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Ripy AREZRFERAETRKRG XL, HE

“Ryp14 2(Cs.15) 5 & sulfondioxideamino, %)= RIS (C )BT E K
B (Ca) & . Ca)BAE. B (C) i A R BERAKYERE
sulfondioxideamino.

X I A EIEX Ips Ipss Ipss Ipes Ipss Ipes Iprs Ipse Xpo Ipgos
Tpirs Ipas Ipis 72 Ipig AL24h . & 3k ARER B Bl 47 4 7] QL3S AT X4 em,
Pk X ol BB X, EHX. BEMHT XA R EFEH BT X
Jo BB A F SRR, ALK 6 R AABRER B A P 38R A IRAR
AR ABKEY., AEX T EHTREXHEANE—BRRERS TARK
WA BRARE, BT HE RSB, '

AKPH S RARBBTHNGECETEHERAL, sl Bi.
BmALRELE. 2AL ORI rRERLEIRLILEL; Biva e
X158 (bl HCD& 3 B X 1ehE R .

% B T XA LA 64 & AR AABR BS B4 F) A T A #5404 3 X AR AL
o4, BZHR. #EBHXREY KB X6 KL §RRR
B B 3 ) ) ST A 640 b % B X R EH XAdp M s XeyAm 2 e
#, RIFR,

Sk & AR AR B BRI F T A MR AL R XA E, Bt
EAA T A A T3 AR T IF BB T e dE 2t ik AR RS R
B XL, EFARREGRRIA THT DR XA R XA,
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Blde, R R R R, QREBRRARERE AT, LT AEATRIRAGK
BT EAR AL BRAREBAA, AT )58 BARAAR T4 3 4 AT RST R
79 R ohoE b 8 (i -(CHy) -3 -(CH,), ) 58 BB 3 =T A B XA B 32X A
Al FH4eR R R R, QHBRARNRTE, AR GRNAEM TLEEE
B i 31 T A 3R _E 4 (1534 -(CH) - 3 -(CHy) AR BRI 7T A R XA & R
KM A, FHARBA M 7T vAIE 8 Wb oARIB F A5 50 B AR LR MK,
AL A 8 AR BLBR B B 37 ) ) GLIEATAT MR TY XAt AT R AR RS- T
Xe91ea4.

AL IR GIEATIA W 7T AE B Ho ) dotRIE R Al o AT FAF &
Blde BAIGLA G &, AL QR AB BB 5 A (Fl e X THA
)T A 3eiB R K VI a5 X IX DBl A B A, Flde
Fo/ R AEAGBEF] 69 B T) B A 7 ) &

i
Ri— (CH,)—S—

; NH, Vi

o

AX VI LSS P, RiFndoh L2,

(CH,)
HO\”/ z\R2 X

O
EXIXAAHFT, Ryfem 4ok LR X, 5 ENEFH R REY
FHXILSHHE, ¥R, R mAfen ok LATE,
Blde, wRX IHEGHESX T AKX VAR, X VIDESHTE
X X AKX XI AW (Bl 3k T K, Fldefe/ RABBR QAL T)RE
FRX 14, HFBRAREIA LZ L8

R

1"
R3 / R12
‘%-COOH HOOC
R;

R
X 13
R, Xi

XX RX XTI A%+ BRIk 38,
VAL R B & BRACB R 3 BT vAE 4 ) e I A6 57 P A HLEE S
BB E T A deiRIE. Flde X MFERF ERERIE. Flel M TFRAIHE
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o R X T AW PR, WOERMRREEREN LSRR T AR
HHREERE R RBRKY, AL ERTAGwE LR T LR, #lw
BB A IIACASBREGHE, FlloiFBitEoRGRERE, F
b B A N-EEMHS S E ARG, RIRATRABLRMEND B AR
W RIRAR B AR B 84 22 R ik 42 3| RUR T L), B RN BURAT 4 B8 A 7T A
WEARFRBARHE, RZFAR.

X VIIL. IX. X #= XI {6892 Cde by RE 7T A 4 p) oiRiE . B
S0 EART F T BRI RG F ik FRF.

#lde X, VIIL AaA-4 =T vA i i A (27K 49)NH; &L f A X XTI 4683k

n=0

R— (CHy);—S—Cl Xl

|
0

X X 3 XILA ST A G| 3ol b8 R-HEGE P R, AR AX VAR,
£ AR LG A BB TZ—EFAANRER)

EBA I EAMHEET, EENbw ki, 245
(RO),OP-CHR,-COO-R(3t ¥ R &It , #)4e(C L) R (Bl T AR TE)
AR Z4eA EZ X Ry K R)RA BT R

Bl EETFERGBET, EEMNALTFRY, 245
Phs-P-CR,-COO-CoHs(3L % R, 4wk £ SL&Y) B M ikAF; A

HeR R, ZE., ALK F IR HRRGHFET, B4 1
s FrBMEBAET, EEMNA_FEAFEREY, AL5
NC-CH,-COOR(& % R 4=k L& X)) R E Mk, MEFIESRTER
HB T, LA 4 4o w9 Sk wh/H,0 F , 45 3K 4F 694084 A NaOH 2 LiOH
R,

SHRMEHNZAREHMERA X, LN ERF IR, FEA
BB ARSI R A R L B ISR L AR, Fliedh, REEUNEFZ
£5. B EARE G ARENEZINERRE Y% 3-0-FL8E, HEyemn
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b A B S AR ARBL BB ALAR. AP bEE T AR AR 6 E M R E R IRAKTH
ik, BB ESFME. FIb, 8 ARAUERES B )R T AR AE &R 3T
F B HAkitid 2 e L2 R TR,

BERRGSHEAEMERAZIRYERBEER, MEYEEF R
. BB, BEAEE. BERRESFARETRABEL;, ELFAY
BERAEHT, RIEMRIELA MR A A E X AR AR
AFEEES, KRR = AR AR A IRYEERE LIS,
Fbh, BBEABRRGEFAVSITRINEEER., EFHTY, AR
R RRENIEZRR: () EERGMR,; i) EHAKRE
(DHEA)(#E 24 #8485 4 44 (DHEAS)2-35) 8 i L%, £85= DHEAS ¥
IR, Blhe KRR Ak B R RS E . S FF(DHT). AiE
38 A BRI AR P B3R A, DHT HiE2 AIEIR T B4R L8 Mg
8 FE, Bk, BiLHH AR FARE R P BAAREE A RERT
gt R AR BA A, B, CHFTEHAXEERHNR, &
FikiBit BAEF RAYYAFARERTE, AARBTLLETRY A
NS i

B ENFHRBLAEGHATETER, &AARERLNGE 95%.
FHABE R HHALE A KA F R T LR S LLERLEH
Bekkilk, cABIBERESANEERAZONE. CERAETS
kLK thst B aAatk, BLE F M biE DHEA 7 S22 EFRAKFER, X&E
hECHPBRBEN AR ENBL T REE,

SLBEREXAEFRAFME, RHELETILE b EEX
WMEKAEX. 3 L5 GRBENRE MR LT RR T BN iFT
WpscE, B, FlAIARBUR)T GREE o/ SOREE N RERTF
WA 6 57 BLIEATRAE . MR MR A S L R A .

de F B, BRAEERGEZE DHT RERBKTAFE L& F AT
DHEAS 4.8 5 B\ DHEAS 2] DHT #Xift2 28 5§ —F iR T8 8%
B BBt DHEAS BLALT =4 DHEA., C2#A T EARE R mef K
FRAT A 8 R EF R B A AL AR, ARABR BB ) R 2t T M ARBLBK
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SRR ENARMERTGEHERRRER T bl & 2R AL BB %) A
(Bl He B B 3-O-RE AR B A 4- F LA A (umvelliferyl)-7-O- 2 A 51 B BF)
AR, VIEACZEIIEE S A AABLE B A LI HMAAR R R m
HL(HaCaT)RA B BEAT A 64 A4 42 g8 & (1BR3GN) 4| &4 8§ 2 ALBR BS B .
A IS AL BT RN T ELEE HaCaT AR ARSI T & & AR ER
B,

Bl bk, Ak ARER B B4 5 7] 7T vA B F AR ALK F 69 AR & Aol K
F. CATT A B A ARBRER BRI FI R A T B St R E R HLAE
RIEBE AR (Hlaodsh. KRB, BEETHBE. 2L8)FATAHH
BT SR M.

FI, FEEGHARYEARRBEIWFMNA TR EERBEEEANT
HRERR, A PABRBBE R G HRMER ., XEHEBDFHIMGEL
EOEBEERPELE ISR EAREFBl A, LR, B F B
K. 5 HgE); R FRBBERIETE, 4liRmI0HRE Fo ]3RS |
FERNEBNIRBE, XKEFAZRAARR, FlEREEXHT K. I
Rfo I BB, RAMOSRAE. $AMELE. TENRA. FRIR
. BREE. FHUEMAPLER. FRhBHEERTHFRE. £H
M. BEER., FAMAK., M. MEEEEERX. BAEAKX.
BHEDIRE IR, SARBEREWHNLA TEARE, AL THE
ERRERMEEE, PR, FERBEE. SRR H0EF
FIRRRE. §AABREEEF AN A THZiAL e, HARLEBTEFNE
HBR, QHEMRRERATY, LBITEFIBEHZ AL T DHEAS K-+
R KEEA.

