 (dd, 1H, J= 15, 7THz), §
4.03 (dd, 1H, J= 17, 6Hz), & 4.15 (dd, 1H, J= 19, 6Hz), 3 4.93 (dd, 1H, J=
15, 8Hz), & 6.81 (d, 1H, J= 10Hz), & 7.30 (m, 2H), & 7.43 (m, 3H), & 7.55
(m, 2H), 5 7.67 (d, 2H, J= 8 Hz); ES-MS m/z 333 (MH+);

N-{IS-BEFETEFBE-2-4-26- _TFEEVERE|LE VK
BB EALEY 23); '"HNMR: §3.15 (m, 2H), & 4.08 (t, 2H, J= 6Hz), &
4.84 (dd, 1H, J= 16, THz), § 5.24 (m, 3H), & 6.87 (d, 1H, J= 8Hz), 5 6.98
(m, 4H), 8 7.18 (d, 2H, J= 9Hz), & 7.32 (m, 4H), 5 7.78 (d, 2H, J= 8 Hz);
ES-MS m/z 482 (MH+);

- FHBEEEAS-RERFERAETHRETRIACEMNLEY
24); '"HNMR: 8 1.37 (m, 5H), & 1.53 (m, 2H), & 1.68 (m, 2H), 5 1.83 (m,
1H), 8 2.17 (m, 2H), § 2.42 (m, 1H), 3 2.66 (m, 1H), 5 4.15 (m, 2H), 3 4.68
(m, 2H), § 7.47 (m, 3H), § 7.79 (m, 2H); ES-MS m/z 372 (MH+);

N-[2-(4-ZEFBEEE)-1S-MEPREEF R 285 F B (K
&%) 25); '"H NMR: & 3.27 (m, 2H), § 4.00 (dd, 1H, J= 15, 6Hz), § 4.13 (m,
1H, J= 17, 6Hz), & 4.23 (d, 1H, J= 6Hz), 5 4.97(dd, 1H, J= 15, 8Hz), &
6.96(d, 1H, J= 9Hz), § 7.46 (m, 9H), & 7.71 (m, 5H); ES-MS m/z 412
(MH+);

N-(IS-BEFEEEFBME-2-ERZE)VE BB S 26); 'H
NMR: 8 3.15(dd, 1H, J= 12, 6Hz), D 3.25 (dd, 1H, J= 15, 6Hz), 5 4.08 (t,
2H, J= 6Hz), 5 4.84 (dd, 1H, J= 15,6Hz), & 6.68 (br s, 1H), § 6.77 (br s,
1H), & 7.29 (m, 5H), & 7.41 (m, 2H), & 7.53 (m, 1H), & 7.67 (d, 2H, J=9
Hz); ES-MS m/z 308 (MH+);
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N-[1S-S B FREEEFRE2-(IH-BME-3-B)Z B EFRBEMS
# 27); '"H NMR: § 3.25 (dd, 1H, J= 16, 8Hz), & 3.52 (dd, 1H, J= 16, 6Hz),
8 3.95 (dd, 1H, J= 18, 4Hz), & 4.07 (dd, 1H, J= 18, 6Hz), 5 4.93 (m, 1H), &
6.44 (br s, 1H), 5 6.85 (d, 1H, J= 5Hz), & 7.22(m, 3H), & 7.38(m, 3H), &
7.50 (m, 1H), 8 7.67(m, 2H, J= 8Hz), § 7.74 (d, 1H, J= 8Hz), § 8.18 (brs,
1H); ES-MS m/z 347 (MH+);
N-[IS-FEFEREEFBE2-G-FEEZENEFBRWEY
28); 'HNMR: §3.15 (m, 2H), & 3.97 (dd, 1H, J= 18.6Hz), 5 4.11 (dd, 1H,
J=18, 6Hz), & 4.90 (dd, 1H, J= 15, 8Hz), § 6.95 (m, 3H), & 7.20 (m, 2H), &
7.46 (m, 3H), & 7.68(d, 1H, J= 8 Hz); ES-MS m/z 326 (MH+);
N-R2-Q-EXE)-ISFEFEFEFHREZE|XFBREMEY
29); 'H NMR: & 3.34 (m, 2H), § 4.04 (dd, 1H, J= 16, § Hz), § 4.17 (dd, 1H,
J= 16, 6Hz),  4.93 (dd, 1H, J= 16, 6Hz), & 6.85 (m, 1H), & 7.24 (m, 4H), &
7.44 (m, 3H), 8 7.72 (m, 2H); ES-MS m/z 342 (MH+);
N-[IS-HREFEFEFHRE2-G-FEEXEZEEFREGE
# 30); '"HNMR: & 3.13 (m, 2H), & 3.76 (m, 4H), 5 4.06 (dd, 1H, J= 11,
6Hz), 3 4.80 (m, 1H), 8 6.83 (m, 4H), § 7.16 (d, 1H, J= 9Hz), & 7.46 (m,
2H), 8 7.66 (m, 2H); ES-MS m/z 338 (MH+);
N-[2-(4-FEEXE)-1-REFEEEFBELEIXFHRELE
#) 31); '"H NMR: & 3.07 (m, 2H), 8 3.90 (m, 1H), & 4.02 (m, 1H), & 4.94 (s,
2H), & 4.95 (m, 1H), 6 6.70 (m, 1H), 5 6.85 (m, 2H), & 7.09 (m, 2H), & 7.38
(m, 7H), 8 7.72 (m, 3H); ES-MS m/z 414 (MH+);
N-OS-REFEFEEFBE - 2- KR OELE)) A ERFEE F BRI
(WL&9 32); 'HNMR: §0.86 (m, 2H), 8 1.09 (m, 2H), & 1.39 (m, 5H), &
1.67 (m, 4H), & 3.04 (m, 1H), 5 3.63 (m, 1H), & 4.11 (m, 1H), 5 4.60 (m,
1H), 8 4.77 (m, 1H), & 5.33 (s, 2H), & 7.38 (m, 5H), & 8.01 (d, 1H, J= 9Hz),
5 8.14 (m, 2H), & 8.45 (d, 1H, J= 12 Hz); ES-MS m/z 448 (MH+);
N-(-REFEEEFBRE - HCEZE )V EREFRFBRFE (L
44 33); '"HNMR: & 0.89 (m, 2H), 6 1.13 (m, 3H), & 1.38 (m, 4H), & 1.66
(m, 4H), & 3.10 (m,1H), & 3.64 (m,1H), 5 4.10 (m,1H), 5 4.80 (dd, 1H, J=
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15, 8Hz), & 5.34 (d, 2H, J= 2Hz), § 7.37 (m, SH), & 7.84 (d, 2H, J= 7Hz), &
8.03 (m, 2H); ES-MS m/z 448 (MH+);

N-I-FEFEEEFBRE2Q-FEE VI E|XFBRBEHLEDY
34); 'H NMR: & 3.23 (m, 2H), 5 4.06 (dd, 1H, J= 18, 6Hz), 5 4.15 (dd, 1H,
J= 18, 6Hz), 5 4.91 (dd, 1H, J= 15, 8Hz), § 7.01 (m, 2H), & 7.23 (m, 1H), §
7.41 (m, 2H), § 7.52 (m, 2H), & 7.68 (d, 2H, J= 8 Hz); ES-MS m/z 326
(MH+);

N-Q2-FHiE-IR-BAEPEEEFHRE LE)-2-C5- —FHEEH)

BE A ERRR (1L &4 35); MS: iTE{H 496, SLHIE M+1= 497,

N-(IS-AEFREFEPBE-I-HOELHE-2-B5-“HEEEE)
WE -4 FBERE (L& 36); MS: HEAE 456; SLHE M+1= 457,

N-(1-F 5 PREEE TR R-3-EHH) X FBEGLEY 37): MS:
m/e 271.8 (B i {H 271.1); NMR # i (DMSO-d,): 8 8.7 (t, 1H), & 8.657 (d,
1H), 8 7.9 (d, 2H), & 7.5 (m, 3H), § 5.4 (m, 2H), 6 4.5 (m, 1H), § 4.1 (d,
2H), 6 2.5 (m, 2H), 8 2.6 (d, 3H) ppm;

4-W T H-N-(IS-FEPRALFHRE-2- A OEZEV KX FBR(L
&%) 38); 'HNMR (CDCl,): §8.02 (brs, 1H), 8 7.73 (d, 2H, J= 8.7Hz), &
7.43 (d, 2H, J= 8.5Hz), 5 7.05 (brd, 1H, J= 8.5Hz), & 4.79 (dd, 1H, J= 15.1,
8.7Hz), 8 4.10 (dd, 2H, J= 19.9 Hz, 5.6Hz), § 1.51-1.82 (m, 5H), & 1.30 (s,
9H), 5 0.83-1.72 (m, 8H); EI MS (M*=369.9);

N-[IS-WEFREFEEPERE2- KR ZE|FEE-5- FREALEY
39); 'H NMR (CDCl,): 59.33 (s, 1H), 5 8.77 (s, 1H), 8 8.56 (s, 1H), & 8.14
(brd, 1H, J= 8.7Hz), & 7.30 (brs, 1H), & 4.69 (dd, 1H, J= 14.9, 9.2Hz), &
4.15 (t, 2H, J= 3.9Hz), § 0.76-2.30 (m, 13H); EI MS (M*=315.9);

N-I-REFEEREFBE 2K OEZLE)E-I-FBBRMUEY
40); '"HNMR (CDCl;): §8.19 (brd, 1H, J=10.0Hz), & 7.81-7.96 (m, 3H),
§ 7.47-7.62 (m, 3H), § 7.35-7.44 (m, 1H), 6.69 (d, 1H, J= 8.7Hz), & 4.90
(dd, 1H, J=15.4, 9.0), § 4.03 (d, 2H, J= 4.9Hz), & 0.79-1.89 (m, 13H); EI
MS (M*= 364.0);

N-(IS-EFEFRFRE-2-F OB ZLHE)-4-FEFBREGLSY
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41); '"H NMR (CDCl,): & 7.70-7.83 (m, 2H), 8 7.43 (br s, 1H), 3 7.11 (t, 2H,
J= 8.7Hz), & 6.66 (br d, 1H, J= 8.5Hz), 8 4.69 (dd, 1H, J= 15.5, 9.4Hz), &
4.14 (dd, 2H, J= 19.6, 8.4Hz), 5 0.67-1.88 (m, 13H); EIMS (M*=331.6);
N-(IS-BREFEEEFHRE2-FOEZE)4-BREXTFREACE
#) 42); 'H NMR (CDCL): & 7.64 (d, 2 H, J=9.0Hz), § 7.39 (br s, 1H), &
6.83 (d, 2H, J= 9.5H2), & 6.43 (br d, 1H, J= 11.2Hz), § 4.64 (dd, 1H, J=
16.8, 5.6Hz), 8 4.14-4.09 (m, 2H), & 0.81-1.89 (m, 13H); EI MS (M'=
329.8);
N-(IS-SEFREEEFHRE2HCEZEVE - FHENLEY
43); '"H NMR (CDCL): 5 8.29 (s, 1H), 8 7.76-7.94 (m, 5H), § 7.51-7.61 (m,
2H), § 6.57 (br d, 1H, J= 19.6Hz), & 4.73 (dd, 1H, J= 19.6, 11.2Hz), § 4.17
(dd, 2H, J=13.3, 8.4Hz), 5 0.80-2.03 (m, 13 H); EI MS (M*=363.9);
N-(S-BEFREEFRE AR CEZE)4-ZFFERF B
(4L& 4 44); 'H NMR (CDCl,): 6 7.86-7.91 (m, 2H), § 7.70-7.75 (m, 2H),
5 6.85 (br s, 1H), & 6.48 (br d, 1H, J= 8.4Hz), & 4.65 (dd, 1H, J= 19.6,
11.2Hz), & 4.09-4.20 (m, 2H), & 0.86-1.74 (m, 13 H); EI MS (M'=
381.9);
N-(IS-BEFEFREFBE-2-FOELE)4-FREXTBE
&%) 45); 'H NMR (CDCl,): 8 7.70-7.73 (m, 3H), § 6.94 (d, 2H, J= 8.5Hz),
8 6.29 (brs, 1H), & 4.57-4.69 (m, 1H), & 4.08-4.17(m, 2H), 5 3.85 (s, 3H),
8 0.78-1.73 (m, 13H); EI MS (M*=343.9);
N-FEFEIFOE-IS-FEEBMBEEABRULEY 46); 'H
NMR (CDCl,): & 7.05 (br s, 1H), & 5.29 (br d, 1H, J= 8.7Hz), § 4.12-4.20
(m, 1H), & 3.44 (d, 2H, J=9.7Hz), § 3.01 (s, 3H), 3 0.81-1.92 (m, 13H);
N-(IS-REPEEEFBRE-2-HROEZE) LB ED 47); 'H
NMR (CDCL): & 7.51 (brs, 1H), 8 6.15 (br d, 1H, J= 8.0Hz),  4.49 (dd,
1H, J= 17.8, 11.4Hz), & 4.11 (t, 2H, J= 18.6Hz), & 2.02 (s, 3H), 8 0.72 -
1.80 (m, 13H); EI MS (M*=251.6);
N--FEFREEEFRE2FCEZIE)I-BAEFHREGLED
48); 'H NMR (CDCl,): & 7.19-7.55 (m, SH), 8 6.72 (br s, 1H, J= 8.7Hz), 8
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4.69 (dd, 1 H, J=10.8, 3.8Hz), § 4.14 (dd, 2H, J= 2.8, 15.7Hz), 5 0.86-1.86
(m, 13 H); EI MS (M*=331.9);

4-FEN-(-FEPFREEPFBRE2LHCEZEVEFBREEY
49); 'H NMR (CDCl;): & 8.78 (br s, 1H), & 8.58 (br d, 1H, J= 8.0Hz), &
7.85 (d, 2H, J= 9.0Hz), § 7.48 (d, 2H, J= 9.2Hz), & 4.64 (dd, 1H, J= 7.4,
14.1Hz), & 4.16 (dd, 2H, J= 3.1, 6.1Hz), & 0.87-1.85 (m, 13 H); EI MS
(M*= 347.9);

N--BRERHEFEFBE LA OEZE) ) FFREXFHK
(&4 50); 'H NMR (CDCl,): & 7.42-7.78 (m, 5H), 3 6.56 (br d, 1H, J=
9.0Hz), 8 4.81 (dd, 1H, J= 15.4, 9.2Hz), § 4.10 (t, 2H, J= 5.7Hz), & 0.80-
1.79 (m, 13H); EI MS (M*=382.0);

N-I-FEFEEEFBRE 2 CEZE ) 2-RAEXFREMWED
51); 'H NMR (CDCl,): & 8.00 (t, 1H, J= 8.4Hz), 5 7.64 (br s, 1H), § 7.50
(dd, 1H, J= 8.1, 2.5Hz), & 7.24-7.30 (m, 1H), 5 7.07-7.18 (m, 2H), & 4.76
(dd, 1H, J=17.2, 8.2Hz), & 4.16 (dd, 2H, J= 18.0, 6.2Hz), 5 0.81-1.89 (m,
13H); EI MS (M= 331.9);

N-(I-REFEEEFBRE AR CEZLE)4-—FHFEEXFE
(&% 52); 'HNMR (CDCl,): §7.01-8.02 (m, 6H), 8 4.75 (br d, 1H, J=
14.6Hz), & 4.14 (dd, 2H, J= 6.0, 18.2Hz), § 0.78-1.90 (m, 13H); EI MS
(M*= 398.0);

N-(I-FEFEEEEBE-2-FCEZE)-26-—FXFBEGLE
¥ 53): '"H NMR (CDCl,): & 7.66 (br s, 1H), § 7.39 (t, 1H, J= 8.7Hz), § 6.95
(t, 2H, J= 8.7Hz), § 6.74 (br d, 1H, J= 8.5Hz), & 4.85 (dd, 1H, J=14.9, 9.2
Hz), 5 0.86-1.87 (m, 13H); EI MS (M*= 349.9);