ATFTRERALRT T AWM AT G RABREERE M T 6 E K.

A 25 BABR B Bl 04 ShAL,

AR BEAE FEREH G RFAE. A TRE, /R AE-T0
CTFR&E., LG, IAR—FHFBRE 4CT#AT, A 20CTFHAYT pH
{E, ¥ 400 g AL 1.2 L 4 %& A(50 mM Tris-HCl, pH 7.4, 025 M &
1) F K. HRFHAHAE 10,000 xg T ES 45 040, ¥ EFRKENE

24



200680008024. 5 oM P ZE23/96m

BKRAFHILEMAE S0 mLEFRAFARGR. BVE, ¥ARKFNHE
kA BATARIE (100,000 x g, 1B, ERFHREHESFT
BAE A PHALETEIES, BEFOHORERHWEZFT 50 mL 50 mM
Tris-HCl, pH7.4 ¥ # LA 20C TFEALEH—FHRE,

LG, BitRiEE SR LR KEMERFERLEFT S0 mL &
##% B(10 mM Tris-HCl, pH 7.0, 1 mM EDTA, 2 mM 2-3iik T8,
1%Triton X-100, 0.1%F A& & EFHF) Y. ERFHH TAKELKE 1
NG, R E (100,000 x g, 1/ B). dkE OSBEE M EF RS
HA 1 M Tris % pHAZ 8.0. ¥RFHEREA TREBEREA(2.6%20
cm)FF B pH 8.0 44 4% B 747, ATARRN 2 mL/SHHLTAB
ik, ERAADTIRE. BAHHERAZ pH T4 FLERAZ A& CQ20
mM Tris-HCl, pH 7.4, 0.1 %Triton X-100, 0.5 M NaCl)-F# 847 83K
Y A BASAEA(1.6x10 cm) LT, B FALA R C K BLESH
AR 10%EE AR C ¥ i T A EEIF RN, S ERELSFLAR
#& D(20 mM Tris-HCI, pH 8.0, 1 mM EDTA, 0.1%Triton X-100, 10%
Hid (viv)) T HAT.

KB RGHER T RALAR D T84 K EIFRIEE(0.8x10 cm);
HAEETFHALAEARD £ 2MELFRD T4 NaCl ¥ KA.
L FE MRS, 4oF B RYE (Centricon 10), ELE AR D F 547 HHAE-20
CTaREH.

A 2% AR BS BS B X I8

B fn b AL B A S A AR BR BE B AR AL BL AR AR AL S, M b AR F)3b
R A ABREL, Blde 4-FRMYEABEE, RERRRAGTAFER
aA., BEEATERRAMALEG EH/HBFHZRGILT RHERRR
oY

1) 50 uL &AM (1.5 mM £ 0.1 M Tris-HCl, pH 7.5 ¥ &) 4-F 228

AR BS BR)

2) 50 pL X¥4bA £ 0.1 M Tris-HCI, pH 7.5, 0.1 % Triton X-100

A ER (GRS A B AR E DMSO T #1& KBRAH T
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BRI SORE TR 1%)

3) 50 uL EEAAR (%) 12 B5$£45/mL)

wHARZ L —ANBE R AR EYKES 500 uyM. £ 01 M
Tris-HCl, pH 7.5, 0.1%Triton X-100 ¥ . £ 37°C F & 8 KA# 1 nmol 4-
WA R RRBR B 64 AR ABR B BE Y E.

MM 3TC TR A, RGBT AA 100 pL 0.2 M NaOH 41k
Bi. % XI%E A Titertek Fluoroskan IT AL ERZE, A, =355 nm FEH
Aem = 460 nm.

ABsF ICs {84+ F

MAE b A A ARBR BB KIS A R R 6 KL A M RE (o) R AT 49
%IRRT, BAATEXI I S0%H#]887% b o R B (ICs):

I - 1100
1+(c/ICy)’

L L0 RAAEFHAEIRBGBEN L s R4ARET. HREAR
KB AV AL AMHF LB ICs 5 FTA 8 XA e% 470l
Z.. A8 ICs AR X T
RIEL A8 I1Cs
MEER B AR BB 1Y 1Cso

*ﬂﬂ IC50 =

4B B E AR K Aot H, MRER R ABLER ) ICso1E %9 4 60 nM.

A O 4G & AR LB B B 4 A R 6 X b BT R E R ICs
{545 0.0046 £ 10 6950 B A).

CHO/STS &%

W8 5T B A A ABRES AR 4 CHO @M (CHO/STS)&&M TR ERE
Wk . Bl LY 00%FRAE , 25 B BR B K K R (B o AR BAALE-4)
BAA, RER 4%EEFTRATETEZ 10 24P+ ELA PBS ik 4
K, #2EF 0.1 M Tris-HCI, pH 7.5, #&/& A 100 pL/3L 0.5 mM 4- F 2K
A B ES(MUS)IE 5. BER A 37C TF#AT 30 247, REAA S50 pL/
JUAIEER (A M Tris-HCI, pH 10.4). #EBE A EA#BE A EIR
(Microfluor, Dynex, Chantilly, VA)¥ 5 L Fluoroskan II KAMERZ
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IR E LM, WAAAYREEMNEE. s TFHHRY, R
(FU)IR AL R B R BB B(sulforhodamine B)(ODsso) @ ZE G R EE
FF R R FOAR EmAOH 1R £, Eid 3% 5 (bracketing point)Z [F] 49 4,
MR REAE ICso1E. EHENFHIF KB F, S-5 3-0-R AR BB AL
H AW 3 BLHE 1Cso AR ER 3-O- R A BLES #ATA7 B AL (AR ICso=1b A~
#7845 1Cso/ %R BR 3-O-REFAABLES 45 1Cs).

AR I 8 AR BB 4 H AR R AR BB E AR 1Cs
{E/£ 0.05 £ 10 9B ).

B A B Bk 8RR

FABeF 64 3 71 5 AP AR BRI R 6B AR (A AL 100 mg) At B
BR (% 1x1 mm)., HERFGHER &F T 10 248 (ww) €4 0.1%Triton
X-100 #9427 #% (20 mM Tris-HCl, pH 7.5)%F . I RE 69X 404
(Bl AL BRALEH), XL RSP IX B 5T GBS DMSO 8944 .
F =, mAKHESY DHEASA pC/mL [PH|DHEAS, HEE: £ 60
Ci/mmol AR 20 uM Kk 47it4) DHEAS). ¥4 & e 37 C3 5%k 18 It 4
BEFHALEREE, A 50 pL 1 M Tris, pH 10.4 3 mL FX. 3 1 mL
O AR AT RAR QIR 5, H R 2 4354 dpm EHILAHH
F R kA5 B 4L 4849 2) DHEA 49 nmol £k,

AR R & AR BB 4| M AR E R T B 7y HICs 1A
0.03 £ 10 uM &5 B A).

AR PE G HAREETHHNE LR RXRRAGTR T HER., KALH
0 8 AR BB B H 4G A/ REF AT XE T 5 KL AES WY
# B Ao/ R AR EF AT XA R F R E R,

B s, AKX A G AR B B R H R ARSI G AR ABR B B A A~
FH R T FAE @ R BB Al A, PTG R AR de 3R M F AR M
HELEERETER, Hlde

4P B

TREEMBRA,
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-% 25,

FEAE, B E fe R AR IR

AEe LG RE, BldeEFHER, GEMRRERRA.

AL BB BT R AR A T A B, M. REEN
BLE. 325, EES ABREETRMMEE, TREETEL. B
QIEIE T MG AT,

ALK AR B A .35 £ 5] 208 LA 4] 217 Fo Kb 218
oty k) 248 1LAH . TP 249 A, EHEH) 251 A M Ak
) 379 LAy, ALY EA K AR BREE XIS ¥ BT AR IC51E
F£ 0.0046 £ 0.29 #9358 B A, £ CHO/STS X% F #4832+ ICso 18 £ 0.05 £ 0.18
BB A, AN AARIS RKXEF ICs1E4£ 0.03 £ 0.27 uM 455 Bl
R 5 B bk sb b A % B 75 b AR AUBR BRBRIT I ] . EAIE R E Y
217 Fa 64 218 14, FAAY R EEE XL T AR5 ICs 2 0.29,
A CHO/STS XE ¥ A82f 1Cs & 0.08 H AR AARKS ZEXEF 1Cs
Z 0.27 uM.

DAL W FANT T K I AR AR BR B 37 ) F) (#) 3e K 464 217 4L - Fo
FH) 218 LB FHR RN,

ERBERT GERTASELTREELT BF.

¥ A (Flde NMRI & 2, 428 Q) A FREHHREER 10 uL &
R4 XA A B IR G IR T A (4:4:2 4 LB/ AR/ — T A TBUERRA-9)
R, AREERRT R TERELRREAAY. LE 30045, EH
KI5 10 pL 0.005% &)+ vo bt B B B -13-B4 B B8 (TPA)
SR O R K,

#FE 6 PN EBERZFTHETHH BAIREGETE)RIPN B R
JE., KEFHWH BB TREH AT, KBS HEEAN R E
5 £ B (R R) 6 £ 7 5 LKA KIS 1A 5 T2 AR BT A AL 22 4
PSRBT R . KFNERATRELEREATF:
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RS 217 X FEHH] 218 e
0 0.1 0.3 1.0 3.0 10
20 36 45

AXBLERET, BAQRSSREGR)ABERHART., ERXE
SRR P HGA(FAFR)RARELAGRKKERRAZNTFE 5
3.