N-(I-BEFEEEFHRE2-ARCEZE)-2I-—FEXFBREMHE
#1 54); "H NMR (CDCl,): 6 8.04 (dd, 1H, J=15.3, 8.7Hz), § 7.55 (br s, 1H),
8 6.84-7.07 (m, 3H), 6 4.74 (dd, 1H, J= 16.6, 7.9Hz), & 4.16 (dd, 2H, J=
18.0, 5.9Hz), & 0.82-1.89 (m, 13H); EI MS (M*=349.9);

N-(I-REFEEEPFBRE2HRCEZE)-25-“FXPHBEKE
¥ 55); '"H NMR (CDCl,): § 7.69 (m, 1H), 8 7.37 (br s, 1H), § 7.08-7.27(m,
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3H), § 4.71 (dd, 1H, J= 15.1, 6.1Hz), & 4.16 (dd, 2H, J= 18.0, 6.2Hz), §
0.84-1.90 (m, 13H); EI MS (M*=350.1);
N-O-FEFREEFBE2-HFCCELE)-24-—AERHERMS
# 56); '"H NMR (CDCl,): & 7.80 (brs, 1H), & 7.65 (t, 1H), & 7.14-7.36 (m,
3H), 5 4.79 (dd, 1H, J= 14.9, 7.2Hz), & 4.15 (dd, 2H, J= 18.2, 5.9Hz), &
0.80-1.81 (m, 13H); EIMS (M'= 349.9);
N-(I-BREFEEEPRE-2-FCHEZIE)-I4-—FEEXFBI
(#e&% 57); 'H NMR (CDCLy): 5 7.66 (br s, 1H), § 7.28-7.41 (m, 2H), &
6.86 (d, 1H, J= 8.4Hz), 5 6.73 (br d, 1H, J= 7.9Hz), 5 4.71 (dd, 1H, J=14.1,
8.4Hz), & 4.14 (dd, 2H, J= 17.3, 5.9Hz), 5 3.91 (s, 6H), & 0.81-1.88 (m, 13
H); EIMS (M*=374);
N-(I-SEPEEEFRE-2-HOHEZLE)-3S-—FAEFARK
(4644 58); '"H NMR (CDCl,): 5 7.41 (br s, 1H), & 6.88 (d, 2H, J= 2.4Hz),
8 6.59 (t, 2H, J= 2.2Hz), 5 4.67 (dd, 1H, J= 16.8, 3.0Hz), § 4.12 (dd, 2H,
J=17.3, 5.7Hz), 5 3.81 (s, 6H), 5 0.82-1.88 (m, 13H); EI MS (M*= 374);
N-I-FEFREEFHRE2BU S EZE)VEABRKRUWED
59); 'H NMR (CDCl,): & 8.30 (d, 2H, J= 8.7Hz), § 7.72 (br s, 1H), &
7.38-7.67 (m, 4H), & 7.13 (t, 2H, J= 8.0Hz), 5 4.96 (dd, 1H, J= 12.3,
5.9Hz), & 4.02 (t, 2H, J= 10.5Hz), & 3.48 (dd, 2H, J=15.7, 5.4 Hz);
N-(-REFEEREFHE-2-BY-2-ELE)VEFBREALEY
60); 'H NMR (CDCL,): & 7.71 (d, 2H, J= 8.5Hz), § 7.39-7.55 (m, 4H), &
7.14 (d, 1H, J= 11.2Hz), & 6.85-6.96 (m, 3H), & 4.94 (dd, 1H, J= 14.6,
6.9Hz), § 4.09 (m, 2H), & 3.41 (t, 2H, J= 6.2 Hz); EI MS (M*=313.8);
N-(IS-HEFEEREFHE 2R CEZEVERBEALED 61);
'H NMR (300 MHz, CDC1,): & 7.79 (d, J= 7Hz, 2H), & 7.67 (bt, 1H), 5 7.44
(m, 3H), 8 6.75 (bd, 1H), & 4.74 (m, 1H), & 4.10 (m, 2H), & 1.50-1.88 (m,
8H), 5 0.83-1.44 (m, SH). MS(HEEMF): mH* 313.9 (100%): H
N-REFEIAROE - “FFEFEBRETENBRRULED
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SERER] 3
S-HE IS FEEFESEEFHREREZEFRNT A
(HE&4H 63)

KLHipl 1 PH&ER SS-RTEREEE-S-AEPEEETHE
REEEFHBFE(7mg, 184mmol)f] ZEE(2mL)%E B F R4 (116mg,
1.84mmol)f1 10%E B KL (7Tmg) b E ., KEESYHHE 15 I, R
FHREELIE. BEPAZEERIREIFNERERER RN L
REBIAEEER -BEE- 1S EEFETEFBENETE PR
T B&(61mg, 184mmol). 'H NMR (DMSO-d): & 1.42 (m, 17H), & 2.63 (m,
2H), 8 3.09 (m, 2H); ES-MS m/z 323 (MK+).

L] 4
N-(1S-FEFEEEFBE - KOCEZENEREXFR
(& 64)

0
E OH
N
N/\H

O O

KLHdl 2 FHIEZEN N-(IS-REFEEEFBRE2-HRCEZE)
(B R PR HE5(82.4mg, 184pumol, 1.0 H¥E)H ZE(2mL)E & H
FER 4% (116mg, 1.84mmol, 10.0 ZE)A 10%E B ALK (82.4 mg)ibH.
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WREWHE 15 MIRGHESELTE. BEHRHZERKRIFES
HEEMAE I R R N LIRER B A A E AR N-(1S-HEFREEE
FEE2-FOCEZLE)NEKEE R (6lmg, 170.7umol). 'H NMR

(MeOH-d,): & 0.96 (m, 2H), & 1.26 (m, 2H), & 1.38 (m, 4H), & 1.76 (m, SH),

§ 3.23 (d, 1H, J= 8Hz), § 3.72 (t, 1H, J= 7Hz), & 4.50 (m, 1H), § 7.50 (m,
1H), § 7.97 (m, 1H), & 8.13 (m, 1H), & 8.46 (m, 1H); ES-MS m/z 359
(MD+).

BREEHG 4 IAERBO TR ILED:

N-I-BEPEEEFHE2HFCEZE VN EREETRILED
65); 'H NMR (MeOH-d,): & 0.96 (m, 2H), & 1.32 (m, SH), 5 1.81 (m, 6H),
5 3.12 (m, 2H), 5 4.92 (m, 1H), 5 7.87 (m, 2H), & 8.02 (m, 2H); ES-MS m/z
359 (MD+);

N-[I-EEFEEEFBRE2Q6—FFEE)VZEIEFHEME
) 66); 'H NMR: & 3.45 (m, 1H), 8 3.56 (m, 1H), 5 4.13 (m, 2H), § 5.03 (m,
1H), & 7.30 (m, 5H), § 7.63 (m, 3H); ES-MS m/z 376 (MH+); A

N-O-REFEEEFRE LA CEZEVSEARELFBRUEY
67); 'HNMR (MeOH-d,): 50.94 (d, 2H, J= 7Hz),  0.97 (d, 2H, J= 7Hz),
8 1.28 (d, 2H, J= 7Hz), § 1.47 (m, 1H), & 1.73 (m, 6H), & 3.09 (t, 1H; J=
6Hz), 8 3.29 (m, 1H), & 4.45 (dd, 1H, J= 11,5Hz), & 7.36 (m, 1H), & 7.58
(m, 2H), § 7.72 (m, 1H); ES-MS m/z 359 (MD+).

SEREHI S
N-(IS-REFEEEFBE 2R COEZE)DM-4- F B
(&Y 68)
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¥ 2S-HEI-FOEABEQ60umol, 1.0 BEYHSEH 1 4l
8). EDC (286umol, 1.1 %4&). HOBt (312umol, 1.2 HE)H=Z&
(911umol, 3.5 HE)ETHR -EFHE(ImL)THREVERSINA THA
5 940, RGHEEZEERE(520umol, 2.0 HE)EH. KEEDN
OISR RERAZBZEBE(mL)HRE. BHB®RAH IM 282 x ImL).
HMABRRBREAOmL) FEMEAMH(ImL)YEE, ARBHTER, TEA
EEREREEMN IREB/BIN-(S-BREFRTEFHE-2-HFCELKE)

N5 Bh-4- B EEE . '"H NMR (CDCl,) 0.95 (m, 2H); 1.23 (m, 4H); 1.62 (m,
7H); 3.35 (m, 4H); 3.68 (m, 4H); 4.05 (dd, 2H, J= 16, 6Hz); 4.17 (dd, 2H,
J=18, 6Hz); 4.27 (m, 1H); 5.01(d, 1H, J=8 Hz); 7.93 (t, 1H, J= 6 Hz);
ES-MS m/z 323 (MH+).

WMEEEY S MEERIBN T 1EY:

N-(IS-REFEEEFHE 2N COCELE)RE-1-BHBEMWED
69): 'H NMR 0.95 (CDCL,) (m, 2H); 1.24 (m, 6H); 1.60 (m, 11H); 3.54
(m, 4H); 4.11 (m, 2H); 4.33 (m, 1H); 4.75(d, 1H, J= 8 Hz); 7.88 (t, lH,
J=6 Hz); ES-MS m/z 321 (MH+);

-(1S-MEFEFTEFBE L2 HROEZEFTEFBE)IRE-1-F
B T B (k&4 70); 'H NMR (CDCl;) 0.89 (m, 2H); 1.23 (m, 4H); 1.44
(s, 9H): 1.66 (m, 7H); 3.36 (s, 4H); 3.40 (s, 4H); 4.03 (dd, 1H, J=18,5
Hz); 4.14 (dd, 1H, J= 18, 6Hz); 4.38 (dd, 1H, J= 15, 8Hz); 5.32(d, 1H, J=
8 Hz); 8.21 (4, 1H, J= 6 Hz); ES-MS m/z 422 (MH+);

N-(IS-FEFHEREEFBE-2-HRIELE)-4-FRIRE-1-F B
(46&4%1 71); "TH NMR (CDCl,) 0.96 (m, 2H); 1.24 (m, 4H); 1.70 (m, 7H);
2.44 (t, 4H, J= 5 Hz); 3.37 (, 4H, J= 5 Hz); 3.52 (s, 2H); 4.06 (dd, 1H, J=
18,6 Hz); 4.15 (dd, 1H, J=18, 6Hz); 4.32 (m, 1H); 7.30 (m, 5H); 7.72 (1,
1H, J= 6 Hz); ES-MS m/z 412 (MH+);

IS-HEFEEREFRE A CEZLETERR-G-FEHE)TE
(k&4 72); '"H NMR 0.96 (m, 2H); 1.24 (m, 4H); 1.70 (m, 7H); 3.78 (s,

66



10

15

20

25

30

3H); 4.12 (m, 2H); 4.21 (m, 1H); 5.11 (m, 2H): 6.89 (m, 3H), 7.32 (m,
1H); ES-MS m/z 374 (MH+);
4-(IS-BEFEEEPHME LN OELEFTEFHME)RE-1-F
BRIfE(tcEY 73); M
N-(IS-BLERHEEFHE 2 HCELE)-4-HKME-2-FIRIEIRE-
1-F B &Y 74).

SRR 6
N-BEFE I FOE-2S-G-FZERE)NBLE
(H&H 75)

KEHE 1 PHEN ISAEFEEERME 2N CELEFTR
R T BR(103mmol, 1| KB ZBF323mL)E WA F XK —KEY
(206mmol, 2.0 %48, KRN LS 2-WELE 3 K, EEEAAR
BEFMEE 12 M. R EERFEESARELMKGEERZR
BREF. B8RO (789umol, 1| ¥EYBEAETENLE
(ImL) 3R E AR RBEE ZE(78%umol, 1.0 HE)M 4-F E T
(789umol, 1 HE)LHE 12 /hit, BRERAVETREFERKIVETZ
L., ¥ S 100mg Argonaut PS-= &M A& (345umol, 0.4 H{E)—
EHE 2 M. BESYTE, BZBRZEB(mLAEE, A IM #&
(ImL). MMARBIBBEMEN NaCl BBk, ARERMTE, o
RREREBIN-FEFE I A OE-28-C-F ZERE) K BRK

BB 6 A ESISE N-FERR-HROE-2S-3-FAEMRK
EYRBREALEY 76)-
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BERS ERTERCHATAHEGOTILED:

N-[S-EEFREXFHEI-EEREIEFTBELEY 77):

N-[1S-BEFEEEFRE2-G-BEFREZEXPBEILED
78):

N-I-FEFEEEFBE2-ACEZE)I-REEFBEKE
¥ 79); NMR 300mHz (DMSO-dy), 8.39 (d, J= 8.5Hz, 1H), 7.26 (m, 3H),
6.96 (m, 1H), 4.64 (m, 1H), 4.14 (dd, J= 4.2 # 17.3Hz, 2H), 3.30 (m, 2H),
1.71 (m, 7H), 1.68-0.80 (m, 6H); MS=329.85 M+ = 329.40;

- FE-S-FEHEN-(I-FEFEFERRE-2- TR LE)-2-FE.
1H-5|-3- H LB (L &40 80): MS: (m/z [mH']) 557.0;

N-I-REFEEEFME-2-RELE)-1-KE-2-F FR-5- HE
F-2-F F-1H-5|R-3- FEE R (1L &40 81); MS: (m/z [mH']) 470.6;

N-O-REFEEETHRE2-FRERE)-S-ZHE-1-KHE-2-FH
B -2-F AL 1 H-M5[RR-3- B R AR (L &4 82); MS: (m/z [mH']) 436.9;

-EH NI ARFRM-4-FEFEN-Q-FERRE-1-RAEFE
FEABRZE)-S-FHE-2-FE-1H-BR-3-FBELEY 83);
MS: (m/z [mH*]) 570.8;

5-(1-F 1,3 = FAIF i -4-2 B -5 S L -2- A B - 1H- 5| g -
EBERE)-S-REFEEEFHERETETR TS 84);
MS: (m/z [mH*]) 716.0;

5-(1-FHE-5-FEHE-2-FE-1H-BBR-3-F P B & F)-5-FL I F I H

sl REEFEBEEALAY 85); MS: (m/z [mH')) 672.4;

5- ﬁ%ﬁf‘%ﬁgﬁ%% 5-(1-BRME-2-F B B 5- R A L -2- AR B - 1H-
g ak-3- B HEEE)VREEEFRFEEALEY 86); MS: (m/z [mH'))
586.8;

N-(I-FEFEEEFHRERI-EEVEFBREGLEY 87); NMR
300mHz (DMSO-dy), 8.67 (t, J= 6H3, 1H), 8.53 (d, J= 8.5Hz, 1H), 7.86 (m,
2H), 7.50 (m, 3H), 5.3-5.7 (m, 2H), 4.40 (m, 1H), 4.12 (d, J= 6Hz, 2H),
2.3-2.6 (m, 2H), 1.57 (d, J= 6.9Hz, 3H); MS=271.8 M+ =271.32;
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N-(I-FEFRAEFHEN-4-EE)EFBREALEY 88): NMR
300mHz (DMSO-d;), 8.66 (m, 1H), 8.57 (d, J= 8.2Hz, 1H), 7.89 (m, 2H),
7.47 (m, 3H), 5.80 (m, 1H), 4.9-5.05 (m, 2H), 4.4 (m, 1H), 4.11 (d, J=
2.5Hz, 2H), 2.1 (m, 2H), 1.83 (m, 2H); MS=271.8 M+ = 271.32;

N-I-REFEEEFBRETE)VKFBEGLEY 89); NMR
300mHz (DMSO-dy), 8.66 (t, J= 5.8Hz, 1H), 8.53 (d, J= 8.8Hz, 1H), 7.90
(m, 2H), 7.46 (m, 3H), 4.41 (m, 1H), 4.12 (m, 2H), 1.70 (m, 2H), 0.87 (4,
J=8Hz, 3H); MS=259.8 M+ = 259.31;

N-Q-FEFEEEFHRER-4-REVEFBEAEY 90); NMR
300mHz (DMSO-d¢), 8.67 (t, 1H), 8.61 (d, J= 8.5Hz, 1H), 7.91 (m, 2H),
7.50 (m, 3H), 4.5 (m, 1H), 4.12 (m, 2H), 2.83 (t, J= 2.5Hz, 1H), 2.25 (m,
2H), 1.97 (m, 2H); MS=269.8 M+= 269.30;

2-F-N-(IS-AEFEAEFBE 2L HEZEFHTBRBEMWEYD
91);

N-(IS-HEFRERFBE-2-FOELE)2-BEFBREUSY
92); '"H NMR (CDCL,): 7.68 (t, J= 6Hz, 1H), 7.34 (m, 4H), 6.41 (d, ]= 8Hz,
1H), 4.78 (m, 1H), 4.13 (d, J= 12Hz, 2H), 2.0-0.8 (m, 13H); MS m/e
439.9;

2-R-N-(IS-FREFREEEFRE 2R OEZE)EFBBRMWED
93); 'H NMR (CDCl;): 7.68 (t, J= 5.7Hz, 1H), 7.58 (dd, J= 3, 12Hz, 1H),
7.44 (dd, J= 2.1, 12Hz, 1H), 7.34 (m, 2H), 7.57 (d, J= 8Hz, 1H), 4.79 (m,
1H), 4.13 (d, J= 5.7Hz, 2H), 2.0-0.8 (m, 13H); MS m/e 393.7;

N-(IS-FEFRFEFBRECE)KFHREMNESY 94): 'H NMR
(DMSO): 8.65 (t, J= 3Hz, 1H), 8.54 (d, J= 8Hz, 1H), 7.91 (d, J= 7Hz, 2H),
7.5 (m, 3H), 4.4 (m, 1H), 4.13 (d, J= 5Hz, 2H), 1.74 (m, 2H), 1.3 (m, 6H),
0.85 (t, J= 7Hz, 3H); MS: m/e= 287.8;

N-(OS-FEFEEEFBRE-4-FE T EVEPEKILEY 95): 'H
NMR (DMSO): 8.67 (t, J= 7Hz, 1H), 8.56 (d, J= 9Hz, 1H), 7.88 (d, J= 9Hz,
2H), 7.4 (m, 3H), 7.2 (m, 5H), 4.45 (m, 1H), 4.11 (d, J= 5Hz, 2H), 2.58 (t,
J= 8Hz, 2H), 1.7 (m, 4H); MS: m/e=335.9;
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N-(S-BREFREEFBE I FOKZEN- FEEEPBEWN
&Y 96);

N-(IS-HEFEEEFBRE-2- AR OEZH)-34,5- = HHAEE FRE
BE( &Y 97);

ISEEFEFREFHE L HOEZEEETFREBE(KLEY
98);

ISHEFRFERFBE 2 KNOCEZLEFAETRR TR EY
99);

IS-HEFEFEEFBE ) ACEZETEFRACEFRBILE
47 100);

N-S-HEFEREFBREIROETAEVEFBREUWEY
101); 'H NMR (DMSO0): 8.66 (m, 1H), 8.52 (d, J= 8Hz, 1H), 7.88 (d, J=
8Hz, 2H), 7.45 (m, 3H), 4.37 (m, 1H), 4.12 (m, 2H), 1.9-0.08 (m, 15H);
MS: m/e=328.3;

N-(IS-HEFEEEFAHE2-HROELE)2-—FFHAEXTE
FE (4t &4 102); 'H NMR (CDCL,): 7.90 (dd, J= 3, 10Hz, 1H), 7.79 (m, 1H),
7.535 (m, 1H), 7.395 (m, 1H), 7.31 (m, 1H), 6.92 (d, J= 8Hz, 1H), 4.74 (m,
1H), 4.2 (dd, J= 6, 17Hz, 1H), 4.1 (dd, J= 6, 17Hz, 1H), 0.8-1.8 (m,
13H); MS: m/e=397.9;

N-(OS-HEFEIEFBRE2-HCEZE)I-ZFFAEXHR
(L& 103); 'H NMR (CDCl,): 7.68 (m, 2H), 7.44 (m, 3H), 7.03 (t, J=
6.6Hz, 1H), 4.73 (m, 1H), 4.38 (m, 1H), 4.11 (m, 2H), 0.8-1.8 (m, 11H);
MS: m/e=397.9;

N-(IS-HEFEFARFHE2-HOEZE)-I-MERBE U ED
104); '"H NMR (CDCl,): 8.1 (t, J= 2.8Hz, 1H), 7.87 (d, J= 6.9Hz, 1H), 7.70
(d, J= 7.7Hz, 1H), 7.19 (t, J= 17.5Hz, 1H), 6.9 (m, 1H), 6.44 (d, J= 12Hz,
1H), 4.63 (m, 1H), 4.21 (dd, J= 9.6, 6.6Hz, 1H), 4.1 (dd, J= 9.6, 6.6Hz, 1H),
0.8-2.0 (m, 13H); MS: m/e= 440.0;

EN-(S-HEFEFREFHEL2FCOEZLE)VERBRBLEY
105); 'H NMR (CDCly): 7.5 (t, J= 5.2Hz, 1H), 7.65 (d, J= 7.63Hz, 1H),
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7.51 (d, J= 6Hz, 1H), 7.39 (t, J= 8.8Hz, 1H), 6.59 (d, J= 9.9Hz, 1H), 2.0-
0.8 (m, 13H); MS: m/e=348.0;

1IS-AREFREEXFBRE 2 HOEZLEIARFTR-Q-FEIE)LE
(&4 106);

N-(IS-BEFEEEFBE 2-HCEZLE VN ORFBEALED
107);

N-BEFEIHNRIEISD-UG-FEEXE)LBEAE|ABK
(14 & %1 108); 'H NMR (CDCl,): 7.83 (t, J= 6Hz, 1H), 7.13 (d, J= 9Hz, 2H),
6.86 (d, J= 12Hz, 2H), 6.22 (d, J= 8Hz, 1H), 4.55 (m, 1H), 3.95 (m, 2H),
3.78 (s, J= OHz, 3H), 0.8-1.8 (m, 13H); MS: m/e=358.0;

N-(IR-RAEFREEFBRE2- A CELHE)-2-FREMITEE T B
B(k&4 109); 'H NMR: (CDCl,) 8.11 (t, J= 5.5Hz, 1H), 7.50 (d, J=
7.5Hz, 1H), 7.40 (t, J= 7.5Hz, 1H), 7.30 (d, J= 1Hz, J= 7.9Hz, 1H), 7.17 (t,
J=7.7Hz, 1H), 6.94 (d, J= 8.4Hz, 1H), 4.88 (m, 1H), 4.16 (dd, J= 5.7Hz, J=
17.3Hz, 1H), 4.08 (dd, J= 5.7Hz, J= 17.3Hz, 1H), 2.46 (s, 3H), 1.85-0.80
(m, 13H); MS: (M*+1) 360;

N-(1S-#ZE P R HFE F B2 -2- 3 O 4 2)-3.4- — F-F F B (1L
&% 110); 'H NMR (CDCl,): 7.5 (t, J= 5.1Hz, 1H), 5.88 (d, J= 7.7Hz, 1H),
4.49 (m, 1H), 4.18 (d, J= 6Hz, 1H), 4.11 (d, J= 6Hz, 1H), 2.12-0.8 (m,
24H); MS: m/e= 320.0; .

N-(IS-FEFEEEFBE-2-FOEZE)-I-FEEXFEBR (ML
&% 111); 'HNMR: (CDCL,) 7.63 (m, 1H), 7.37-7.28 (m, 3H), 7.06 (m,
1H), 6.76 (d, J= 7.7Hz, 1H), 4.73 (m, 1H), 4.20 (dd, J= 5.9Hz, J= 17.3Hz,
1H), 4.07 (dd, J= 5.7Hz, J= 17.3Hz, 1H), 3.83 (s, 3H), 1.85-0.82 (m,
13H); MS: (M*+1) 344;

4-R-N-(1IS-FEFREEEFHE-2-HN R LEVEFBREMWEY
112); 'H NMR: (CDCl,) 7.65-7.57 (m, 4H), 7.10 (m, 1H), 6.48 (d, J= 7.7Hz,
1H), 4.67 (m, 1H), 4.21 (dd, J= 5.9Hz, J= 17.3Hz, 1H), 4.12 (dd, J= 5.7Hz,
J=17.3Hz, 1H), 1.85-0.82 (m, 13H); MS: (M"+1)392/394;

N-(IS-HEFEEEFBE-2-HOBZE)RE-1-FBEAULED
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113);

4-Q-FEFBERE-2S-FAEFHEBETEE L H)IRIE-1-FBF
Ba(fh &40 114);

-IR-N-(IS-REFEEEFBE 2R CEZEVETFRELED
115); 'HNMR: (CD,OD) 8.05 (s, 1H), 7.83 (d, J= 7.7Hz, 1H), 7.71 (4, J=
7.5Hz, 1H), 7.40 (t, J= 7.9Hz, 1H), 4.67 (dd, J= 6.9Hz, J= 8.7Hz, 1H), 4.19
(d, J= 17.5Hz, 1H), 4.11 (d, J= 17.3Hz, 1H), 1.85-0.82 (m, 13H); MS:
(M*+1) 392/394; |

N-(IS-FEFEEAEFHRE-2-HOEZE)I-FEFERBEME
# 116); 'H NMR (DMSO): 7.64 (t, 1H), 7.25 (m, 4H), 6.43 (d, J= 12Hz,
1H), 4.67 (m, 1H), 4.13 (m, 2H), 2.4 (s, 3H), 2.0-0.7 (m, 13H): MS m/e
327.8;

N-(1S-JE P EEEFRE-2-FF O & OB MBI &Y 117): 'H
NMR (CDCL): 8.11 (t, 1H), 6.53 (d, J= 8Hz, 1H), 4.59 (m, 1H), 4.10 (m,
2H), 2.21 (t, J= 4.5Hz, 2H), 1.8-0.8 (m, 20H); MS m/e 293.8;

N-(IS-FEFEEEFBRE 2N CECLE)--FEXEFHREE
# 118); 'H NMR (CDCL): 7.91 (d, J= 5.7Hz, 1H), 7.23 (m, 4H), 6.50 (t,
J= 3Hz, 1H), 4.76 (m, 1H), 4.05 (s, J= 18Hz, 1H), 2.38 (d, 3H), 2.0-0.8 (m,
13H); MS m/e 328;

N-(IS-BEFREEFHBRE-2-HEZLEVER-I-FHRELEY
119); 'H NMR (CDCl,): 8.1 (m, 2H), 7.32 (m, t, 2H), 7.08 (d, J= 7.9Hz,
1H), 4.73 (m, 1H), 4.05 (dd, J= 6, 17Hz, 2H), 2.0-0.8 (m, 13H); MS m/e
319.80;

2S-2-(4-FEEFEVZBEFEIN-REFE-3- R D EABK
(A& 120); 'H NMR (CDCl,): 7.8 (t, 1H), 7.5-6.9 (m, 9H), 6.10 (d, J=
8Hz, 1H), 5.0 (s, 2H), 4.5 (m, 1H), 3.95 (m, 2H), 3.5 (s, 2H), 1.9-1.0 (m,
13H); MS m/e 434.97;

N-BEREIFOHISR-Q-FEEREVZBRETE N B
(&% 121); '"H NMR (CDCl,): 7.58 (t, I= 7.8Hz, 1H), 7.23 (m, 2H), 6.91
(m, 2H), 6.21 (d, J= 7.2Hz, 1H), 4.44 (m, 1H), 3.94 (d, J= 5.7Hz, 2H), 3.84
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(s, 3H), 3.60 (d, J= 8Hz, 1H), 3.49 (d, J= 8Hz, 1H), 1.8-0.5 (m, 13H); MS
m/e 357.89;

N-BEFE-I-FOE-2-2-U-FHEXE) L BERAE AR
447 122); '"H NMR (CDCl,): 7.55 (t, J= 3Hz, 1H), 7.4-6.9 (m, 9H), 6.04 (d,
J= 8.8Hz, 1H), 4.47 (m, 1H), 4.02 (d, J= 6Hz, 2H), 3.54 (s, 2H), 2.0-0.6 (m,
13H); MS m/e 419.94;

N-(IS-REFEEEFBE 2K OCEZLEVREBRKMWL D
123); '"H NMR (DMSO): 8.68 (d, J= 4.5Hz, 2H), 8.2 (t, J= 6.3Hz, 1H), 7.85
(4, J= 7.9Hz, 1H), 7.66 (d, J= 4.7Hz, 2H), 4.80 (m, 1H), 4.12 (d, J= 6Hz,
2H), 2.0-0.7 (m, 13H); MS m/e 314.8;

N-(IS-BEFREEFRE 2N CELE)EY-2-FHIELEY
124); 'H NMR: (CDCl,) 8.55 (t, J= 5.5Hz, 1H), 7.75 (d, J= 7.7Hz, 1H),
7.64 (dd, J= 1Hz, J= 4Hz, 1H), 7.48 (dd, J= 1Hz, J= 5Hz, 1H), 7.04 (dd, J=
5Hz, J= 4Hz, 1H), 4.82 (q, J= 7.5Hz, 1H), 4.13 (dd, J= 5.9Hz, J= 17Hz,
1H), 3.93 (dd, J= 5.7Hz, J= 17Hz, 1H), 1.80-0.84 (m, 13H); MS: (M'+1)
319.8;

N-(IS-BREFEEEFBE-2-RE-4-ELEVERFREMEY
125);

N-[IS-REFEEREFERE-2-(1-FBEE-1H-B[MR-3-B)ZE|EHF
BrER (1654 126);

N-[1S-FEFEEE FEIE-2-(1- F B E- 1H-15|B-3-F) 2 E1-4-F
X B EBERE (k&4 127);

N-(IS-HEPREEFHRE 2 FOEZE)HEBEEY 128); 'H
NMR (CDCl,): 9.01 (d, J= 4Hz, 1H), 8.72 (m, 1H), 8.11 (m, 1H), 7.83 (t,
J= 3Hz, 1H), 7.39 (m, 2H), 4.77 (m, 1H), 7.14 (m, 2H), 2.0-0.6 (m, 13H);
MS m/e 314.88;

(IS-EEREERFRE A CEZETEFHE)EREER
BT EAED 129);

N-[1S-FE PR E X FEIE-2-(1- FBEE-1H-5|bR-3-2) 2 & )-4-32
EXHEBREAED 130):
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N-(1S-§E PR EE PR -2-F O Z 5)-1H-M5| Bk -5- FF B (1k
&4 131); 'HNMR (CDCl,): 11.32 (s, 1H), 8.64 (t, J= 6Hz, 1H), 8.35 (d,
J=9Hz, 1H), 8.22 (s, 1H), 7.68 (dd, J= 3, 10Hz, 1H), 7.42 (m, 1H), 6.54 (m,
1H), 4.54 (m, 1H), 4.12 (d, J= 5.7Hz, 2H), 2.0-0.7 (m, 13H);: MS m/e
352.86;

N-QR-FEFREEEFEREI2HCELE)4-FERREE TR
Fe(db&4 132);