R R R R GAMBEBEITHREARIMNAAAH.

F—FE, REPRET AT ARBRGF X, AFHaEL T3
VG 9T ARG 76 T A R E G & AR AR ER BT S )

G QB AT, STRELT, RiEF “YRABREBEFHH
Q35— Fh R, 2 A RAB BB PRI A, Hik—FF,

s FIX KRGS, S AR BB S A 9 E4H T B RIR T4
S P R 84 S A B BR BRI B K] 9L R R R A b ) FHAE. EAEE.
R F X RN EREERERAR. 22, BFRAL
B 44 & A AR BR BEBR 4] 7 A £9 0.1 mg/kg £49 100 mg/kg ShHARE A A £
HH, Bt EHEREMEEA 224K, RAEKRKGHILSH. F
AP TARBHENLER. S TFREHREEFELHS, EHARNEAHSL
5mg £4 5000 mg, Bl A5 F EHERES 4 RAFULHEH XREH®A.
BT R R E S Q0% 1.25 mg £4 2000 mg, Bldes E S —FHTH A
B H, Bliedik, HEHRE.

ALK BR 4 & sk ARBS BB 5 ) ST AA T 35 Al B X (Fl e Bim i 2 &
Bk, B R BN X, ELEA T XA LTS Ssatfk
AN TR, AT RMEEE. AL AABER B H) 7T A
5 % HLE Bl 3o+ 3 BRI F (4] 30 B Ao B A ) Fo it it ALK ) .
A R4 & AR B B I A T A BT R R, ATk 682
defpEAR, Fliebiel. Ok, HM. ORER; EMEXA, HlE
EEBRA. L. RT#HA; ZAFEA, flatl. FA. AFTA
A Fld GRRKRORAA . RER . EHERMNIZENEX, 4
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o d B8R, MAH K, AR FR . HLEA . BEA. #FH. TEARA.
BERK . BTA. BEA. BA. REANEXIEULHNHBX. FHRURE
HEAs T HRER S RRETH AT ARESY. FTEHERRTRAA
AR AR, 8%, EAHFREESHFTREHSY 0.05 24 5%, ik
% 0.1 £ 1%wiw, AEREDR. EHERBRALSUWTREANY
1%w/w 24 90%w/w FTARRIFHELE R,

sk WA T ARE S e KT ERF EAEE, Fleid LR,
k., GR. BEIATFEFE. THARYHN QLIEH E L) 8K/
RAFBA, Sl IBE K. SR, BEN. AFHATH. BERN. 5
Fatiek ), FAR . AR . BEA. BEMNF/RILHN. HEH. AT
WA BE R L/ REFFH].

AL WA W7 A LAV R E RS LI R A6 8 AR
B BS BRI, RE KK A & AR BE BRI H F Fo B SM G —FF RS AR
CHMERA ., AL EHBERAN QAL REFRAESHEH
).

3ol

-El s, EPAMHREHABHERNERRNEHELSDT,

e, AP AL FHELHTHRFREFHEHERANER A CK
PAE, Pl AEEANHARE; A

- s, EPHBERA ST OE, (2841 F 8 RIGA A 635
A,

F—FE, AERARBET HHa s, EHHESHRT T H ABKY
FSPE Q4 ) —FF R K 9 49 8 AR ALBR BE B4 H) W A ML KA.

FEVATF LAY, FAREARKELSE FLEIARE.

JL | VAT 489535

DIEA AR ERE
DMA NN-— ¥ X LBuEE
DMAP N,N-— % X R i rboe

DMF N,N-— ¥ 3 F Bl
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DMSO — ¥ R

EDC 1-TE3-3-—FARARR)K - TG 8 &7 X

EtAc LERTBE

EX 5k #6451

HEX ETHR

c-HEX RTE

m.p. &3

PPA 7 BT B BR BT

RT TiR

THF 9 Skl

B A

4-(4-38-2,5- = R -E-3- 5 B A R H )RR -1- T BRAR T B8 ( 5k &
1 046-4h)

a. 4-3-2,5- — KN -3-F B

AERT, ¥ 90 mL NH; KiE&32%)mAZ 8.88 g 4-i8-2,5-— R-E
B-3-FABERL 120 mL EtAc B . HRFRAMHHLY 15 10, ¥
HAANFmANE, AWER 1 NHCl A H,0 it BTIR, FRFHAN
M EF KL, KF 45225 - R-K9-3-RBLE. mp. 113-117C;
BC-NMR (CDCL): 8=108.287; 125.342; 130.404; 135.716.

b. 4-(4-i8-2,5- = R-EH-3- A B R H I )-vkoe-1-F BT Bg

¥ 60 mg DMAP. 130 mg DIEA #= 192 mg EDC #nA £ 155 mg 4-i%
2.5- = K-35 B A0 230 mg 1-(R T BA K X)-7k°Z-4-F 8545 8 mL
DMF E& Y. $EFRAMAEL 30C THEY 16 18, BEMNELF L
JPIFGELAREHA EtAc LB, BEFHRAHA 1 N HClI KEFR.
Mo NaHCO; A & Ao 3 K 2o e 7 BT R, W RAF 694 HUtR 4 557 2 & 5F
B ERK ARG HAT e, FF 4-(4-38-2,5-—R-E-3-RBLARE B L)-
wkeZ-1-F B T 85 LK 1,4-="%4 F % F.

LB B
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4-(3,5-=-Z R F £ - KB A R A ) A X-3-F K-9ko2-1-F BT
BE (A 72 AP)Fe 4-(3,5- - Z AT E- T B A REH A )- R X-3-F
ke -1-F BRAR T B (=3 73 AH)

AO0CT, ¥ 18 mL — (= FAFTaRL AL THF ER&RQ M)A
Z 124 g PARETA=XAFAHS 25 mL T3 THF &8F&F. ERF
B P & B AL 25 mL THF ¥4 5.87 g 3-F A 4-BAR-KR-1-FE&R
BRTHE, WHEAGRAMAEOOCCTHHE, A EtAcHZFEA 1 M HCIK
. Afe NalCO; KER M AKER, $EFHANET R LELE
7. BHEFHAL ARG W2 EF B RFORARGEN AL, 4 3.6
¢ FAFLRAEHET 150 mL CH;CN ¥, AwA 1.68 g = RAHF L RS
#2337 mg Nal B3 = A 0RAMAE 0CTHRALR., FRFHRS
WM EN AR F LR RBHELAGHA EtAc R E, $RFHREDHA 1
M HCI K&k . 4af= NaHCO; KA R ER, FEFHANETIR,
K EA LR RHRL ARG W B AR R I LRI R R SR &
& . 447 36 mL EtOH/H,O(1:1)F & 494 mg RFIELAGHA = 1.18 g
# 3§ fk B4 (magnesium monoperoxyphthalic acid)sx/K&-% £ Ei& T H
#H A EtAc #8., ¥3EFHRAMA 1 M HC AR ER, HRAHA
WETF IR, BEBENHFLEELARY HIATILIR I HAG R 6418 R 5]
RE. 60 mg KRN ARLARGHNERT AL 2 mL DMF 7= 84 pL
DIEA F# 71 mg 3,5-=(Z AT X)KLHBAE. 94 mg EDC #= 30 mg
DMAP 5 ELi§ 313690 £ £ 8 T IRdE. AEKFRA W F R HIEH 5
L% X B HR%E AYH E R-18 & L & 7T H &
HPLC(CH3;CN/H,0(0.1%TFA)). £4F 4-(3,5-=-Z i F A oS A REHK
A A X-3-F A -0Ro2-1-F BT B fe 4-(3,5-=-Z A F A -Farm ik fAK
)R X-3-F K okoe-1-F BT B3

E4) C

N-[1-(2-F8 2 - )42 -4- 3 2 ]-3,5- - Z R F A - FatBik (52464 81
. A-4)

a. N-("Z-4-$ R )-3.5-—-= BT E-RaxBtiag B H X
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32 g 4-(3,5-=-Z T - KB A R B A )-keE-1 ‘T’ﬁ&%x'rﬁ EF
1 mL MeOH # 9 mL CH,CL, ¥ RA#¥F. ¥HEFMYRAMHEZTRTH 20
mL /£ (C,Hs),0 ¥ & 3 N HCl & 2 % 16 I 8. ARLEH 5 HLRMA N-(RZ
A B35 - BT R R BAR A B Y K. m.p. 285-291TC.

b. N-[1-Q-FE &K K)ok 4-$ K-35 == f T R KBk

% 0.13 ¢ DIEA #2 0.07 g 1-R-2-AH X F WA ZE 022 g N-(RE-4-5
£)-3,5- 2 Z RF K- RKARBER A 4 B 3 X4 4 mL DMSO F&F. #K
B RAHE SOCTHEY 18 10, RABEMFBRERGALAEGD
FAERE b AT bk &8P EtAc). HAF N-[1-Q-AE-KK)-%kg-4-K
A)-3,5-—-Z R F K- KBk,

£3#&A4 D

B X-[4-(4-38-2,5- = R K3 A RAEL)- K TAFTE-RET
BRAR T B8 (464 109 1L6-4)

a. 4-5;%—2,5-:-%—@"49\-3-5% iy

AEETF, % 90 mL NH; KER&(32%)mAE 8.88 g 4-i£-2,5-—F %
o3 EEBER M 120 mL EtAc BR . $RFHRAMBLIHY 15 MHITE
BB AEARNSE . HEBHAIER 1 NHCl #= H,0 ki BTk, 4§
ERNAVERGENEL., FF 48225 —F-E9-3-5BkE. mp.
113-117C; BC-NMR: 8=108.287; 125.342; 130.404; 135.716.

b. B X-[4-(4-38-2,5- — R EH -3 ABAREHE). HTATA-BE
¥ B4R T B

¥ 60 mg DMAP. 130 mg DIEA #= 192 mg EDC #mA £ 155 mg 4-%
2.5- =R K3 AR A 257 mg RX-1-RTREHERL TR TE
_4-F B4 8 mL DMF &% 7 I LR F 9 RAM A2 30 C T B4y 16 b
M. BRRGRAMGEMNREF AR RBEREAGHET EtAc F.
W HEAFEEEA 1 N HCL. 4o NaHCO; Bk fe K sk TR, K
BUAMMGEMNRELF LR RFHERLARGHRATER. RBERX
[4-(4-32-2,5- = KB -3-HBARAFI)- R TA T R-RA FERRT B,

F#45| E
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4-B-N-(4-8 5 - [2.2.21 F -1- 5 K)- R BB (£ 4] 186 1L6-4)

¥ 0.42 g 4-B KL ABLAE . 60 mg DMAP #= 0.42 g EDC /oA £ 0.5¢g 4-
RE-ZIRR221F K-1-FTE A 8 mL DMF 5& F, BEFHREMAETR
THRIEY 16 D HF LFRFERAOWGENEL. BEFHERLRE DS
F EtAc ¥5F LA 1 N HCIL. 48f= NaHCO; &k fo 3 Ko i 5t B K AF 49
AHARF IR, BRFBHANADGER AR F LR KFTHRLAGHAATE
i, FAF 4-R-N-(4- KA IR [2.2.2]F -1-F K )- KA Bz,

4] F

10-3,5-=-Z A FA-KBB A RA K K)8- R H-—FK[4.3.1]%85%-8-F
BRAR T B8 (5] 217 1L6-H)

a. 10-FAK-8- R 2-—3K[4.3.1] R bt-8- F BB T B8

%250 8-F -8 fl-—3R[4.3.112-10-Fey Sk M EH XNE T H,0 F
HF HiBitmA NaOH KE#ZW pH AZE~11. KFEFGRES YA (CHs)0
IR, R FARGAAE T IR BALER . FRFHALAGHET 50 mL
—R BT, £ 0CTAA 237 mL 1-R T AR T REF LK RFHRSD
£ 80CFHE, AHEFTEFHMmA 50 mL MeOH. HRFHREWE
60°C FHtdE, AL AN F AR KFHERLREYE 18gK,CO: 284 =
BT A B BEE—AA 240 mL THF/H,OG: DA EHF LETE FTHA.
A RAMRE LA EtAc 8. FEMFHRASHA H,0. 1 M HCL
toFa NaHCO; Kis i fe K EBR, WRA QA WE TR LALER . A
BRBHALE ARG EELE, A EtAcc-Hex(1:3). KA 10-A/K-8-F5-
ZIR[4.3.1)55-8- T B TE. m.p. 50-52C; “C-NMR: 211.99, 154.82,
80.20, 48.70, 28.44, 26.40.

b. 10-F & A T F A -8- f. - —3([4.3.1] B5%-8- F 8R4 T 85

EOCHBHT, £954g TELATE = FARAH 25 mL TR THF
EifAa T imA 13.8 mL = (= FA T L) KA THF ERQ2 M). £K
R RAHFERZ NI 25 mL THF ¥4 540 g 10-F/K-8-F4-—3K
[4.3.1]55-8-F B T B A& 0C T &E8t3. WRFHREWA EtAc
##, A 1 MHCL 48# NaHCO; KRixZE M RKER, BERGAIET

34



200680008024. 5 o 1 3E33/96m

BIFHEKERN ., REFNERLRGHEARLIE, A EtAc/c-Hex(1:9).
KF10-FEAL F RS- RE-—IK[4.3.1] 2 5-8-F BT

BC-NMR: 155.54, 142.46, 118.38, 79.58, 59.82, 52.17, 50.89, 49.54,
36.93, 35.53, 34.91, 33.80, 33.50, 32.08, 28.94, 27.30, 27.18.

c. 10-FBLAE-8- R - —3R[4.3.1) R 5-8- F B4 T B8

¥ 48 g 10-FEA T FES-RE-ZH[43.1)35-8- TR TEET
180 mL CH3CN ¥, A 1.94 g = R A4F LKA HF 390 mg Nal F B4
FAFEGRAMAE 40C T HALTR. JFHRTF G RAW 495 H RE I B RAT
WAL RGHET EtAc ¥. KEFGRASHA 1 M HCl Kisk., 1adfe
NaHCO; KiE#&F i K ER, FRFHANET R, RLEHNHFLHRFT
HARBREGWBARITE, A EtAc/c-Hex(1:4—1:2). KA 10-F BLAK-8-
R A-—3R[4.3.1) 5 52-8- F B T B8

m.p. 55-60°C; C-NMR: 204.53, 155.28, 78.00, 55.40, 32.44, 32.12,
30.06, 28.89, 27.29.

d. 8- §.F-—3R[4.3.1] 5 5%-8,10-— F B8R 8-4x T &3

BEERT, %286 g 10-FBLE-8-RA&-—3K[4.3.1)1 R 5-8-F B T B8
F7 5.8 g B it BRBR4E X KA 170 mL EtOH/H,O(1:1)F L3k, FHEMAFH
RAW A EtAc W8, WHIRFGRAMA 1 M HCl KiE#EAHKER, ¥
FAHANETIR, RZEMNFBRELAGHA MeOH/H,0 F4dh.
KT 8-RE-—3H[4.31]85-8,10-—F B 8- THE. m.p. 218-222°C;
BC-NMR: 179.88, 155.31, 80.00, 52.43, 50.98, 47.63, 33.14, 32.31, 28.91,
27.06.

e. 10-(35-—-=Z R T A B REHK )-8 K 4-—3([4.3.11 5 5-8-
¥ ER AR T B

¥ 6.1 mL 50%PPA & DMF &% £ 50 mL = F B ¥ ¢} 633 mg DMAP
#71.8 mL DIEA #r A £ 1.5 g 8- 2-=3R[4.3.1] 54%-8,10-— F B 8- T &5
23 g 35- (AT R)XEAABLENERTY, WRAYREHAEWCTH
HIFELA EtAc #f, BRFHYRASHA 1 M NaHSO, KiEk. 4afe
NaHCO; FR&R A ARER, FRFHRSMGENZB. FRFHRMBA
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iR it B ARSI, A EtAc/c-Hex/MeOH(5:5:1)5 AL KT 4 R Y
M CH;CN:H,0(4:6)F 4 5. HF 10-(3,5-=—-Z A F AR B R RIEHK
A)-8-R&-ZH[43.11B-8- TR TERAMAEE X, HHLET EAcH1
M HCl KE#&F H,0 ¥, $RF4as 5, $ERFOANETRIF LR
KBEA ., KF 10-6,5-=-= A F A KRB X REHE)-8-RA-—3R[4.3.1]
RIr-8-F B4 T 85,

E#b] G

2-{4-[2-(3,5-=-Z AT £ -FAABERK)-2- 8- TE]-KK-1-4}-4-=
U A - KT BLER(EHS] 241 104%)

a.3,5-—-(= £ F ) Kbtk

EEERT, ¥ NH; KERG2%)MWAZE 3,5- (= RTE)FRBLAN
EtAcEi . BEFRADBHTLERFHHIESE . HRFHAMN
E 1N HCI #= H,0 2k LT3R, HRFOAIERGENERL. KT
3,5-=-Z T R -FomR B,

b. 2-{4-[2-(3,5-=-= A F A -RahBt A 8L 2-AMR- TR ]-%k=-1- -4
ZRTRA- KT B

3 0.46 g 2-F-4-(Z R T R)E T BEMAE 1.8 g K,CO3 # 0.8 g %K
4-A TE B 344 12 mL DMSO &iF &+, ¥ RFHHRASHAE 150CTH
o4, REEN, BRAHELARGHETET MeOH T EiLE. ¥
HAREBRE F LARE ERATE S, KFN-Q-REFTBRAS-ZRATE
R E)-R-4-K - T B8R . 3% 300 mg EDC A\ £ 260 mg [1-(2-RA& F BbA-5-
ZRATEFER)RRA-K]-T8. 230 mg 3,5-=-= AT E-FABE. 200
mg DIEA #= 90 mg DMAP # 4 mL DMF &% ¥, ¥E[HRAMEZR
THIE I R, REAENF LB EFHREXAREGHA Etac RE, FREFN
RAHA 1 N HCL. 48fe NaHCO; AR Ak, TR, Rt LE
ARk b ATE . BAF 2-(4-2-3,5-—-Z AT EA-FEmB A RN 2-8R-T
A)-k2-1-K)-4- = BT AR T B,