N-Q-FEBEE-IR-AEFEEEBEBEZLE)-3-FE F B
&%) 133); 'H NMR (CDCl,): 7.18-7.79 (m, 1H), 4.70 (dd, J= 13.3, 7.2Hz,
1H), 4.28 (d, J= 7.7Hz, 1H), 4.22 (d, = 7.4Hz, 1H), 3.78 (m, 2H), 3.03 (dd,
J=14.1, 6.2Hz, 1H), 2.84 (J= 14.1, 7.2Hz, 1H); MS: m/e=371.88;

N-Q-FEBE-IR-FEFHELFRBE 2 H)-4-F %K F R
44 134); '"H NMR (CDCL,): 7.74 (m, 2H), 7.47 (t, J= 5.9Hz, 1H), 7.29 (m,
4H), 7.09 (m, 4H), 4.72 (dd, J= 13.6, 6.9Hz, 1H), 4.11 (m, 2H), 3.77 (s,
S5H), 3.02 (dd, J= 13.8, 6.2Hz, 1H), 2.83 (dd, J= 13.8,7.2Hz, 1H); MS: m/e
371.79;

N-[IS-EEFEEEFRE G- FEEXETHEBE)ZE|XR
BB (4L &4 135): '"H NMR (DMSO): 8.94 (4, J= 8Hz, 1H), 8.87 (d, J=6Hz,
1H), 7.87 (d, J=7Hz, 2H), 7.5 (m, 3H), 7.24 (d, J= 10Hz, 2H), 6.93 (d, J=
10Hz, 2H), 4.80( dd, J= 4, 12Hz, 1H), 4.14 (d, J= 14Hz, 1H), 4.13 (s, 2H),
3.99 (d, J= 14Hz, 1H), 3.74 (s, 3H), 3.16 (dd, J= 12, 14Hz, 1H), 3.07 (dd,
J=14,4Hz, 1H); MS: m/e= 400.00;

N-(ISEEFREERTFRE 2K CEZLE)4-PEEFBREGS
#1 136); 'H NMR (DMSO): 7.7 (t, 1H), 7.65 (d, 2H), 7.25 (d, 2H), 6.65 (d,
1H), 4.75 (m, 1H), 4.2 (dd, 1H), 4.03 (dd, 1H), 2.4 (s, 3H), 2-0.8 (m,
13H); MS: m/e 328.8;

N-(1S-FEFEEEFRE-2- AR OELE)-I-FHREX PR
447 137); '"H NMR (CDCl,): 8.49 (t, J= 5.5Hz, 1H), 7.75 (dd, J= 10, 8.5Hz,
1H), 7.6-6.9 (m, 9H), 4.84 (m, 1H), 3.95 (m, 2H), 2.0-0.8 (m, 13H); MS:
m/e= 405.93;
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-EHEBMEN(S-FREFREEFRE-2-3F OB ZH) K F B
(4L.& %) 138); '"H NMR (CDCl,): 8.19 (t, J= 3Hz, 1H), 8.0 (m, 1H), 7.89 (d,
J= 8.8Hz, 1H), 7.76-7.4 (m, 5H), 6.88 (m, 1H), 4.74 (m, 1H), 4.19 (dd, J=
6, 6.3Hz, 1H), 4.08 (dd, J= 6, 6.3Hz, 1H), 2.0-0.8 (m, 13H); MS: m/e=
417.95;

N-Q-FEREE- IR-FEFEEE FREZHE)BEW-3- F B
W) 139);

3-ZFEEE-N-(IR-FEFREERFRE-2- K O ZH) K PR
447 140); '"H NMR: (CDCI,) 8.33 (t, J= 1.5Hz, 1H), 8.08 (dt, J= 1.7Hz, J=
7.7Hz, 1H), 7.99 (dt, J= 1.7Hz, J= 7.9Hz, 1H), 7.55 (t, J= 7.7Hz, 1H), 7.45
(t, J= 6.7Hz, 1H), 6.92 (d, J= 7.9Hz, 1H), 4.74 (m, 1H), 4.23-4.05 (m, 2H),
2.63 (s, 3H), 1.90-0.84 (m, 13H); MS: (M*+1) 355.8;

N-Q-EEREE-IRFEFEFEFHEZE)4- FHEXFE
(&% 141); 'H NMR (CDCl,): 7.81 (t, J= 5.7Hz, 1H), 7.70 (dt, J= 8.9,
2.2Hz, 2H), 7.20-7.32 (m, J= 5H), 7.04 (d, J= 7.7Hz, 1H), 6.89 (dt, J= 8.9,
2.0Hz, 2H), 4.82 (dd, J= 14.1, 6.7Hz, 1H), 4.08 (d, J= 5.7Hz, 2H), 3.83 (s,
3H), 3.74 (s, 2H), 3.00 (dd, J= 13.9, 6.7Hz, 1H), 2.86 (dd, J=13.9, 6.7Hz,
1H); MS: m/e=383.80;

N-Q-EERERE-1R-FE P EEE FREE O3 )Rm-2- F B (1
447 142); 'H NMR (CDCly): 7.49 (m, 1H), 7.24-7.39 (m, 5H), 7.14 (m,
1H), 7.04 (m, J= 2H), 6.53 (dd, J 1H), 4.64 (m, 1H), 4.13 (dd, 2H), 3.79
(dd, J= 16.1, 13.6Hz, 2H), 3.03 (dd, J= 14.1, 5.9Hz, 1H), 2.80 (dd, J= 14.3,
6.9Hz, 1H); MS: m/e= 343.84;

N-Q-EEREE- IR-FEFEEXEFHEZH)km-3- BB
4] 143); 'H NMR: 8.33 (t, J= 5.45Hz, 1H), 7.16-7.28 (m, 5H), 5.41 (d,
J=7.2Hz, 1H), 4.52 (dd, J= 13.9, 6.7Hz, 1H), 4.06 (d, J= 5.7Hz, 2H), 3.68
(s, 2H), 3.10 (s, 3H), 3.05 (m, 1H), 3.00 (s, 3H), 2.80 (m= 1H); MS
(320.74);

N-Q-¥EREE- IREEFEERFHEZHE)-2- FEEXFE
(4 &%) 144); 'H NMR (CDCL,): 8.75 (d, J= 6.9Hz, 1H), 8.14 (dd, J= 2.0,
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7.9Hz, 1H), 7.50 (m, 1H), 7.20-7.35 (m, 6H), 7.12 (m, 1H), 4.78 (dd, J=
12.6, 6.2Hz, 1H), 4.19 (dd, J= 12.6, 6.2Hz, 1H), 4.07 (dd, J= 13.5, 5.4Hz,
1H), 3.97 (s, 3H), 3.80 (d, J= 3.2Hz, 2H), 3.08 (dd, J= 14.0, 3.7Hz, 1H),
2.86 (dd, J=14.1, 6.7Hz, 1H); MS: m/e=383.93;

N-Q-FERGEE-IR-AEFEARPHRE L) I-FEEXRH
(k&% 145); 'H NMR (CDCly): 7.96 (t, J= 5.7Hz, 1H), 7.16-7.36 (m,
8H), 7.05 (m, 1H), 4.80 (m, 1H), 4.08 (d, ]= 5.7Hz, 1H), 3.80 (s, 3H), 3.77
(s, 2H), 2.98 (dd, J= 13.9, 6.4Hz, 1H), 2.86 (dd, J= 6.9, 3.9Hz, 1H); MS:
m/e= 383.77;

N-Q-FEGGEE-1IR-REFREE FEE 2 )0 -4- F B (f
&%) 146); 'H NMR (CDCl,): 7.45 (m, 1H), 7.23 (m, SH), 5.28 (m, 1H),
4.39 (m, 1H), 4.16 (dd, J= 17.6, 5.9Hz, 1H), 4.06 (dd, J=11.1, 5.5Hz, 1H),
3.74 (s, 2H), 3.67 (t, J= 4.9Hz, 4H), 3.31 (m, 4H), 3.00 (dd, J= 14.1, 6.4Hz,
1H), 2.77 (dd, J= 13.8, 6.7Hz, 1H); MS: (362.86);

6-HE-N-Q-FEB I E- IR-FEFEFTEFHE 2 E)VHAB (L
44 147); 'H NMR (CDCl,): 8.42 (d, J= 2.5Hz, 1H), 7.80 (dd, J= 8.7
2.5Hz, 1H), 7.18-7.30 (m, 5H), 6.46 (dd, J= 9.4 0.7Hz, 1H), 4.64 (t, J=
6.9Hz, 1H), 4.08 (s, 2H), 3.70 (s, 2H), 2.80 (m, 2H); MS: m/e= 369.4474;

N-Q-FEBRE- IR-REFEAEFBEZHE)-3-ME-3-HETE
BLRE(1b&4) 148); 'H NMR (CDCl,): 8.72 (d, J=2.2Hz, 1H), 8.54 (J=4.7
1.5Hz, 1H), 7.82 (dt, I= 7.9, 2.2Hz, 1H), 7.57 (d, J= 15.6Hz, 1H), 7.18-
7.38 (m, 6H), 6.48 (d, J= 15.8Hz, 1H), 4.61 (m,H), 4.10 (s, 2H), 3.73 (s,
2H), 2.80 (m, 2H); MS: m/e= 380.4706;

N-Q-FEMBHE-IR-FAEFRERTBRE LI E-2-FBEEGLS
#] 149); 'H NMR (CDCl,): 8.28 (m, 1H), 7.90 (m, 3H), 7.78 (dd, J= 8.4,
1.8Hz, 1H), 7.57 (m, 2H), 7.17-7.38 (m, 6H), 7.13 (J= 7.2Hz, 1H), 4.77 (m,
1H), 4.14 (d, J= 5.9Hz, 2H), 3.81 (s, 2H), 3.12 (dd, J= 14.1, 5.9Hz, 1H),
2.88 (dd, J= 1H); MS (403.92);

N-Q-FETHE-IR-REPESEFRE L) F IFEME-2-F B
(WS 150); 'H NMR (DMSO): 7.66 (dt, J= 7.9, 1.2Hz, 1H), 7.16-7.54

76



10

15

20

25

30

o .0

]

[ ]

. .
-

(XX R
LE X A J
X R X J
saes

hososs
(I X Y]

*
.0 L K] L2 LA X}

(m, 9H), 4.74 (m, 1H), 4.15 (d, J= 6Hz, 2H), 3.80 (dd, J= 15.3, 13.6Hz,
2H), 3.07 (dd, J= 14.1, 5.9Hz, 1H), 2.87 (dd, J= 14.1, 7.1Hz, 1H); MS
(393.83);

N-(2-FEGifEH- IR REFEAEFBE 2R EE 4-F B
(tt&#151); '"H NMR (CDCl;): 7.81 (dt, J= 8.7, 1.5Hz, 2H), 7.66 (m, 2H),
7.59 (m, 2H), 7.26-7.49 (m, 7H), 7.02 (d, J= 7.2Hz, 1H), 4.73 (m, 1H),
4.14 (dd, J= 5.9, 1.2Hz, 2H), 3.80 (s, 2H), 3.10 (dd, J= 14.0, 7.2Hz, 1H),
2.86 (dd, J=14.1, 7.2Hz, 1H); MS (429.99);

N-Q-FEMEE-IR-BEFEFAEFHEZE)VEHII AR
0 LE-5- B BEAE (&% 152); 'H NMR (CDCl,): 7.21-7.38 (m, 7H), 6.82
(d, J= 8.2Hz, 1H), 6.82 (m, 1H), 4.67 (dd, J=13.3, 6.9Hz, 1H), 4.11 (dd, J=
5.7, 1.6Hz, 1H), 3.77 (s, 2H), 3.03 (dd, J= 14.1, 6.2Hz, 1H), 2.82 (dd, J=
14.1, 6.9Hz, 1H); MS (397.82);

N-Q-HT EBRE-IR-BEFEFEFBRELE)EFBR S
#]153); '"H NMR (DMSO0): 8.77 (t, J= 6Hz, 1H), 8.69 (d, J= 9Hz, 1H), 7.89
(d, J= 7Hz, 2H), 7.5 (m, 3H), 4.58 (m, 1H), 4.13 (t, J= 3Hz, 2H), 3.02 (dd,
J= 6,14Hz, 1H), 2.90 (dd, J= 10, 14Hz, 1H), 1.27 (s, 9H); MS: m/e=
319.80;

N-(IR-FEFEEEFREI-FEREERABTRBRBEUEY
154); 'H NMR (DMSO): 8.7 (m, 2H), 7.92 (d, J= 7Hz, 2H), 7.53 (m, 3H),
7.3 (m, 4H), 7.2 (m, 1H), 4.6 (q, J= 7Hz, 1H), 4.13 (d, J= 6Hz, 2H), 3.0 (m,
2H), 2.05 (m, 2H); MS: m/e=353.83;

N-(IS-WEFEEEPHE-2-FOHLE)-I-FEEN-2-F R
(A& 155): '"H NMR (CDCL,) 7.75 (t, J= 6Hz, 1H), 7.32 (d, J= 5Hz, 1H),
6.90 (d, J= 5Hz, 1H), 6.30 (d, J= 7.9Hz, 1H), 4.72 (m, 1H), 4.19 (dd, J=
5.7Hz, J= 17.5Hz, 1H), 4.05 (dd, J= 5.7Hz, J= 17.3Hz, 1H), 2.51 (s, 3H),
1.85-0.85 (m, 13H); MS: (M'+1)333.9;

N-(IS-FEFREEFBRE2- N CELE)-5-FEBEY -2 FFEF
(&4 156); '"H NMR: (CDCL,) 8.14 (t, J= 5.7Hz, 1H), 7.39 (d, J= 3.7Hz,
1H), 6.93 (d, J= 7.9Hz, 1H), 6.72 (dd, J= 1Hz, J= 3.7Hz, 1H), 4.74 (m, 1H),
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4.17 (dd, J= 5.9Hz, J= 17Hz, 1H), 3.97 (dd, J= 5.5Hz, J= 17.1Hz, 1H), 2.50
(s, 3H), 1.80-0.82 (m, 13H); MS: (M*+1) 333.8;

N-(IS-REFREEPRE-2-F L E ZH)-3-FEY -2-F B
&Y 157); '"H NMR.: (CDCl,) 7.52 (d, J= 5.2Hz, 1H), 7.43 (t, J= 5.7Hz,
1H), 7.32 (d, J= 7.4Hz, 1H), 7.01 (d, J= 5.2Hz, 1H), 4.68 (m, 1H), 4.23 (dd,
J=5.9Hz, J= 17.5Hz, 1H), 4.08 (dd, J= 6Hz, J= 17.3Hz, 1H), 1.90-0.85 (m,
13H); MS: (M*+1) 353.8;

N-(IS-HEFEFEXFBE-2-F EZFHE)-3-FEH[b]HEY-2-F
BEfE (1A% 158); 'H NMR: (CDCl,) 7.90-7.78 (m, 3H), 7.65 (d, J= 7.9Hz,
1H), 7.51-7.42 (m, 2H), 4.86 (q, J= 8Hz, 1H), 4.28 (dd, J= 5.9Hz, J=
17.3Hz, 1H), 4.12 (dd, J= 5.7Hz, J= 17.3Hz, 1H), 1.90-0.85 (m, 13H);
MS: (M*+1) 403.8;

N-(IS-REFEFHEFBR-2-F CEK ZE)-5-FEW-2- F B (1L
&4 159); 'H NMR: (CDCL,) 8.18 (t, J= 5.7Hz, 1H), 7.62 (d, J= 7.9Hz,
1H), 7.40 (d, J= 4Hz, 1H), 6.88 (d, J= 4Hz, 1H), 4.70 (q, J= 7.7Hz, 1H),
4.14 (dd, J= 5.7Hz, J= 17Hz, 1H), 4.05 (dd, J= 6Hz, J= 17Hz, 1H), 1.80-
0.84 (m, 13H); MS: (M'+1)353.8;