F4 H

3-[2-(4-i8 -2,5- = R-EH-3- BBt A RE)2-BAR-TE]9-RAKE-—FK
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[3.3.1] F5-9- F BT B8 (£ 64 242 1LA-)

a. 3-BAK-9- - —3F[3.3.1] £ 5-9- F B T B8

#1901 g 9-F A9 R A-ZIR[3.3.1] FH-3-Fe) BB H X&F T 150
mL ZREF H LA 0CTFLEAA 26 mL DIEA, HFKFHRAMAEO
CFHHEL I, EERFBGRSYHFIA 27 mL 1-R AR T REF LK
KIFHRAMAE S0C THM S I HFAAHETE., ERFYREMT In
A 100 mL MeOH, #KFHRAME 60C THIE S Dot FFELEKEA.
TR ELRGH PN 18 g K,CO; #2284 g —RT A BKBREFA
A 250 mL THF/H,0 &3, ¥HEFGRAMAETRTHIE 3 o, KREEH
LA EtAc #%. $EKFHRASHA H,0. 1 M HCL. 48F NaHCO; 54
Fodh Kbk, WRBAAWETRALALEN. BRFUEZLAREGHE
ARk, A 3-AAR-9- R A-—R[3.3.1] L 5K-9- T BRR TE. “C-NMR:
209.94, 168.09, 154.33, 80.56, 48.90, 47.58, 45.81, 45.61, 30.95, 30.67, 28.81,
16.67.

b.3-CELEEA T TR 9-FL-—3R[3.3.1]F5%-9- F B T s

£ 0CT, ¥ 054 mL(=ZHA-BBLR)- LR LEEFME 108 mg
NaH(55% &4 4 +)4 5 mL THF B3RP, $RFHREDBHII A
%18 A 5 mL THF ¥ #) 650 mg 13-8A4K-9- K £-—3([3.3.1] F5-9- T8
BRTHE., $ELGREOMEMOCTHIEI X, A ccHEXHHFEA I M
NaH,PO, /K& & At fe NaHCO; RiE& bk, HRMAOGAIETR, X
R F R EFHRE ARG WA L3 ATE ., BT 3-CREEART
-9 f - IR[3.3.1] L 5-9-F B4R T 88. ’C-NMR: 171.79, 154.45, 154.27,
133.38, 132.77, 127.11, 126.30, 79.64, 79.54, 61.03, 61.00, 48.59, 47.20, 46.81,

45.22, 42.72, 33.61, 33.42, 32.59, 32.17, 30.73, 30.07, 28.87, 28.57, 28.13,
16.48, 14.59.

3-LEEBAFTRE 9 R I-—IF3.3.1]1F%-9-FERTE

% 390 mg 3-LAAZEA T FE9- R4 —3R[3.3.1] F5-9-F BT B8
%F 50 mL EtOH ¥ 5 ELZ 100 mg PtO, 4 A4 4L 64 4 & T #AT 8450
bar, &), H¥EFHRAH T BN TR BEM 3-TAEAEKETE
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O-F -3 [3.3.1] L R-9-F B TEMMXN . AXFHEKRESHTXN.
BC-NMR: 172.95, 172.88, 155.55, 154.44, 79.46, 79.42, 60.63, 47.40, 45.96,

45.88, 44.60, 43.77, 40.69, 37.01, 36.63, 32.24, 32.03, 31.40, 31.02, 29.61,
29.21, 29.17, 27.43, 20.60, 14.65, 14.07.

d.3-B A F AR I-—F[3.3.1]F%-9-F B4 T &

% 10 mL 1 M NaOH KZERMAZE 3-TEAHEA TR 9-RIp-—3K
[3.3.1]F5-9-F BB T B4 20 mL THF B&FH LBFRFHOREMEE
BTHEE, ERFHRAY T mA 10 mL K 70 mL EtAc 5 LA4FKF
HRAHA 1 MHCHRERF., FRFHAVETRIFBLRLEMN. K
2 3-BAFTRAORL-ZH[B31|EH-9- TR TE. "C-NMR: 178.47,
177.28, 155.61, 154.50, 79.70, 79.63, 47.39, 45.88, 43.39, 40.31, 36.92, 32.22,
31.98, 31.37, 30.99, 30.74, 30.64, 30.08, 29.59, 29.20, 21.15, 20.60, 14.05.

e. 3-[2-(4-i£-2,5- =R -E9-3-F B L ) 2-BNR-THA]-9-R]E-—F
[3.3.11 F55-9- F BR4= T &8

¥ 69 uL DIEA #mA £ 57 mg 3-HA F A-9-8&-—3[3.3.1] £5-9-¥
AT . 93 mg 2,4,5-= R-E%-3-#BLA. 233 uL PPA #= 24 mg DMAP
# 2 mL DMA Z& ¥ F LR RGO RAMETR TH I 48 I oF. HHEF
WA RN ELF LR RFHRLARGHAE RP-18 B L#THE
HPLC, KEM— 8 d &F. KA 3-2-4-8-2,5- = R-E9-3-BBA R
) 2-BAR-THE]-9- R F-—3R[3.3.1] F5¢-9- F BRI T B5.

Fp) J

9-[1-f-2- FAR-2-(2,4,5- = R -EN-3- B AR )-T THK]-3-RHR-—3K
[3.3.1] F42-3- F BRI T BB (5L 46 4) 228 /L&)

a. 9-BAR-3- R R-—37[3.3.11 5 5-3- F B T B8

%20 g 3-F A -3-fA-—3K[3.3.1]12-10-FRE M #H 5 F H,0 $ - L
A 1 M NaOH KE#& 4 pH A E~11. B EF6RAWA (C,Hs),0 ¥R,
KRFAHAFNETRFDLRLEN., FERFOERLAGHET 100 mL =
RTE¥, £0CTHA225 mL 1-RCERATERE, FEFYRESWA
S0C FH3, AHETEH HiuA 100 mL MeOH. ¥ KT 4 R4AME 60
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CTHIFERLERN . WERYELREGH. 148 g K,CO: #2234 g =
B|RTA BB E A 300 mL THF/H,O X BHF LETRTFHIE. BRFHR
AR, A EtAc #B5F LA H,0. 1 M HClL. 484 NaHCO; K& &R Ao
oK. WRFOAIETIR, REMN I BRELARGHEARLE,
A EtAc/c-HEX. #F 9-8AX-3-RE-—F[33.1) 5 %-3-FERRTE.
BC-NMR: 216.58, 154.49, 80.36, 51.00, 50.15, 47.11, 34.08, 28.45, 19.49.

b. 9-(R-ZEEA A T TR 3- KA —3K[3.3.1]F5%-3-FHR T 85

Z0CT, ¥ 1.14 mL(=ZEABBE)-A- LR UERFHME 244 mg
NaH(55%&4 %l ¥ )4 THF &8 & ¥, ¥EMFGRESHHH, ZA
#£ 10 mL THF ¥ #5918 mg 9-FAR-3- R £&-= 3R [3.3.1)85%-3- F SR T B8 5
BB B RAMAETE THITA, $RFHRAWA cHEX #HB5FH
¥ ARG HAERA WA 1 M NaH, PO, KiEH Fetbfe NaHCO; K& BH.
BRARHANET IR, BEEEREENF LR RFHABARGHELR
LA G, FAF -(A-CRAEA T FH)3- R I -—3K[3.3.1] FH-3-FTRR
R T 8. °C-NMR: 161.43, 161.15, 154.65, 139.95, 139.4, 137.97, 79.79, 61.15,
50.33, 49.98, 48.97, 48.53, 31.39, 31.04, 30.98, 28.54, 28.49, 19.70, 14.14.

c. 9-(B A -A-T F2)3- R A-—3R[3.3.1| F 13- F B4R T %

4 10 mL 1 M NaOH /KiZx&MmAZ 0-(R-TRLAF AT F HK)-3- 8 5-
ZIR[3.3.1]ER-3-F R TE 4 20 mL THF BRF, ¥RFHYREWEA
40°CFHEEE, A 10 mL K BKEFHRAWA EtAc ik, HRF
A RA WA 1 M HC KER 7, R G NETRFBERL S/ .
FAF 9-(BA-RA-TF H)3-Rp-—3R[3.3.1] LR-3-F 8 TE. °C-NMR:
165.25, 164.96, 154.81, 142.21, 139.37, 137.42, 80.23, 50.39, 50.03, 49.37,
49.05, 33.21, 33.10, 32.94, 32.81, 31.74, 31.73, 31.37, 31.31, 28.51, 19.64.

d. 9-[1-f-2-FAR2-(2,4.5- = R-EH-3-FABE R F LK)-3-RAE-—
IR[3.3.1] F4-3-F R T B8

3% 69 pL DIEA Am A £ 60 mg 9-(B k-~ F X)-3- 8 #-=3F[3.3.1]F
$-3-F R T B8 71 mg 2,4,5- = R-E9-3- B, 233 uL PPA #= 24 mg
DMAP #) 2 mL DMA & ¥ B RKFHRAHE 40C THITE. #
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FAFHRAWA 10 mL EtAc/c-HEX ##5F LA 1 M NaHSO, iZ& sk,
BRBOAMETRALRLEN. RRBYEALAARGHEARS
Sephadex LH20 _L#4T & (MeOH)FF ELAEM &3 F RIF o940 R KA —
wEprd AT, HAF 9-[1-f-2-8K-2-2,4,5- Z R-EN-3-ABARL)-R T
A -3- R 2-—3R[3.3.1] T 5-3-F B T B8,

E#4) K

3-[2-(4-12-2,5- = R-E9-3-HBLA R )-1-FE2-FAK-T LHE]-8-R &
-ZIR[3.2.11F K-8 F B T B (R A4 289 HLE-)

a 3-(RA-FAAHE T FE)-8 f-—3([3.2.1]F-8-F B4 T 5

32 g 3-BAK-8- R -3 [3.2.1]F%-8- T B T B, 1.2 mL A TR
WE. 130 pL %k A 38 mg P-A-RE 4 4 mL DMF ##& /& 70°C THE# 48
B, EEFHRASHA EtAc B, A H,0 Fiikdkik, ERFHAMN
BT, BREBEMNFLERFHAGHARR LT E#, KT 3-(FE-
FEASA- T FE)S-RE-ZHKBLIFR-S-FHEKRTE. "C-NMR:
174.13, 162.27, 153.68, 115.37, 107.45, 80.70, 53.92, 53.08, 28.81.

b. 3- (B A-FA-T FH)-8- -3 [3.2.11 F -8 F BT 5

AT LB T c RN FE, B 3-(FA- FEAEA T TFHK)-8 A&
ZIRB2I[FHE-S- FTHRRTELM. KF3-RAREA-ZTH)8-Aan-—
FR[3.2.1]F5-8-F B4 T 8. "C-NMR: 165.14, 153.83, 115.12, 107.51,
81.23, 28.82.

c. 3-[2-(4-322.5- = H-EN-3-AFA RH)-1-FE-2-BAR-T T.31-8-K
2. —IR[3.2.1F 58 F B T B2

3 120 pL DIEA AmAZE 102 mg 3-(GRE-FA-T FH)-8-RA&-—3
[3.2.1]F5-8-FERAR T B, 162 mg 4-i%-2,5- =R -EW-3-m BB, 583 pL
72 DMF ¥ #5 PPA(50%)#= 43 mg DMAP #) 4 mL DMA & #& ¥ 5 B3R AT
HRA WA F IR T B 48 I it IR IT 0 RA M B R AL LI RAT
7.8 W /2 RP-18 4 L #4744 HPLC. 34 3-2-(4-i£-2,5- = f K% -3-%
B B )-1- R 2- K- T A ]-8- R A-— 3R [3.2.1] F5%-8- T R T B4,

4] L
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33-—F AT 4-2-(4-38-2,5- = R-EH-3-H B A FI)-1-R-2- FA-
T K- R 5-1- 25 B8 (364 290 1L4-4)

a.33-—F A -TH 4-BRK 2R R-1- 2 B8

¥ 1.03 g 5-B X 2-2RH. 1.83 g DMAP #= 1.9 mL 3,3- = F X T Bt
F.4 10 mL CH,CL 3534 40°C FHEH 48 ) 8, mA 6 mL 1 M KH,PO,
KiERIF LEKFHRODBIE. REFNESE, FEFGAIEN S
F AL B FFNERR ARG Y RATE . BT 33-—FRA TR 4-2K-
4R -1-£ 8. PC-NMR: 215.61, 171.52, 49.10, 47.02, 41.38, 39.93, 38.17,
30.74, 29.79, 29.62.

b.33-—FA-TH4-(R-CELEEE T FH)-4Rb-1-38

ZO0CT, ¥ 148 mL(=Z A BBA)-A- L LEEME 317 mg
NaH(55%ZE5 % F)# 30 mL THF &F & . $ERMGRAHHH, &
E AL 10 mL THF F & 1.37 g 3,3-=F £-T 8 4- 8RR 5-1- X 85
AR KFHRODETETHRIFIR. FRFORSMA EtAc HFH A
Y FAF A RASWA 1 M NaH,PO, K& R FeteFe NaHCO; KIER&E .
KRBAFIETIR, REEN LR RFOREAGH AR EHITE
. R 33 FE-THR 4(R-CAREBE-ZFA)-2 R 5-1-K 8.
BC-NMR: 171.54, 161.64, 140.78, 140.66, 139.92, 137.45, 78.28, 61.06, 49.23,

41.82, 41.80, 41.46, 40.27, 37.78, 37.54, 32.41, 32.39, 32.19, 30.72, 30.20,
29.63, 14.21.

.33 —FE TEH4-FEL - BFH)ERHE-1-X8

EMTF EH#Hp] T c #EHFTE, ¥33-—FETHI4-(R-TREHE-
T FR)-ARME-1-A Bk, KT 33-—FEA TE 4-FEE-R-BFH)-2
B 5-1-A 8. BC-NMR: 172.09, 166.50, 166.13, 144.79, 144.67, 139.55,
137.13, 78.52, 49.62, 42.22, 42.20, 41.83, 40.55, 38.31, 37.96, 33.12, 33.10,
32.95, 32.87, 31.94, 31.15, 30.52, 30.10, 30.04.

d. 33-—FA-TE 4-2-(4-3£-2,5- =R E9-3-HH A RL)-1-A-2-R
R-T LA -1-A 8
¥33-—FEA-THRA-BEE-RA-ZFH)-2R5R-1-X2 B 5 4-£-2,5-—R-
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R 3 FEBLEABIE S LR T LA K o P REE M F R T4 B RFF 3,3
WA TE 4-[2-(4-£-2,5- =R KN -3-BBLERA)-1-R2-BR-E T E-
AR pt-1-2 B .

FH M

[4- A X/ B K -(3,5-=-(Z AT R)- B A RAEE T L)-KTA-R
A PR T B (EHHF) 331 )

a. 3,5- (= R F )R- Bk

ETET, ¥ NH; KERG2%)WAZ 3,5-2-(Z AT H)F-BAn
EtAc R T . BRHBYRSHBEF LB RFH RS, FRFHAMN
ER 1N HCl A H,0 skt LT %. FRFHANERGEMNER. KT
3,5-—- = R T A-FRRBLEE.

b. [4-MAX/EX-GS5-—~(Z A TFTE)-EABARAFE TR RTA]-
AL F BT B8

# 60 mg DMAP. 130 mg DIEA #= 192 mg EDC A2\ £ 293 mg 3,5-—
= B F &R BB A 257 mg XA X-1-(BR T BA-F AR Tht-4-
7,8 % 10 mL DMF 50 F - B AT 6 RA M A 4 30C T HH 16 1 H.
5 AT 8 R R R A AR RL ARG WET EtAc F. ¥R
1285 A 1 N HCL. 48fe NaHCO; Bk A b Kbk st LT8R, HRFH
A WA M R A LR RN RAARGHRATE#. KFMHRK/AX
(35 T-(ERTA)-RBBAREFA T H)- R TE]-RA T BRT B4y il
MR RABITG X,

F 4] N

1-2-(3,5-=- = R F £ -F BB A R )2- BR-4-F-FR)-TA]RK
_4- % B 3R T AL B (carboxylic acid cyclohexylamide)(5% 264 371 A-4)

£ 10CTF, ¥ 140 mg = TH:A 0.32 mL 50% A X BB AT (DMF 5 #&)
MAE 150 mg(d-REL)--FTERE FBEARR-1-5)-TR. 174 mg
3,5- (= fF £)- X 8Bt A= 24 mg DMAP #) 6 mL 7K DMF ERF .
IR R M TR T RAEY 60 B, RAER HF AR RFHELAEGD
A EtAc # H,0 32, ##F A4 & LR RFOANERE, TR
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HEHRLEN . BEFHRERGHAERR LRITE#. KT 1-2-3,5-—=
ERTEARKBBARRE)2-BER-E-B-EAR)TE]RE4-FRAT KR
i

L4 O

1-2-FRBEERE-1-G5-Z Z AT E-FH)-2-BMK-TH)-%24-FR
IR LA B (KB 365 /LoH)

EEET, ¥ 500 mg £-4-RFXE)- TR TFEH 1.3 mL CH;CN ##&
A ZE 288 mg R -4-F B IR T A Bt A 0.239 mL DIEA 4 4 mL CH;CN
B, WRFORAVAETRTHIEY 24 D0, RLEA BRI
REBEMA EtAc = H,0 &2, FRFUAVARRE, FRIFLEALE
F). HAF 1-R-FABARE1-3,5- = Z AT A-XE)2-8MK-THA]-RR4-
W B IR O A LR,

L34 P(FEH 375 1L4-4)