N-(IS-HEFEFEFBE-2- N CEZ)-3-IREL-2-F B (1L
&%) 160); 'HNMR (CDCl,): 7.55-7.39 (m, 3H), 7.07 (d, J= 5.5Hz, 1H),
4.68 (m, 1H), 4.25 (dt, 1H), 4.08 (dt, 1H), 2.0-0.8 (m, 13H); MS: m/e=
399.74;

N-(IS-REFEEE PERIE-2-F OB L H)-5-IREY-2-F B (1
4% 161); 'H NMR (CDCl,): 8.18 (t, J= 5.4Hz, 1H), 7.62 (d, J= 3.5Hz,
1H), 7.37 (d, J= 4.0Hz, 1H), 7.04 (d, J= 4.0Hz, 1H), 4.70 (dd, J= 7.2,
18.7Hz, 1H), 4.15 (dd, J= 5.7, 17.8Hz, 1H), 4.05 (dd, J= 5.7, 17.8, 1H),
1.5-1.8 (m, 7H), 0.8-1.50 (m, 6H); MS: m/e (+1) 399.83;

N-(IS-REFHRERK PRI FOEZE)EF[b1EY -2-F B
(L&) 162); NMR (MeOH): 8.06 (s, 1H), 7.91 (m, 2H), 7.43 (m, 2H),
4.64 (dd, J= 6.7, 8.7Hz, 1H), 4.21 (d, J= 17.3Hz, 1H), 4.13 (d, J= 17.3Hz,
1H), 1.61-1.90 (m, 8H), 0.89-1.55 (m, 4H); MS: m/e=369.78;
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N-(IS-REFEEREFRE2HRCEZE)I-ZEEFTREM
4% 163); 'H NMR (MeOH): 8.50 (d, J= 7.4Hz, 1H), 7.3-7.43 (m, 3H),
7.07 (d, J= 8.2Hz, 1H), 4.64 (dd, J= 7.7, 19.2Hz, 2H), 4.15 (d, J= 4.2Hz,
2H), 4.09 (d, J= 6.9Hz, 1H), 4.04 (d, J= 6.9Hz, 1H), 1.35 (t, J= 7.0, 3H),
0.9-1.9 (m, 13H); MS: m/e (+1) 357.94;

(IS-BEFEEERHMEI-FETREERBE)EATETR

Q- EEBEE-IRFEFEEEFHEAIEFHRE)VEEER

B R T BRALED 165);

N-Q-FEFEEEFREI-FHEETEVEPBEMEY 166);
'H NMR (DMSO): 8.71 (m,= 2H), 7.90 (d, J= 14Hz, 2H), 7.5 (m, 3H), 7.25
(m, 2H), 6.9 (m, 3H), 4.65 (m, 1H), 4.14 (d, J= 6Hz, 2H), 4.04 (m, 2H),
2.25 (m, 2H); MS: m/e= 337.84;

- FEFEE TR - HEFE ) CEAEFRN T RERMS
) 167);

N-(I-FEFPREXEFHE-S-FRE)EFBREGLEY 168): 'H
NMR (DMSO): 8.69 (t, J= 6Hz, 1H), 8.57 (d, J= 8Hz, 1H), 7.90 (d, J= THz,
2H), 7.5 (m, 3H), 4.42 (dt, J= 52, 6Hz, 2H), 4.43 (m, 1H), 4.13 (s, 2H),
1.83-1.3(m, 6H); MS: m/e=291.84;

I(IS-BEFEEETHREREEETFHAFEETHE PR T K

(L& 169);

I EREEEATREFEEENBREREAETRN ] BMILE
#j 170);

N-Q-EXEREE- IREEFETE FBE ZF)Em-3-F Bl
&% 171); 'H NMR (DMSO): 9.30 (d, J= 2.5Hz, 1H), 8.58 (d, J= 2.5Hz,

1H), 8.16 (d, J= 8.7Hz, 1H), 7.90 (d, J= 9.2Hz, 1H), 7.83 (td, J= 8.7, 1.5Hz,

1H), 7.63 (td, J= 6.9, 1.2Hz, 1H), 7.17-7.42 (m, 5H), 4.77 (dd, J= 11.8,

7.2Hz, 1H), 3.81 (s, 2H), 3.12 (dd, J= 13.9, 6.2Hz, 1H), 2.90 (dd, J= 14.0,

7.4Hz, 1H); MS (404.77);
LOS-FEFREEETRE A CEZEEREFRENE)EEF
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BT EEWCEY 172); 'HNMR (CDCly): 8.15 (bt, J= 5.45Hz, 1H), 7.63
(d, J= 8.1Hz, 2H), 7.43 (d, J= 7.7Hz, 1H), 5.18 (s, 1H), 4.81 (dd, J= 8.4,
18.8Hz, 1H), 4.25 (d, J= 5.2Hz, 2H), 4.15 (dd, J= 5.9, 17.1Hz, 1H), 3.98
(dd, J= 5.9, 17.1Hz, 1H), 1.45 (s, 9H), 0.8-1.9 (m, 13H); MS: m/e (+1)
357.94;

3ZEBEEEN(ISREFEFEFBRE LA CEZE)EFTE
RE(46&9 173); "H NMR (CDCLy): 8.43 (s, 1H), 8.32 (s, 1H), 7.94 (3, J=
7.92Hz, 1H), 7.59 (s, 1H), 7.54 (s, 1H), 7.38 (d, J= 7.9Hz, 1H), 4.83 (dd,
J= 7.4, 15.3Hz, 1H), 4.23 (dd, J= 5.7, 17.3Hz, 1H), 4.06 (dd, J= 5.7,
17.3Hz, 1H), 2.14 (s, 3H), 0.95-1.90 (m, 13H); MS: m/e= 370.85;

28-R-A-TREXE)VIBEFEIN-FEFEI- KO EFBLK
(tb &4 174); NMR (MeOH): 7.19 (d, J= 8.9Hz, 2H), 6.84 (d, J= 8.9Hz,
2H), 4.38 (dd, J= 5.9, 9.4Hz, 1H), 4.12 (d, J= 2.2Hz, 2H), 3.94 (t, J= 6.4Hz,
2H), 3.60 (d, J= 14.1Hz, 1H), 3.46 (d, J= 14.1Hz, 1H), 1.40-1.78 (m, 4H),
1.05-1.3 (m, 3H), 0.95 (t, J= 7.4Hz, 3H); MS: m/e=399.95;

N-[IS-BEREEFE PR -2-4-FHEFH) Z 519 bk-4- F BERE
(&4 175);

N-® P -3-5F O 5-2S-(3-F - KRB )R BEAL &Y 176);

N-fEFE-3-FOE-28-C-CERBE)RBRE LS 177);

2S-(3-J A E MR E)-N-RE FE-3-F D HE TR (L &9 178);

N-FEFE-3- O E-2S-[3-Q24-ZFERDRE |RBRULE
1 179);

N-Q2-FEMiEE-1R-TEFTEEE FREE Z 2 )8 k-2- F B (1
&%) 180); '"H NMR (CDCl;): 8.90 (d, J= 7.8Hz, 1H), 8.35 (m, 1H), 8.22 (m,
3H), 7.89 (m, 1H), 7.81 (td, J= 7.2, 1.7Hz, 1H), 7.66 (td, J= 6.9, 1.0Hz,
1H), 7.37 (m, 2H), 7.14-7.32 (m, 3H), 4.77 (m, 1H), 4.16 (m, 2H), 3.82 (s,
2H), 3.11 (dd, J= 14.1, 6.2Hz, 1H), 3.00 (dd, J= 14.1, 6.9Hz, 1H); MS
(404.8);

-FKEBREN-FEFER-GI-—FEREABBRLEY
181);

80



10

15

20

25

30

L] [ ]

L] . [ ]
ass » [ ]

- []

(X ) [

3 EHFBEN-QFERAE- IRAEFEFEFHREZIHEH
BERE (b &4 182); 'TH NMR (CDCl,): 8.19 (t, J= 1.6Hz, 1H), 7.96 (m, 2H),
7.78 (m, 2H), 7.61 (m, 2H), 7.51 (m, 2H), (m, 5H), 6.99 (d, J= 6.2Hz, 2H),
4.64 (m, 1H), 4.13 (dd, J= 5.9, 1.0Hz, 2H), 3.80 (d, J= 2.5Hz, 2H), 3.09
(dd, J= 14.1, 6.9Hz, 2H), 2.81 (dd, J= 1H); MS (457.81);

N-(IS-BEFREEEFHE-2-HCEZE)-5-Mtbe-2-FEwy-2- F
BRI (AL &% 183); '"H NMR (CDCl,): 8.55 (d, J= 4.95Hz, 1H), 8.05 (s, J=
5.4Hz, 1H), 7.67-7.73 (m, 2H), 7.62 (d, J= 4.0Hz, 1H), 7.54 (d, J= 4.0Hz,
1H), 7.21 (m, 1H), 7.11 (d, J= 7.9Hz, 1H), 4.77 (dd, )= 8.4, 14.3Hz, 1H),
4.21 (dd, J= 5.7, 17.3Hz, 1H), 4.06 (dd, J= 5.7, 17.3Hz, 1H), 0.8-2.0 (m,
13H); MS: m/e=396.8;

N-(IS-AEFERFEFHE-2-FCOELE)-4-FHEBG -3-F B
(L&Y 184); 'H NMR (CDCL,): 8.04 (d, J= 3.7Hz, 2H), 7.74 (d, J=
7.4Hz, 1H), 6.35 (d, J= 3.4Hz, 1H), 4.68 (dd, J= 8.4, 13.9Hz, 1H), 4.18 (dd,
J= 6.2, 17.3Hz, 1H), 4.12 (dd, J= 6.2, 17.13Hz, 1H), 3.91 (s, 3H), 0.8-1.9
(m, 13H); MS: m/e=349.78;

N-(IS-REFHERFEFRHR-2-FOELE)-I-Q-FEXFBIE)E
HEEPBRGLE 185); 'H NMR (CDCl,): 8.47 (s, 1H), 8.30 (t, J=
5.4Hz, 1H), 7.98 (d, J= 8.2Hz, 1H), 7.84 (s, 1H), 7.68 (m, 2H), 7.2-7.48 (m,
4H), 4.84 (dd, J= 8.2, 14.6Hz, 1H), 4.26 (dd, J= 6.2, 17.3Hz, 1H), 4.02 (dd,
J=6.2, 17.3Hz, 1H), 2.35 (s, 3H), 0.8-1.9 (m, 14H); MS: m/e= 446.90;

2S--EEBHMERE)N-FEFEIFNOENBEMMWLEY
186);

4-FFEBEN-Q-FEEFGSEE- IR-FEFEEERFREZLEIEH
Bt (1 &4 187); 'H NMR (CDCl,): 8.348 (1H), 8.11 (d, J= 6.6Hz, 1H),
7.95 (d, J= 6.2Hz, 1H), 7.56 (m, 1H), 7.14-7.54(m, 7H), 4.73 (m, 1H), 4.16
(d, J= 5.9Hz, 2H), 3.80 (m, 2H), 3.08 (dd, J=13.9, 7.3Hz, 1H), 2.87 (dd, J=
13.9, 6.2Hz, 1H), 2.64 (s, 3H); MS (459.86);

N-[2-(4-BFEFE)-1S-FEF HEE T BEE 2 517k -4- F Bt %
(HL &Y 188);
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N-Q-FEBERE- IRBEFEREABREL)ABB(LEY
189);

N-Q-¥ R E- IR-FEFEFREPBE L) REBRILEY
190);

2S-(3-WM T HBRE)-N-FEFEI-HROEABEL W 191);

N-(IS-HEFREEFERE2-HOELE)4-FEIBRAILEY
192); 'H NMR (CDCl,): 8.25 (t, J= 5.7Hz, 1H), 6.60 (d, J= 8.2Hz, 1H),
4.60 (dd, J= 8.7, 14.6Hz, 1H), 4.12 (dd, J= 5.7, 14.8Hz, 1H), 4.04 (dd, J=
5.7, 14.8Hz, 1H), 2.20 (t, J= 8.2Hz, 2H), 0.85 (d, J= 6.5,6H), 1.1-1.8 (m,
16H); MS: m/e (+1) 307.92;

N-(IS-FEFEEXFHRE2-ACEZLEVHR-1-BREBEMU S
#7 193); 'H NMR (CDCL,): 7.79 (t, J= 5.9Hz, 1H), 6.49 (m, 1H), 6.08 (d,
J=7.9Hz, 1H), 4.58 (dd, J= 8.4, 14.6Hz, 1H), 4.17 (dd, J= 5.9, 17.3Hz, 1H),
4.04 (dd, J= 5.9, 17.3Hz, 1H), 2.52 (m, 4H), 2.0 (m, 2H), 1.68 (m, 8H),
0.8-1.4 (m, 5SH); MS: m/e (+1) 303.82;

- XEBE- IR MEFEEEFHEL AR TR T BALS
) 194);

N-(IS-EEFEEEFBE 2-FCEZE)-1H-BKM-4- B BERZ (16
&%) 195); 'H NMR (DMSO): 8.10 (s, 1H), 7.60 (m, 4H), 4.62 (m, 1H),
4.10 (d, J= 7.2Hz, 2H), 0.8-1.90 (m, 13H); MS: m/e (+1) 303.79;

N-(IS-BEFEEEFBE- 2 HROEZE)- R FHELED
196); 'H NMR (DMSO): 7.88 (t, J= 5.45Hz, 1H), 6.15 (d, J= 8.17Hz, 1H),
4.55 (dd, J= 8.7, 14.6Hz, 1H), 4.16 (dd, J= 5.7, 17.3Hz, 1H), 4.06 (dd, J=
5.7, 17.3Hz, 1H), 2.65 (m, 1H), 0.8-1.95 (m, 21H); MS: m/e (+1) 305.91;

N-(IS-BEFREEFRE DA CEZEVNC-1-KHFBREGSE
# 197); 'H NMR (DMSO): 7.65 (t, J= 5.2Hz, 1H), 6.69 (m, 1H), 6.02 (d,
J=7.7Hz, 1H), 4.56 (dd, = 8.7, 14.1Hz, 1H), 4.17 (dd, J= 5.9, 17.3Hz, 1H),
4.05 (dd, J= 5.9, 17.3Hz, 1H), 2.19 (m, 4H), 1.48-1.85 (m, 13H), 0.8-1.4
(m, 4H); MS: m/e (+1) 317.86;

N-(IS-FEFEEEFRE2-ACEZE)S-FEBRKEEY-2-
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HEERE (L& 198); 'TH NMR (CDCly): 8.12 (t, J= 5.4Hz, 1H), 7.42 (d, J=
4.0Hz, 1H), 7.18 (d, J= 7.7Hz, 1H), 6.9 (d, J= 4.0Hz, 1H), 4.73 (dd, J= 8.2,
14.6Hz, 1H), 4.18 (dd, J= 8.2, 14.6Hz, 1H), 2.55 (s, 3H), 1.75 (m, 8H),
0.8-1.5 (m, 6H); MS: m/e (+1) 365.77;

N-(IS-AEFEEEFBHE 2R OEZE VR T BB EY
199); 'H NMR (CDCl;): 7.88 (t, J= 5.7Hz, 1H), 6.14 (d, J= 7.9Hz, 1H),
4.55 (dd, J= 8.7, 14.6Hz, 1H), 4.15 (dd, J= 5.7, 15.6Hz, 1H), 4.06 (dd, J=
5.7, 15.6Hz, 1H), 2.40 (m, 1H), 1.57-1.80 (m, 8H), 0.8-1.40 (m, 11H);
MS: m/e (+1) 279.89;

N-(IS-AEFEEEFHRE2-FOEZE)ERE-2- TR (LEY
200); '"H NMR (CDCly): 7.45 (m, 2H), 7.14 (d, J= 3.5Hz, 1H), 6.67 (d, J=

LA N ]