4-(1- B AR RE)- K= 1-FBRT A

a. 1-%72 -4- 2K -ZR RIE F Bk L8

¥ 25 mL £ HEX ¥ &£ T R4TER 1.6 MERAAEZE 2.17 mL 1%
4-%-TER T B 200 mL THF & T, #FRFHRESHAETETHH 30
o4hr, AHETI8CHEAM 2.8 mL £ 20 mL THF ¥4 1,4- =2 THALHE,
BRFHRAMBETRIA, A EtAc &2, BERFYFNLEA H0.
tofe NaHCO; iE# Andh Kbk, FRIFLALZEN. FEBNHELARED
HATE ., TR 1R R4-A KR TR CE. "C-NMR: 175.05, 152.68,
150.15, 122.44, 61.63, 59.18, 36.19, 24.06, 14.33.

b. 1% -4- X IR RS TR LB SR EH X

¥ 1.75 g 1-°1°2-4- £ 3K F 8 855 T 100 mL MeOH F= HC1 Kz
R (32%) 4 A+ H B RAF Y RA WA 175 mg PtO, 4 AT 6945
AT EEATEAS MR, REFHRAY T RN - ERLEH.
HE 1REA-A-FARTBROEAEBREYX. "C-NMR (CD;0D):
176.73, 61.33, 57.71, 45.08, 45.00, 42.14, 33.80, 25.49, 25.43, 25.36, 14.58.

c. -(1-LRIEFE KRk -1-F B4R T B2
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EPAT LB Fe PRBEYFT X, 2.0 g 1-RE4-X-FXRTFRT
Beeh 3B 3 XL 4-(1- CREFHE-FORA)-RR-1- TR T B KT
4-(1-TEE AR RL)-%Koe-1-F AR TE. "C-NMR: 177.22, 155.16,
79.67, 60.75, 58.22, 44.77, 44.46, 33.73, 28.83, 28.67, 25.34, 14.66.

d. 4-(1-B -3 /8I8) -9k -1-F BRI T B8

1.2 g 4-(1- TEAHE-FRIE)-KZ-1-F R4 T B £ 100 mL EtOH
#7250 mL 1 M NaOH /KIER & RAY T HIERAETOCTHHF 14 X, A
EtAc HF B¥ KB AL E. HHEFHKER HCI(pH 2-3)B4FBA
EtAc ZIR, ¥ RBFHAMER ERGE, TRIFLERLEN. RF 4-(-
B RA)-TRE-1-F BT 8.

k4B Q

4-[(3,5-=-= H.F A- X F B A RABLA)- T A [-%-1-F BA T Ba( 5%
745 378 1LE8-H)

a. 4-[(=R T A -RARBR)-FR]-4-F2 K vko2-1-F B T8

£-70CF, 3% 28 mL E T £42(1.6 N HEX E#&)mAZ 522 gN-(=FK
A FE) FaABALY 120 mL THF ZA& Y. ¥REAMHEZE 0C, AHE-30
CH# A 4 15 mL THF F & 4 ¢ BOC-"R-4-FAL B, $RFHREME
FiBm T HBHEE, REEH, FEFAHERLXAREGHA EtAcKAE, A 1N HCL
YA NaHCO; Kk foth Kk, HRFOAWETIRFLELER . ¥
RN AL ARG ERR EHATE#E. KT 4[(—RXTFEA-ZHBE)-TF
R)-4-B A vk -1-F AR TE. m.p.121-123C.

b. 4-£ 2 4-BAABAE TR -9k-1-F B T B8

%75 150 mL MeOH # #9 5.19 g 4-[(= X ¥ £ -RABE)- F A |-4-2 5
Pz 1-F R TESA 100 pL = LEARF AR RFHREMWELZRTH
10%Pd/C YA HALH SR . AR RA Y T iLRRH A, AR
B A LKL ARG LT, KT 4B 4- BB T -
7k -1-FERAR T B8. m.p. 176-180°C.

c. 4-[35-—-ZRFEA-EXTBARBBE)FR|-4- LA RR-1-FE
R T By
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¥ 1510 mg 3,5- = (= A F X)-XF B 477 mg DMAP. 1010 mg DIEA
#2 1500 mg EDC 7= A £ 1150 mg 4-5 4 4-RABLA T R 7R0T-1-FBRT
BS ek . BHEF RS MBI 16 0, REABEMNF AR ELAREGHA
EtAc &3, A 1 N HCl. 48#= NaHCO; K& & Kbk, HRFHAMN
BT AR E T 6, BF 4G5 RATFAXTFRERRB
A)-FHR|4-FE % 1-FEHRRTE. m.p.154-159TC.

d 4-[35-—-ZRATFTA-EXFTHAFHABA)- T FR]-RE-1-FERT

B

¥ 1510 mg Martin Sulfurane BL7KH] A Z /5 mL CH,CL, ¥ %) 300
mg 4-[(3,5-=-Z AT E- X T oA RABE)- T K]-4-2 17k 1-FBRRT
B . BPATHRAMA 100C F AMGEY b HH 15 247, WRFHRS
M EA KA F LB ARL ARG ERR EHTE#, KT 4-[G35-—=
WA R T ELA RSB T T A )R- 1-F AR T B, m.p. 132-136C.

e. 4-[(3,5-—-= f. T E- X F A RABLA)-FIH]-%o-1-FHART B8

% 880 mg 4-[(3,5-=-= AT A-K TBLARABA)-2 T A]-%Z-1-F
B E T 49 100 mL MeOH & EAL(10%Pd/C 4 HHALH]). AIRFFHIR
A h R A A LALEN, B 4G5S ZATEAXTRE
FAABA)-F R ]-UkT-1-F R T 8.

EAFEFEEEF A £ QP RENT X, 2RHA E A0 BH
BT XA, £ Ry £EIH B R RistRy7 dok 1 PRGN 1L
Ak, Ed m20, n20FERAXVIIAR), XK1 A AT
S e Rk 1P IEA B LA, AR 4 *C-NMR #= 'H-NMR $#4& £ £ CDCl,
R
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B

X1
5% 76 Ry Ris + Ryy m.p. / 'H-NMR / °C-NMR
1 c Br \O
— ! (DMSO-dg): 5 = 1.40 (s, 9HYy;
& ”Tc’ CCHL | 4 41-1.82 (m, 4H); 2.42 (m, 1H),
o 278 (t, 2H); 4.08 (d, 2H)
Ci
2 1.20-1.38 (m, 2HY; 1.30 (s, 9H);
/©/ U ooy, | 164 (d 2H); 2.35 (m, 1H); 2.60-
CcHoC N | 2.80 (m, 2H); 3.82 @ 2H); 7.58
» o +7.78 (2m, 4H)
3 oH, \C' "171.41 (s, 9H); 1.43-1.80 (m, 2H);
_ 2.35 (s, 3H); 2.34-2.42 (m, 1H);
“\n/° CCHL | 5 72 (s, 6H); 2.60-2.80 (m, 2H);
o 3.98-4.14 (m, 2H); 6.98 (s, 2H);
HC CH, 8.98 (S, 1H)
2 A(CH,), \@ 124 1.26, 1.28; 1.29; 1.32 (55,
18H); 1.43 (s, OH); 1.45-1.78
NT“‘C“”* (m, 5H); 1.70 (t, 2H); 2.91 (sep.
(CHyHC CH(CH), 5 1H); 4.03-4.25 (m + sep, 4H);
7.24 (s, 2H); 8.44 (s, 1H)
5 o, " [1.40 (s, 9H); 1.40-1.60 (m, 2H);
L\ ooy, |172(m 2H);2.38 (m, 1H); 2.40
\"/ (s, 3H); 2.56 (s, 3H); 2.72 (t, 2
ci o H); 4.04 (d, 2H); 7.22 (s, 1H);
CH, 7.98 (s, 1H)
6 CF, \G 1.41 (s, 9H); 1.41-1.82 (m, 4H),
2.38 (m, 1H), 2.75 (t, 2H); 4.08
"T““’"”’ (d, 2H); 7.58-7.81 (m, 2H); 7.85
o (m, 1H); 8.50 (m, 1H)
7 /©/ \O 1.42 (s, 9H); 1.45-1.90 (m, 4H);
2.35 (m, 1H); 2.78 (t, 2H); 4.05
N._ _O-CCH,),
2H); 8.30 .
F.C T (d, 2H); 8.30 ( £, 4H)
8 FC \O 141 (s, OH); 1.45-1.68 (m, 2H);
1.80 (m, 2H); 2.30-2.40 (m, 1H);
\Q/ "\[(“w””’ 2.80 (t, 2H); 4.10 (d, 2H); 8.15
L 4 (s, 1H); 8.40 (s, 1H); 8.54 (s,
: 2H). 1.40 (s, 9H); 1.40-1.60 (m,
2 H); 1.72 (m, 2H); 2.30 (m,
2H); 3.88 (s, 3H); 4.04 (d, 2H)
9 |C _ 1.12-1.36 (m, 2H); 1.40 (s, 9H);
\O 1.63 (d, 2H); 2.36-2.42 (m, 1H);
OCH,8 N.__O-C(CHy, | 2.60-2.80 (m, 2H); 2.96 {t, 2H);
P \ﬂ/ 3.55 (q, 2H); 3.80 (s, 3H); 3.84
H 0 (d, 2H); 7.18 (d, 1H); 7.46-7.52

46
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3% 6. 4 Ri R+ Ry m.p. / 'TH-NMR / “C-NMR
(m. 3H); 7.61 (d, 1H); 7.81 (d,
1H); 8.24 (d, 1H)