8.2Hz, 1H), 6.51 (m, 2H), 4.66 (dd, J= 8.9, 14.1Hz, 1H), 4.20 (dd, J=5.9,

17.6Hz, 1H), 4.06 (dd, J= 5.9, 17.6,1H), 1.5-1.9 (m, 7H), 0.8-1.40 (m,
6H); MS: m/e (+1) 303.83;

N-#3% B &-3-3F ©3-2S-(3-FF CE R ) A BERE (1L &4 201);

N-SUE 3 -3-3F O 3-28-(3-F H R B R B AR (1L &4 202);

3-LBERAEN-(S-REFREEFBERD)ETBREWLSY
203);

N-(OS-FEFHEEFHE-2-HCEZE)ERE-3-FREWEY
204); 'HNMR (CDCl,): 8.5 (t, J= 6Hz, 1H), 7.95 (s, 1H), 7.8 (d, J= 6Hz,
1H), 7.4 (s, 1H), 6.65 (s, 1H), 4.70 (m.1H), 4.15 (dd, J= 6,6Hz, 1H), 3.95
(dd, J= 6,6Hz, 1H), 2.0-0.8 (m, 13H); MS: m/e= 303.70;

N-OS-HEPHEXFBHR-2FOEZLE)--BEEBBEUEY
205); 'H NMR (DMSO0): 12.1 (s, 1H), 8.8 (t, J= 5.7Hz, 1H), 8.4 (d, J=
7.5Hz, 1H), 8.1 (d, J= 2.1Hz, 1H), 7.9 (dd, J= 3, 10Hz, 1H), 6.43 (d, J=
10Hz, 1H), 4.5-4.2 (m, 1H), 4.18 (d, J= 6Hz, 1H), 1.8-0.8 (m, 13H); MS:
m/e= 330.82;

N-(IS-REFEFEPBE - HEZE)FHKM-2- FEEE (L
&4 206); 'HNMR (CDCly): 7.95 (t, J= 6Hz, 1H), 7.8-7.2 (m, 6H), 4.95
(m, 1H), 4.30 (dd, J= 6,6Hz, 1H), 4.10 (dd, J= 6,6Hz, 1H), 2.0-0.8 (m,
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13H); MS: m/e= 303.70;

N-(S-BEFREEFHE2-HROEZE)EM-3-FREWLWED
207); 'H NMR (DMSO): 9.2 (s, 1H), 8.8 (s, 1H), 8.0 (d, J= 6Hz, 2H), 7.8
(t, J= 6Hz, 1H), 7.65 (t, J= 6Hz, 1H), 4.2 (m, 2H), 2.0-0.8 (m, 15H); MS:
m/e= 364.86;

N-(IS-BEFEEEPBRE 2R OEZE)4-RE-I-HEXTE
B& (444 208); '"H NMR (CDCl,): 10.7 (s, 1H), 8.3 (s, 2H), 7.9 (d, J= 6Hz,
1H), 7.1 (d, J= 6Hz, 1H), 4.9 (m, 1H), 4.3 (m, 2H), 2.2-0.8 (m, 13H);
MS: m/e=374.83;

N-(IS-REFEEEFHRE2ACELE)-I-HEXFEBREWMHAE
#] 209); 'H NMR (DMSO): 8.8-8.2 (m, 4H), 8.1 (d, J= 6.8Hz, 1H), 7.5 (1,
J= 6.8Hz, 1H), 4.9 (m, 1H), 4.45 (dd, J= 6,6, 1H), 4.25 (dd, J= 6,6, 1H),
2.0-0.8 (m, 13H); MS: m/e= 358.75;

N-(IS-HEFRERFBE2-FCELE)-FETHREWED
210); 'H NMR (CDCL,): 7.9 (t, J= 3,6Hz, 1H), 6.3 (d, J= 6Hz, 1H), 4.6 (m,
1H), 4.1 (m, 2H), 2.3-0.8 (m, 22H); MS: m/e= 293.73;

N-Q-F BRI H-IR- B FREEE PR 2 H)-1H-15]%k-5-F Bt
JE(&4 211); 'HNMR (CD,0D): 8.12 (s, 1H), 7.61 (d, J= 7.7Hz, 1H),
7.39 (d, J= 8.4Hz, 1H), 7.28 (m, 6H), 7.22 (m, 1H), 7.16 (m, 1H), 6.52 (m,
1H), 4.73 (m, 1H), 4.14 (s, 2H), 3.75 (s, 1H), 2.97 (m, 1H), 2.79 (m, 1H);
MS (393.2);

N-Q-FEBGEE- IR FEFEEEFRELE)I-FEEETH
E(h&% 212); 'HNMR (CDCly): 7.55 (m, 1H), 7.45 (m, 1H), 7.39 (m,
1H), 7.26 (m, 6H), 7.12 (m, 3H), 6.97 (m, 2H), 4.67 (m, 1H), 4.11 (4, J=
3.7Hz, 2H), 3.72 (d, J= 3.7Hz, 2H), 2.93 (m, 1H), 2.73 (m, 1H): MS
(446.4);

3-2-EEMER- IRBEFEELEFHRAEZCETERHE)TER
EEBNTEWAY 213); 'HNMR (CDCL): 7.69 (s, 1H), 7.62 (m, 1H),
7.48 (d, J= 7.2Hz, 1H), 7.41 (d, J= 7.8Hz, 1H), 7.28 (m, 4H), 7.12 (J=
7.2Hz, 1H), 4.74 (dd, J= 13.5, 6.9Hz, 1H), 4.33 (s, 2H), 4.13 (d, J= 5.4Hz,
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2H), 3.77 (s, 2H), 3.01 (dd, J= 14.4, 6.3Hz, 1H), 2.85 (dd, J= 13.8, 7.2Hz,
1H), 1.45 (s, 9H); MS (483);
3-ZEBEN-C-EERRE- R EEFEEEFBRELEETR
(L& 214); 'H NMR (CDCly): 8.348 (1H), 8.11 (d, J= 6.6Hz, 1H),
7.95 (d, J= 6.2Hz, 1H), 7.56 (m, 1H), 7.14-7.54 (m, 7H), 4.73 (m, 1H),
4.16 (d, J= 5.9Hz, 2H), 3.80 (m, 2H), 3.08 (dd, J= 13.9, 7.3Hz, 1H), 2.87
(dd, J=13.9, 6.2Hz, 1H), 2.64 (s, 3H); MS (396.0);
-O-FEEFBEEENQ-FEBHEE-IR-REFEFEFH
B 7.5 EF B ERGLE Y 215); "HNMR (CDCly): 8.12 (s, 1H), 7.95 (m,
2H), 7.70 (s, 1H), 7.66 (m, 1H), 7.20-7.47 (m, 8H), 7.12 (d, J= 6.9Hz, 1H),
4.74 (m, 1H), 4.16 (d, J= 5.7Hz, 2H), 3.77 (s, 2H), 3.01 (dd, J= 13.7, 5.9Hz,
1H), 2.86 (dd, J= 13.8, 6.8Hz, 1H), 2.42 (s, 3H); MS: (487.4);
N-[(REFEEEETRE)(FEE)FEIEFBE{LEY 216): 'H
NMR (DMSO): 9.25 (d, J= 10Hz, 1H), 8.65 (t, J= 6Hz, 1H), 7.92 (d, J=
7Hz, 2H), 7.5 (m, 3H), 5.60 (d, J= 10Hz, 1H), 4.18 (m, 2H), 3.51 (m, 2H),
1.56 (h, J= 8Hz, 2H), 0.88 (t, J= 8Hz, 3H);
N-G-¥EREE-IR-BEFHEEFHRERE)EFBELEY
217); '"H NMR (DMSO0): 8.69 (t, J= 6Hz, 1H), 8.63 (d, J= 8Hz, 1H), 7.90 (d,
J= 9Hz, 2H), 7.5 (m, 3H), 7.2 (m, 5H), 4.54 (m, 1H), 4.13 (d, J= 6Hz, 2H),
3.73 (s, 2H), 2.46 (m, 2H), 2.02 (m, 2H); MS: m/e=367.81;
NNBREFEEEFBREACEB)VFEIZEFHREMWEY
218); '"H NMR (DMSO0): 9.26 (d, J= 9Hz, 1H), 8.55 (t, J= 6Hz, 1H), 7.92 (4,
J= 7Hz, 2H), 7.51 (m, 3H), 5.72 (d, J= 10Hz, 1H), 4.17 (m, 2H), 3.56 (m,
1H), 1.95 (m, 3H), 1.75 (m, 3H), 1.3 (m, 6H);: MS: m/e=315.8;
N-(S-BREFEEEFBRE 2 ACEZE)EHNBMERUEY
219); '"H NMR (CDCl,): 4.38 (m, 1H), 4.05 (s, 2H), 2.45 (d, J= 6.3Hz, 2H),
2.58 (d, J= 6.3Hz, 2H), 0.8-1.9 (m, 15H); MS: m/e (+1) 309.72;
3-[3-2-F-6- FEFERVRE-N-(IS-FHEFEERRLFBE-2-HC
B ZIEVERBEGLEY 220);
4-(IS-BEFEFETFBRE 2 HOEZEFEFHE)XEERT
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BT R &% 221);

N-(IS-HEFEEEPHE2UE S EZEVEFBRENESY
222); 'H NMR: (CDCl,) 8.36 (d, J= 6Hz, 2H), 7.80 (d, J= 6.5Hz, 1H), 7.66
(d, J= 7.3Hz, 2H), 7.47-7.32 (m, 4H), 7.14 (d, J= 6Hz, 2H), 4.79 (m, 1H),
4.06 (d, J= 17Hz, 1H), 3.94 (d, J= 17Hz, 1H), 3.15 (dd, J= 6.6Hz, J=
13.6Hz, 1H), 3.01 (dd, J= 7.5Hz, J= 14Hz, 1H); MS: (M*+1) 309;

N-[IS-FEFEFEFBE-2--EXRKCE)ZE 1 EBBRGLE
#) 223); 'HNMR: (CDCl,) 7.93 (m, 1H), 7.81 (d, J= 7Hz, 2H), 7.59-7.44
(m, 3H), 7.13 (t, J= 8Hz, 1H), 4.85 (m, 1H), 4.23-4.08 (m, 2H), 2.38-1.25
(m, 11H); MS: (M'+1) 328;

N-[ISREFEFREFBE-2-44- —FHROE)ZE X P BRKGL
&%) 224); 'H NMR: (CDCl,) 8.04 (m, 1H), 7.80 (d, J= 7.4Hz, 2H),
7.58-7.42 (m, 3H), 7.20 (d, J= 6Hz, 1H), 4.84 (m, 1H), 4.21-4.03 (m, 2H),
2.20-1.23 (m, 11H); MS: (M*+1) 350;

N-[1S-# ¥ PR FH FRE-2-3F O E L H 15 G 0-4- F BERE (1
&%) 225); 'H NMR (DMSO0): 7.75 (m, 1H), 4.99 (m, 1H), 4.37 (m, 1H),
4.12 (m, 1H), 3.7 (m, 4H), 2.61 (m, 4H), 2-0.8 (m, 13H); MS: m/e 339.4;

4-(IS-BEFEFEFRE I HRCECETEFBRE)TBWHE
¥ 226);

N-(REPEEEFBRENEZERVFEIXETRBEUGLEY
227); 'H NMR (DMSO0): 9.30 (d, J= 9Hz, 1H), 8.69 (t, J= 7Hz, 1H), 7.90 (d,
J= 8Hz, 2H), 7.51 (m, 3H), 7.2 (m, SH), 5.66 (m, 1H), 4.19 (m, 2H), 3.77
(m, 2H), 2.92 (m, 2H); MS: m/e=337.94;

4 FEN(S-REFREEFBE > A OEZE)VEFBES
Y 228);

Q- FEGHRE-IR-FEFREETFBE L EEEFBEE)IRHE-
1- BT ER(Hh&4 229); 'H NMR (CDCly): 7.46 (t, J= 5.7Hz, 1H),
7.31(m, 5H), 5.27 (d, J= 6.9Hz, 1H), 4.38 (dd, J= 13.4, 6.7Hz, 1H), 4.15
(dd, J= 17.3, 5.9Hz, 1H), 4.06 (dd, J=17.3, 9.9Hz, 1H), 3.73 (s, 2H), 3.42
(t, J= 4.9Hz, 4H), 3.31 (t, J= 4.9Hz, 4H), 2.97 (dd, J= 14.1, 6.7Hz, 1H),
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2.77 (dd, J= 13.9, 6.7Hz, 1H), 1.46 (s, 9H); MS (462.4);

N-Q-¥EBHE-IRBEFEEETRELH)-4-KM-2-F A
RE-1-F BB (k&9 230); 'H NMR (CDCLy): 7.59 (t, J= 5.7Hz, 1H),
7.50 (dd, J= 2.2, 1.0Hz, 1H), 7.30 (m, 5H), 7.05 (dd, J= 2.4, 0.7Hz, 1H),
6.50 (dd, J= 6.9, 1.7Hz, 1H), 5.42 (d, J= 6.9Hz, 1H), 4.42 (dd, J= 13.3,
6.7Hz, 1H), 4.15 (dd, J= 11.6, 5.9Hz, 1H), 4.06 (dd, J= 16.2, 7.2Hz, 1H),
3.73 (s, 4H), 3.45 (m, 4H), 3.38 (m, 4H), 2.95 (dd, J= 13.9, 6.4Hz, 1H),
2.78 (dd, J=13.9. 6.7Hz, 1H); MS (456.2);

4-Q-FEBREE- IRFAEFREAXFBEZ TR FHE)IRE-
1-FBZ B (k&% 231); 'HNMR (CDCly): 7.58 (t, J= 5.7Hz, 1H), 7.30
(m, SH), 5.35 (d, J= 6.9Hz, 1H), 4.41 (dd, J= 13.3, 6.7Hz, 1H), 4.15 (q, J=
7.1Hz, 2H), 4.10 (t, J= 5.9Hz, 2H), 3.72 (s, 2H), 3.47 (t, J= 4.9Hz, 4H),
3.34 (t, J= 3.7Hz, 4H), 2.93 (dd, J= 13.8, 6.4Hz, 1H), 2.76 (dd, J= 13.8,
6.9Hz, 1H), 1.26 (t, J= 7.1Hz, 3H); MS (434.4);

N-Q-FEREE-IR-FEFREEEFREZH)-4- 2 EFE TR
(W& 232);

N-Q-F¥EBHEE- IRFEEFEEEFHREZE)-3-BEX FRUK
(te&Y) 233);

N-[2-(1-Z. B 2 DR 0% -4- 26 )- 18-S FH RL S B PP R o 2 B o T LR
(&4 234); MS: (M'+Na) 379;

N-(EEFRERFBREVEEEE)RPEIXPFBRBR(MUEY
235); 'H NMR (DMSO0): 9.02 (d, J= 9Hz, 1H), 8.91 (t, J= 6Hz, 1H), 7.86 (d,
J= 10Hz, 2H), 7.5 (m, 3H), 7.11 (t, J= 9Hz, 2H), 6.78 (d, J= 8Hz, 2H), 6.65
(t, J= 8Hz, 1H), 6.08 (d, J= 9Hz, 1H), 5.87 (m, 1H), 4.20 (t, J= 3Hz, 2H);
MS: m/e=308.99;

N-IS-HMEFEEEFHRE -G TFERDE)ZEIEFBEML
4% 236); 'H NMR (CDCl,) 7.81-7.75 (m, 3H), 7.58-7.43 (m, 3H), 6.88 (d,
J= 8Hz, 1H), 4.80 (m, 1H), 4.59 (s, 2H), 4.20 (dd, J= 6Hz, J= 17Hz, 1H),
4.08 (dd, J= 5.5Hz, J= 17Hz, 1H), 2.30-1.48 (m, 9H), 1.15-0.96 (m, 2H);
MS: (M*+Na) 348;
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N-[IS-FEFREEEFRR-2-4-ZXEFRCE)Z X F B
&Y 237); 'HNMR: (CDCl;) 7.87 (t, J= 6Hz, 1H), 7.80 (d, J= 7Hz, 2H),
7.58-7.43 (m, 3H), 6.94 (d, J= 8Hz, 1H), 5.12 (q, J= 6.5Hz, 1H), 4.80 (m,
1H), 4.20 (dd, J= 6Hz, J= 17Hz, 1H), 4.08 (dd, J= 5.5Hz, J= 17Hz, 1H),
2.55 (m, 1H), 2.17-1.50 (m, 8H), 1.53 (d, J= 6.5Hz, 3H), 1.10-0.91 (m,
2H); MS: (M*+Na) 362;

N-[IS-REFEFEFEBE-2-G-FHXERCE)ZE1EFRHEGL
&%) 238); '"H NMR: (CDCl;) 8.15 (m, 1H), 7.81 (d, J= 8Hz, 2H), 7.56-7.41
(m, 3H), 7.22 (d, J= 7Hz, 1H), 5.05 (t, J= 7.2Hz, 1H), 4.84 (g, J= 7Hz, 1H),
4.18 (dd, J= 6Hz, J= 17Hz, 1H), 4.05 (dd, J= 5.5Hz, J= 17Hz, 1H), 2.48 (m,
2H), 2.11-1.47 (m, 9H), 1.03-0.90 (m, 2H), 0.90 (t, J= 7.7Hz, 3H); MS:
(M*+Na) 376;

N-[I1S-FEFEFEFBME 2-(1-ZHBIE-4- )2 B X FBRE
(4t &9 239); 'H NMR: (DMSO) 8.68 (t, J= 6Hz, 1H), 8.56 (d, J= 7Hz,
1H), 7.87 (d, J= 7THz, 2H), 7.54-7.42 (m, 3H), 4.50 (m, 1H), 4.10 (m, 2H),
2.77 (m, 2H), 2.24 (m, 2H), 1.79-1.05 (m, 9H), 0.93 (t, J= 7Hz, 3H); MS:
(M*+1) 343;

4R-FPHERE IS REFEEEFBEZK-1-FRHOE
=R LEEE(H A 240); 'H NMR: (CDCL,) 8.25 (t, J= 5Hz, 1H), 7.80 (d,
J=7Hz, 2H), 7.58-7.39 (m, 4H), 4.86 (q, J= 7.5Hz, 1H), 4.16 (dd, J= 5.5Hz,
J= 17Hz, 1H), 4.04 (dd, J= 5.5Hz, J= 17Hz, 1H), 2.28 (m, 2H), 1.84-1.07
(m, 9H), 1.51 (s, 3H); MS: (M*+1) 440;

N-2-BTE _mE-IR-FEFEEEFRE ) EFRIRL
&%) 241); 'HNMR (CDCL,): 7.83 (m, 1H), 7.65 (m, 1H), 7.55 (m, 1H),
7.43 (m, 2H), 7.16 (m, 1H), 5.00 (m, 1H), 4.19 (m, 2H), 3.33 (m, 1H), 3.27
(m, 1H), 1.34 (s, 9H);

N-IS-HEFEFEFBRE2-U-BERCE) ZE | EFREMWL S
¥ 242); 'H NMR: (CDCl,+10% CD;0D) 7.75 (d, J= 7Hz, 2H), 7.54-7.35
(m, 3H), 4.60 (m, 1H), 4.14 (d, J= 17.5Hz, 1H), 4.00 (d, J= 17.3Hz, 1H),
3.44 (m, 1H), 1.91-1.60 (m, 6H), 1.28-0.90 (m, SH); MS: (M"+Na) 352;

88



10

15

20

25

30

Mi-4-Q-FKBBERES-REFREEEFHREZEACELR
(&4 243); MS: (M'+Na) 394, (M*-CH,COQO0) 312;

N-(EEFREEETFEREEZERRE)VFEIEFBREMLED
244); 'H NMR (DMSO): 9.14 (d, J= 10Hz, 1H), 9.01 (t, J= 7Hz, 1H), 7.94
(d, J= 9Hz, 2H), 7.5 (m, 3H), 7.2 (m, 5H), 5.88 (d, J= 10Hz, 1H), 4.22 (m,
2H), 2.90 (m, 4H); MS: m/e=354.01;

N-[1S-§ 5 FREE R P E-2-(1-EM- 2 RIRmE-4-8) L E 5 F it
BE(L& 4 245); 'H NMR: (CDCl;+10% CD,0D) 7.77 (d, J= 7Hz, 2H),
7.51-7.37 (m, 3H), 7.06 (d, J= 3.6Hz, 1H), 6.48 (d, J= 3.6Hz, 1H), 4.68 (¢,
J=7.3Hz, 1H), 4.14 (d, = 17.3Hz, 1H), 4.01 (4, J= 17.3Hz, 1H), 3.91-3.85
(m, 2H), 2.99-2.89 (m, 2H), 1.90-1.27 (m, 7H); MS: (M'+Na) 420;

N ((FEFEEEFBREGICERRE)VFREIXERBEMED
246); 'H NMR (DMSO): 9.10 (d, J= 10Hz, 1H), 8.94 (t, J= 6Hz, 1H), 7.92
(d, J= 9Hz, 2H), 7.50 (m, 3H), 5.80 (d, J= 10Hz, 1H), 4.19 (d, J= 6Hz, 2H),
2.96 (m, 1H), 2.00 (m, 1H), 1.88 (m, 1H), 1.67 (m 2H), 1.53 (m, 1H), 1.27
(m 5H); MS: m/e=331.98;

N-FEFEIFOERQ-ZEELBEER)ABBEULEY
247);

N-(IS-BREFEEEFHBE A CEZE)I-BPREABRKME
#) 248); 'H NMR (CDCl,): 7.68 (t, J= 5.4Hz, 1H), 6.66 (d, J= 7.9Hz, 1H),
4.52 (dd, J= 9.4, 13.4Hz, 1H), 4.18 (dd, J= 5.9, 17.6Hz, 1H), 4.06 (dd, J=
5.9, 17.6Hz, 1H), 3.65 (m, 2H), 3.38 (s, 3H), 2.50 (t, J= 5.7Hz, 2H), 0.8-
1.70 (m, 13H);

JE-N-[1S- SR FRAEEFBE-2-G-FAERCE) L EXEFHE
(&4 249); 'H NMR: (CDCly) 8.01 (s, 1H), 7.80 (d, J= 7Hz, 2H),
7.55-7.42 (m, 3H), 6.84 (d, J= 8.3Hz, 1H), 5.26 (m, 1H), 4.59 (d, J=
17.2Hz, 1H), 4.14 (d, J= 17.2Hz, 1H), 3.54 (m, 1H), 3.29 (s, 3H), 2.18-0.94
(m, 11H); MS: (M"+Na) 366;

N-Q-EEBEE IR-EEFREEEFRELE)-3-[3-(1-FEMMK
AR-E)3-FEREIXEFEERE(WEY 250); ESI-MS m/z 5853
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(M+H");

N-Q2-FHEB e E- IR-BEFETREFHE ZE)-3-3-(1-FEMK
B-3S-)3-FRREIFEFTBR (LAY 251); ESI-MS m/z 585.4
(M+H");

N-Q-FEREEHE-1R-BEPEEFE PR L E)-3-[3-(4-FFIRE
-1-BEREVEE R FBERML &Y 252); ESI-MS m/z 571.2 (M+H");

N-(R-REFREEPFBRE2-AIHFER K EZE)E PR
&4 253);

N-[IR-AEFERFLFHE-2- L 2-EFHEM KT L)X F B
(&) 254); '"H NMR (CDCl,): 7.80 (m, 4H), 7.12-7.74 (m, 9H), 4.80 (m,
1H), 4.10 (m, 3H), 3.75 (s, 2H), 3.02 (m, 1H), 2.87 (m, 1H), 2.2-2.6 (m);

N-Q2-FEGHiHE-IR-WE TR PR 2 H)-3-(3-[1,3. 4] —
M2 B BRI B BRBR (124 255): 'H NMR (270 MHz, DMSO-d,) &
2.78 (m, 1), 2.89 (m, 1), 3.79 (s, 2), 4.18 (d, 2), 4.71 (m, 1), 7.23-7.37 (m,
5), 7.45 (t, 1), 7.61 (d, 1), 7.71 (d, 1), 7.99 (s, 1), 8.75 (d, 1), 8.77 (t, 1),
9.08 (s, 1), 9.22 (s, 1); ESI-MS m/z 496.1 (M+H");

N-R2-4-TFERLE)- IRFEEFEEEFHEZEI|XFEE
(ft &9 256); 'HNMR: (DMSO) 8.85 (t, J= 5Hz, 1H), 8.73 (d, J= 8.4Hz,
1H), 7.92 (d, J= 7Hz, 2H), 7.60-7.47 (m, 3H), 7.40-7.33 (m, 4H), 4.69 (dd,
J= 5.2Hz, J= 9.4Hz, 1H), 4.16 (s, 2H), 3.78 (s, 2H), 2.90 (dd, J= 5.2Hz, J=
13.6Hz, 1H), 2.77 (dd, J= 9.6Hz, J= 13.8Hz, 1H); MS: (M*+1) 388/390;

N-[IR-AEFEFTEFBE-2-Q-FEXEMRE)ZE 15 FREE
(&% 257); 'TH NMR: (DMSO) 8.87 (t, J=5.4Hz, 1H), 8.74 (d, J= 8.2Hz,
1H), 7.92 (d, J= 7Hz, 2H), 7.60-7.47 (m, 3H), 7.25-7.08 (m, 4H), 4.75 (m,
1H), 4.17 (d, J= 5.7Hz, 2H), 3.80 (s, 2H), 2.98 (dd, J= 5.2Hz, J= 13.6Hz,
1H), 2.82 (dd, J= 9.6Hz, J= 13.8Hz, 1H), 2.31 (s, 3H); MS: (M*+1) 368;

N-[IR-BEFREEFBRE -GS FREFERMED)ZLE|EH
BiRz (b &4 258); 'HNMR: (DMSO) 8.86 (t, J= 5.4Hz, 1H), 8.73 (d, J=
8.2Hz, 1H), 7.93 (d, J= 7Hz, 2H), 7.60-7.46 (m, 3H), 6.91 (s, 2H), 6.85 (s,
1H), 4.71 (m, 1H), 4.17 (d, J= 5.7Hz, 2H), 3.70 (s, 2H), 2.92 (dd, J= 5.4Hz,
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J=13.6Hz, 1H), 2.76 (dd, J= 9.6Hz, J= 13.8Hz, 1H), 2.22 (s, 6H); MS:
(M*+1) 382;

N-[IR-BEFEEEFBE 2-G-ZFFEFERRE)LE|EP
BERZ (&% 259); '"HNMR: (DMSO) 8.86 (t, J= 5.4Hz, 1H), 8.74 (d, J=
7.9Hz, 1H), 7.93 (d, J= 7Hz, 2H), 7.68 (d, J= 8.2Hz, 2H), 7.60-7.46 (m,
SH), 4.71 (m, 1H), 4.17 (m, 2H), 3.88 (s, 2H), 2.92 (dd, J= 5.4Hz, J=
13.4Hz, 1H), 2.79 (dd, J= 9.6Hz, J= 13.8Hz, 1H); MS: (M*+1)422;

N-[IR-BEFREXEFHE 2-G-ZFFEETEREE)ZEE
FFBERE (k&) 260); 'H NMR: (DMSO) 8.86 (t, J= 5.4Hz, 1H), 8.74 (4, J=
8.2Hz, 1H), 7.93 (d, J= 7Hz, 2H), 7.60-7.42 (m, 5H), 7.31 (d, J= 7.9Hz,
2H), 4.71 (m, 1H), 4.17 (d, J= 5.7Hz, 2H), 3.83 (s, 2H), 2.92 (dd, J= 5.4Hz,
J=13.8Hz, 1H), 2.79 (dd, J=9.6Hz, J= 13.8Hz, 1H); MS: (M*+1)438;

N-[IR-AEFEEEFHE2-G-=RFEREEXEREE)Z
H & H B (L&4 261); 'H NMR (DMSO) 8.86 (t, J= 5.4Hz, 1H), 8.75
(d, J= 8.2Hz, 1H), 7.92 (d, J= 7Hz, 2H), 7.66 (d, J= 7.9Hz, 2H), 7.60-7.45
(m, 5H), 4.72 (m, 1H), 4.17 (d, J= 5.7Hz, 2H), 3.86 (s, 2H), 2.92 (dd, J=
5.4Hz, J= 13.8Hz, 1H), 2.80 (dd, J= 9.6Hz, J= 13.8Hz, 1H); MS: (M'+1)
454;

N-[IR-AEFREFEFBRE-2-C-HEFTERSTE)ZE X FBE
(4 &%) 262); 'HNMR: (DMSO) 8.83 (t, J= 5Hz, 1H), 8.73 (d, J= 7.7Hz,
1H), 8.21 (s, 1H), 8.09 (d, J= 8Hz, 1H), 7.99 (m, 2H), 7.79 (d, J= 7.7Hz,
1H), 7.63-7.45 (m, 4H), 4.66 (m, 1H), 4.14 (d, J= 5Hz, 2H), 3.94 (s, 2H),
2.90-2.49 (m, 2H); MS: (M'+1)399.2;

N-[IR-FEFHIEFBE-2-Q-HEFERKE)ZE X FTELE
(L& 4 263); 'H NMR (DMSO): 8.79 (m, 1H), 8.48 (d, J= 5Hz, 1H), 7.93
(d, J= 7Hz, 2H), 7.75 (dt, J= 2,8Hz, 1H), 7.52 (m, 5H), 7.26 (m, 1H), 4.71
(m, 1H), 4.15 (m, 2H), 3.88 (s, 2H), 2.89 (m, 2H); MS: m/e= 354.97;

N-(IR-FREREEFEFBEE-2-npe-3- 2 F R 2 5 ) % F it
B (L&) 264); 'H NMR (DMSO): 8.86 (t, J= 6Hz, 1H), 8.74 (d, J= 9Hz,
1H), 8.53 (d, J= 2Hz, 1H), 8.44 (dd, J= 5,2Hz, 1H), 7.91 (m, 2H), 7.74 (m,
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1H), 7.54 (m, 3H), 7.34 (m, 1H), 4.72 (m, 1H), 4.17 (m, 2H), 3.82 (s, 2H),
2.84 (m, 2H); MS: m/e= 355.04;
N-(IR-BUEFEEEFBE-2-Mr-4-FEFERRE) LB F#H
B (4b &4 265); 'H NMR (DMSO): 8.85 (t, J= 6Hz, 1H), 8.75 (d, J= 9Hz,
1H), 8.5 (m, 2H), 7.93 (m, 2H), 7.54 (m, 3H), 7.35 (m, 2H), 4.69 (m, 1H),
4.16 (d, J= 6Hz, 2H), 3.8 (s= 2H), 2.91 (dd, J= 6, 15Hz, 1H), 2.79 (dd, J=
10, 15Hz, 1H); MS: m/e=355.02;
-HEN-(S-FEFEEEFHE)2-HOEZEXFHBEMS
¥ 266);
3EE-NQ-EEGEE- IR FEFEFEFHRE LK) X PR
(&Y 267);
3-SEE-N-(1S- S5 2 3 FF BRI [ ) 3K W R R (1 & 90 268);
S-EHFBEERRINCEANMEEERNELRFE(WLEY
269); MS: (M*'+Na) 394;
S-EFBEERIAOCEABEERRAELRALEY 270);
MS: (M*+1) 358;
N-[IR-FEFEEEFHRE-2-CA-_EEEBEE)VZEIFF B
(&% 271); 'H NMR (DMSO): 8.8 (d, t, 2H), 7.9 (d, J= 8Hz, 2H), 7.8
(m, 3H), 7.1 (m, 4H), 4.7 (m, 1H), 4.2 (s, 2H), 3.7 (s, 2H), 2.9 (m, 1H), 2.7
(m, 1H), 2.3 (s, 3H); MS: m/e= 368.0;
N-IR-FEFEEEFHE2-Q-FEFTERNE) LB F B
(e 272);
N-[IR-BEFEEEFBE-G-HETERRE)ZEIEFHE
(#&4 273); 'H NMR: (DMSO) 8.83 (t, J= 5.1Hz, 1H), 8.72 (d, J= 7.7Hz,
1H), 8.17 (d, J= 8Hz, 2H), 7.89 (d, J= 7Hz, 2H), 7.62-7.45 (m, 5H), 4.67
(m, 1H), 4.15 (d, J= 5.4Hz, 2H), 3.92 (s, 2H), 2.89 (dd, J= 5.4Hz, J=
13.8Hz, 1H), 2.77 (dd, J=9.6Hz, J= 13.8Hz, 1H); MS: (M'+1)399.2;
N-[IR-BEFEEEFHE2Q-MEFERSE)LH 15 F B
(46&%7274); 'H NMR (CDCl,): 8.81 (m, 1H), 8.79 (d, J= 8.0Hz, 1H), 7.95
(d, J= 3.9Hz, 1H), 7.84 (m, 2H), 7.42-7.65 (m, 6H), 4.63 (m, 1H), 4.05 (m,
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4H), 3.80 (m, 2H); MS: m/e (+1) 399.2;

N-IR-FEREEEFRE2-G-ZHRFREFEFRRRE)ZEA XA
BLiE (4L &% 275); 'H NMR (DMSO): 8.86 (m, 1H), 8.74 (d, J= 4.9Hz, 1H),
7.90 (d, J= 8.4Hz, 2H), 4.72 (m, 1H), 4.15 (d, J= 5.1Hz, 2H), 3.88 (s, 2H),
2.78 (m, 2H), 2.22-2.74 (m, 7H); MS: m/e (+1) 422.2;

N-[IR-AEFREEEFBE-2-Q-ZFFEXER ) ZEEF
BERE(1h &%) 276); 'H NMR (DMSO): 8.81 (m, 1H), 8.76 (d, J= 4.8Hz, 1H),
7.85 (d, J= 8.4Hz, 2H), 7.10-7.55 (m, 7H), 4.7 (m, 1H), 4.15 (s, 2H), 3.80
(s, 2H), 2.80 (m, 2H); MS: m/e (+1) 438.2;

N-[1R-f 5 F R R PR -2-(2- F EFH G L ) Z, 510 Bh-4»
BLBE(th &% 277); 'H NMR (DMSO): 8.7 (t, J= 6Hz, 1H), 7.2 (m, 4H),
6.67 (d, J= 7.8Hz, 1H), 4.4 (m, 1H), 4.2 (s, 2H), 3.7 (s, 2H), 3.5 (t, 4H), 3.3
(t, 4H), 2.7 (m, 2H), 2.3 (s, 3H); MS m/e 377.2;

N-[IR-BEFEE R FRR-2-Q-HEFEREE) ZE 1G9 M-4-F
Bt (th &4 278); 'H NMR (DMSO): 8.67 (t, J= 6Hz, 1H), 7.97 (d, J=
8.1Hz, 1H), 7.5 (m, 4H), 4.28 (q, 1H), 4.1 (d, J= 4Hz, 2H), 4.05 (m, 2H),
3.5 (t, 4H), 3.2 (t, 4H), 2.6 (m, 2H); MS m/e 408.4;

N-[IR-FAEFEEEFBE-2-C-HEFXEREE)Z FDHK-4-F
BEBR(4b-&% 279); '"H NMR (DMSO): 8.7 (t, J= 3Hz, 1H), 8.2 (m, 2H), 7.7
(m, 2H), 6.77 (d, J= 3Hz, 1H), 4.33 (m, 1H), 4.16 (m, 2H), 3.85 (d, I=
2.4Hz, 2H), 3.4 (m, 8H), 2.6 (m, 2H); MS m/e 408;

N-OS-AEFREEFBRE-2-FOEZFE)-1,1- AL 105
N Bk -4- P Bk B (40 & 4 280); 'TH NMR (DMSO): 8.5 (t, J= 3Hz, 1H), 6.9 (d,
J= 3Hz, 1H), 4.11 (m, 3H), 3.8 (t, 4H), 3.1 (t, 4H), 1.8-0.8 (m, 13H); MS
m/e 370.8;

N-Q-FAERGE-IS-FAEFEEREFBREZCEH)EFHREGE
#7 281); '"H NMR (DMSO): 8.72 (t, 1H), 8.65 (d, J= 3Hz, 1H), 7.9 (d, 2H),
7.5 (m, 3H), 5.7 (m, 1H), 5.1 (m, 2H), 4.1 (d, J= 3Hz, 2H), 2.8 (m, 2H);
MS m/e 304.2;

N-(IR-REFREEFHE)-2-Q- BT ERSEE)LH X P B
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(4b-&%) 282); 'H NMR (DMSO): 8.85 (m, 1H), 8.72 (d, J= 4.9Hz, 1H),
7.90 (d, J= 8.3Hz, 2H), 7.10-7.63 (m, 7H), 4.62 (m, 1H), 4.08 (d, J= 5.0Hz,
2H), 3.89 (s, 2H), 2.88 (m, 2H); MS: m/e (+1) 369.8;
N-R-C-BXEERBEE)-IR-FEFEREABE LA | X FEBRE
(&% 283); 'H NMR (DMSO): 8.80 (m, 1H), 8.75 (d, J=4.8, 1H), 7.95
(d, J= 8.2Hz, 2H), 7.12-7.58 (m, 7H), 4.75 (m, 1H), 4.18 (d, J= 4.8Hz, 2H),
3.85 (s, 2H), 2.8 (m, 2H); MS: m/e (+1) 388.2;
N-2-Q-B¥EEFEE)-IR-BEFEFALFEBRELE X FEK
(4k&4 284); 'H NMR (DMSO): 8.85 (m, 1H), 8.73 (d, J= 4.8Hz, 1H),
7.95 (d, J= 8.2Hz, 2H), 7.4-7.65 (m, SH), 7.37 (t, J= 7.2Hz, 1H), 7.20 (1, J=
7.2Hz, 1H), 4.70 (m, 1H), 4.08 (d, J= 5.1Hz, 2H), 3.90 (s, 2H), 2.90 (m,
2H): MS: mle (+1) 434.0;
N-[IR-FEFETREFBRE2Q-BMYFEREE)LE IR FHIE
(4k &4 285); '"H NMR (DMSO): 8.86 (m, 1H), 8.74 (d, J= 8.1Hz, 1H), 7.9
(d, J= 8.4Hz, 2H), 7.83 (d, J= 7.6Hz, 5H), 7.40-7.60 (m, 4H), 7.33 (t, J=
7.7Hz, 1H), 6.99 (t, J= 7.4Hz, 1H), 4.71 (m, 1H), 4.16 (d, J= 5.5Hz, 2H),
3.83 (s, 2H), 2.88 (m, 2H); MS: m/e (+1) 480.0;
N-R-@-RTEEERER)- IRAEFEEEFBELEIETR
fE(4&% 286); 'H NMR (CDCLy): 8.16 (m, 1H), 7.79 (d, J= 7.2Hz, 2H),
7.51 (t, J= 7.3Hz, 2H), 7.40 (t, J= 8.0Hz, 2H), 7.19-7.29 (m, 4H), 4.98 (m,
1H), 4.08 (m, 2H), 3.72 (m, 2H), 2.94 (m, 2H);
N-B-Q-EFERLEE)-IR-FEEFEEEFBEAE|EFBE
(46447 287); '"H NMR (DMSO): 8.73 (m, 2H), 7.92 (m, 2H), 7.38-7.56 (m,
SH), 7.32 (t, J= 5.9Hz, 1H), 7.18 (t, J= 5.9Hz, 1H), 4.64 (m, 1H), 4.14 (d,
J= 5.8Hz, 2H), 3.07 (m, 2H), 2.12 (m, 2H); MS: m/e (+1)=385.9;
N-(IR-§E PR EE P B E-3-40-F R E R H 5 % F B (1
&%) 288); 'H NMR (DMSO): 8.70 (m, 2H), 7.92 (m, 2H), 7.45-7.60 (m,
3H), 7.30 (d, = 13.3Hz, 1H), 7.05-7.21 (m, 3H), 4.61 (dd, J= 7.7Hz, 1H),
4.13 (d, J= 5.4Hz, 2H), 3 (m, 2H), 2.28 (s, 3H), 2.10 (m, 2H); MS: m/e
(+1)=366.0;
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N-(1R-§ 2 B 0 S P B 2 -3- i e - 2- B e 2 AT 4 ) & P R (L
447 289); '"H NMR (DMSO): 8.70 (m, 2H), 8.39 (m, 1H), 7.95 (d, J= 13.5,
2H), 7.45-7.68 (m, 4H), 7.29 (d, J= 13.5Hz, 1H), 7.10 (m, 1H), 4.59 (m,
1H), 4.13 (d, J= 5.7Hz, 2H), 3.20 (m, 2H), 2.14 (m, 2H); MS: m/e (+1)=
353.0;

4-(IR-BEFEEETFHE-2-E-2-EARBREZETREFE
3)-PR0E-1- B BT BE(AL 449 290); '"H NMR (DMSO0): 8.72 (t, J= 6.5Hz,
1H), 8.48 (d, J= 5.2Hz, 1H), 8.21 (d, J= 11.8Hz, 1H), 7.75 (t, J= 6.5Hz,
1H), 7.38 (d, J= 7.9Hz, 1H), 7.25 (m, 1H), 4.80 (m, 1H), 4.14 (d, J= 6.6Hz,
2H), 3.93 (d, J= 13.6Hz, 2H), 3.85 (s, 2H), 3.33 (s, 4H), 2.56-2.83 (m, 4H),
2.35 (m, 1H), 1.35 (s, 9H); MS: m/e (+1)= 461.4;

N-(1R-§U5 B R H 3 PR R -3-ntie -4-F iR b 2 A 25 ) K B B AR (1
&%) 291); 'H NMR (DMSO): 8.73 (m, 2H), 8.35 (d, J= 6.2Hz, 2H), 7.95
(m, 2H), 7.51 (m, 3H), 7.28 (d, J= 6.2Hz, 2H), 4.62 (q, J= 7.9Hz, 1H), 4.14
(d, J= 5.7Hz, 2H), 3.13 (m, 2H), 2.14 (m, 2H); MS: m/e (+1)=355.0;

NI(REFE-EETBE) 2 HEE-ZE-FTFBREEY
292); 0

-EEEEN-FEFEIRCE-WBEALED 293).

SEHEF] 11
ML FEOE B RE

£ 10uL — B H(DMSO)F #il & X MR EKRKLEWHER, A
EHERBEMBE@OUL, §FH: NN-ZQ-BELE)2-HELHER
(BES). 50mM (pH 6); REZFEMAK LBEER BERE, 0.05%; M
HBAEEDTD, 2.5 MMTRHRE. B AHALEAE B (0.025 KR,
7 25 REEFHF)IMANFEET . BiREBERS SR L
BESE 10D, BEREESHETHRE 30 28, MRABREETM
A Z-FR-AMC (20 G1E/R, 7F 25uL REBHHEF), REELH K
Bk 460nm) MK AR 5 44h. FEMNEERBABHE MR TE
HH 2R 1 (K -
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KA KBNS R LR RRETHR, ARIERANLE
YWEAAAAEAREBHHEE, KKENMTHFT 10pM.

L] 12
HAERE KRR

£ 10uL — B T H(DMSO)F #l & &M IRER KR SWER, &
EAERBE M (40uL, &F: MES, 50mM (pH 5.5); EDTA, 2.5mM;
1 DTT, 2.5mM)P#HE. ¥ AHHEZEAEE K (0.0906 FE/R, FE 25uL
RREMBETMATFRES. BRARBAERDBIRLBE S 2
10 B4, BERGEHEZETHER 30 048, HARBEETMA Z-Phe-
Arg-AMC (4 #9BE/R, 7 25uL REEWET), REBELDHEE
(A460nm) M M KAE 5 48h. AEMPMBEERMNBEEMETHENE
T30 161 H(K)

¥R B g iR LR R R AT, ARAEKENNLE
YRFHALAEOR K MHEERE, R KEDTHRFT 10uM.

S 13
ALAFEEMRLAE

7 10pL — B ER(DMSO)F il & &M IR E R RKALEWER, &
BERKEME 4oL, &F: MES, 50mM (pH 5.5); EDTA, 2.5mM;
#1 DTT, 2.5mM)F 8. ¥MALLEAE L (0.05 FER, 7 25uL &
REMEPIMABRER . $RARBBRERSHBFRERES S ZE 10
e, BEAFAEZETRE 30084, RRBEBRTMA Z-Phe-Arg-
AMC (1 B /R, 7E 25uL RS PR ), SR 5 & 4 68 E A (A460nm)
WKAERE 5 sreh. BRI SR N B A dh v 5 H R SR R
(K)o

W4 % H & EE ERRRHEATIR, ARAEKHOLE
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QQQQQ

YRFAHLEARE L A%EE, X KENTHET 10puM.

LHEG] 14
HAEOR SRR

£ 10pL — H EH(DMSO)F #| & & MIKEHIRKR L EER, &
JEE R E P (40uL, & H: MES, 50mM (pH 6.5); EDTA, 2.5mM;
MEHS, 100mM)P . BAHLEEAEE S (0.158 AR, 7 25ul
REZMMBT)MARRERT. HARBBRERSBEFREBE S E
10 B4k, BERGEZETHRE 30 048, RREBEBRFMA Z-Val-
Val-Arg-AMC (9 /R, 7€ 25uL RBEHET), REELH»HAE
BF(r460nm) MM KAE 5 8. FE BB EER N\ BE R i
R AN # BU(K)-

BERANLEDEL LR XEHTHR, REIE KBNS
MRBFEHRAFEAR S WalEE, K KEDMTHET 10pM.

LR 15
EERBE DR

BEEE AN, ip)NEENBERQ20mg, ip)—BESE 0 X
I 12 REBHE C57 PROEME) B, 5 22, 23 5k 24 RETEM
SIEEBBAEN(10g1) 60 Eh(EMPIR, [ERE 4 DE)XF P RBETH
. 7E 0. 8. 23.5. 29, 33. 48 1 56 /A [A) /) B, O ARG 2R FE 5 Sml/kg
(0.5% MC/0.2 %HE 80 HIKEHR)E AR LED.

86 M E(E—RBTE 72 PNE), BRASHRELLZE DR
TR ERERFGE, RuJag R A MRS UHTHAEZRAE, Ll 30cm
KEMFFRKRN 10%FHEKEHIERDHANBF). KHRHEHFETE
£ 10% NBF Ki## . 7 10% NBF FEEZE/D 24 /DEtE, %5 HE/
WERE BT T . AR BEE NS - AREV T 2um K
MA. REBAERARMBORE. S HFFITREZTEMIFS
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it R4 4R B R SRR R A PARIFSE TZE A 0.03 2 30mg/kg HIER

L&Y IR TT Ja X I E R IR RO R BB O TR AE A

SEHER 16

FHX L&Y AR 2P
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10-100 mg
105 mg
18 mg

EEZ 100 mL

0.1-10 mg
EREEE
1.05 mg

0.18 mg
EEZE 1.0mL

1%

73%
25%
1%
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