10 1,40 (s, SHY; 1.40-1.60 (m, 2H);
U ooCHy 1.72 (m, 2H); 2.30 (m, 2H); 3.88
o NPT |, 3 404 () 2H); 6.95 (d,
i i 2H); 7.90 (2, 2H)
11 OCH, \G 1.40 (s, 9H); 1.40-1.60 (m, 2H);
_ 1.72 (m, 2H); 2.38 (m, 1H); 2.72
”\[(° CCHd |t 2 H); 3.85 (s, 3H); 4.00 (s,
X 3H); 4.04 (d, 2H); 6.98 (d, TH);
den, 7.18 (dd, 1H); 7.60 (d, 1H)
12 141 (s, OH); 1.56-1.90 (m, 4H);
U ooy, | 2:30 (. 1H); 272 (t, 2H): 4.04
F oo N TEE |, 2H) 7.34 (d, 2H); 8.10 (d,
i 2H): 8.22 (s, TH)
13 Br \O 141 (s, OHY; 1.50-1.90 (m, 4H);
_ 2.40 (m, 1H); 2.78 (t, 2H); 4.04
©/ N\n/° CCHh | (g, 2H); 7.41-7.59 (m, 2H); 7.74
X (d, 1H); 8.28 (d, 1H); 8.60 (s,
1H)
14 cn\©/ \G 1.18-1.38 (m, 2H); 1.40 (s, OH);
1.70 (d, 2H); 2.38-2.45 (m, 1H);
"\n/°°‘°“°’° 2.60-2.80 (m, 2H); 3.82 (d, 2H);
¥ 7.62 +7.90 (2m, 4H)
15 /@ t\ 1.20-1.38 (m, 2H); 1.40 (s, 9H);
1.65 (d, 2H); 2.40 (m, 1H); 2.60-
o M T | 2:80 . 2H); 3.84 (d, 2H); 7.60
* i +7.83 (2m, 4H)
16 \O 1.20-1.35 (m, 2H); 1.40 (s, 9H);
1.63 (d, 2H); 2.41 (m, 1H); 2.73
N AOCCHh | (4 2H); 3.90 (d, 2H); 7.70 + 7.90
¢ i (2m, 4H)
17 l \@ 1740 (s, OHY; 1.40-1.60 (m, 2H);
Ci ! 1.72 (m, 2H); 2.38 (m, 1H); 272
N\H/O CCH: | (¢ 2 H); 4.04 (d, 2H); 7.38 (&,
4 1HY; 7.62 (d, 1H); 8.13 (d, 1H)
18 cl 141 (5, OHY; 1.38-1.90 (m, 4H);
@ 2.39 (m, 1H); 2.78 (t, 2H); 4.06
”\n/°'°(°”=’= (d, 2H); 7.13-7.30 (m, 2H); 8.26
F 8 (m, 1H)
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% 36,41 R Ris + Riz m.p. / '"H-NMR / °C-NMR
19 G \G 141 (5, OH); 1.40-1.93 (m, 4H);
_ 2.40 (m, 1H); 2.80 (t, 2H); 4.08
/©/ N\n/o e 1 (4, 2H); 7.50 (dd, 1H); 7.54 (d,
o x 1H); 8.18 (d, 1H); 8.58 (s, 1H)
20 a \O 140 (s, OH); 1.40-1.60 (m, 2H);
1.72 (m, 2H); 2.38 (m, 1H); 2.72
: ”\n/“‘c”“’ (t, 2 HY; 4.04 (d, 2H); 7.38-7.50
) (m, 2H); 8.18 (m, 1H)
Cl
21 Ci \O ' 1.41 (s, 9H), 1.41-1.85 (m, 4H);
_ 2.40 (m, 1H); 2.78 (t, 2H); 4.08
C[ NTO CCH) | (4, 2H); 7.36-7.54 (m, 3H)
c o
2 an/ \O 1.43 (s, OH); 1.44-1.95 (m, 4H);
2.31 (m, 1H); 3.76 (t, 2H); 4.08
- "T°c‘°“=’= (d, 2H); 7.62 (d, 1H); 7.90 (d,
i 1H); 8.18 (d, 1H)
23 Cl:@r \G 1.41 (s, 9H); 1.41-1.88 (m, 4H);
2.30 (m, 1H); 2.74 (t, 2H); 4.06
; S TET | (@, 24y 7.22.(m, H): 7.98 (m,
i 1H); 8.04 (m, 1H); 8.30 (s, 1H)
24 ci \O 1.42 (s, 9H); 1.35-1.90 (m, 4H);
2.38(m, 1H); 2.76(t,2H); 4.02 (m,
“\n/““’“=’= 2H); 7.56 (s, 1H); 7.81 (s, 2H)
Cl (o]
25 o \O 1.41 (5, OH); 1.40-1.91 (m, 4H);
o 2.38 (m, 1H); 2.78 (t, 2H); 4.08
;@/ “\[r°“"°”=’= (d, 2H); 7.01 (d, 1H); 8.14 (d,
cl 0 1H); 8.42 (s, 1H)
26 | 741 (s, OH); 1.38-1.88 (m, 4H);
\Q, ooy, | 240 (m, 1H); 278 (&, 2H); 4.10
Y |(d,2H), 7.61 (s, 1H); 832 (s,
cl o 1H); 8.42 (s, 1H)
. Cl
27 F 0.90 (m, 1H); 1.20-1.90 (m, 3H);
\CL ocoH) 1.43 (s, 9H); 2.40 (m, 1H); 2.80
OO | 2H) 410 (d, 2H); 7.43 (dd,
AN 4 1H): 7.83 (dd, 1H); 8.48 (s, 1H)
F

48
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ve

% 7.4 Ry R+ Ry m.p. / "H-NMR / “C-NMR
28 ' rj 1.40 (s, 9H); 1.40-1.90 (m, 4H);
_ 2.40 (m, 1H); 2.78 (t, 2H); 4.08
/@ NTO oerh (d,ZH),7.5O (S, 2H); 8.84 (S, 1H)
Cl Cl °
29 NO, \O 1.40 (s, OH); 1.40-1.60 (m, 4H);
_ 1.72 (m, 2H); 2.40 (m, 1H); 2.80
NT° CCH | (¢, 2H); 4.04 (d, 2H); 7.78-7.82
i (m, 3H); 8.42 (m, 1H)
30 1.42 (s, OH); 1.42-1.86 (m, 4H);
| oo, | 2:35(m, 1H); 274 ¢, 2H); 4.04
on N O |, 2822 # 8.38 (AB, 4H);
2 i 8.42 (s, 1H)
31 ON \O 142 (s, OHY; 1.40-1.96 (m, 6H);
_ 1.38 (m, 1H); 1.79 (¢, 2H); 4.10
o NTO CCHh | (g, 2H); 7.75 (d, 1H); 8.23 (dd,
i 1H); 8.50 (d, 1H); 8.62 (s, 1H)
32 \O T4.40 (s, OH); 1.42-1.90 (m, 4H);
2.38 (m, 1H); 2.78 (t, 2H); 4.10
cl "T‘}c“’””’ (d, 2H); 7.72 (d, 1H); 8.21 (dd,
No, 4 1H); 8.41 (s, 1H); 8.50 (d, 1H)
33 F \O 8.22 (d,J=7.6Hz,1H), 7.61(d,J=
_ 13.9 Hz,1H), 3.87(s,3H), 3.73—
“\n/° CCH) | 3 82 (m,2H), 2.65-2.77(br.s,
o 4 1H), 2.07-2.16(br.s,1H), 1.56—
1.63(m,2H), 1.36(s,9H), 1.17—
COOCH, 1.29 (m, 2H)
34 CH, CAC 1.44 (s, OHY; 1.65-1.99 (m, 4H);
/L 2.30 (s, 3H); 2.40 (m, 1H); 2.70
X0 (s, 6H); 3.02-3.30 (2m, 2H);
He oH, 3.54-3.82 (2m, 2H); 7.24 (s, 2H)
35 F(CH,), CRIE, 1.18-1.35(m, 18H); 1.48 (s, 9H);
/g 1.44-1.94(m, 4H); 2.40 (m, 1H);
N o 2.90 (sep, 1H); 3.08-3.19 (2m,
(CHLHC CH(CH,), \O 2H); 3.51-3.63 (2m, 2H), 4.20
(sep, 2H);7.07(s,1H);7.18(s,2H)
36 cF, (CHCw 1.43 and 1.48 (2s, 9H); 7.78 (m,

2H); 7.80 (m, 1H); 8.50 (m, 1H)
(Bt AR iR 4)
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F 3] R, Ris + Ry m.p. / 'H-NMR / "C-NMR
37 F;C CHIC 1.35-1.60 (m, 11H); 1.70-2.20
/g (m, 2H); 2.50 (m, 1H); 3.20-3.40
N o (m, 4H); 8.10 (s, 1H); 8.55 (s,
2H)
CF,
38 ¢Ha CHICS, 1.40-1.55 (m, 11H); 1.80 (m,
/& 2H); 2.40 (s, 3H); 2.42 (m, 1H);
NG 2.60 (s, 3H); 3.10-3.80 (m, 4H);
ci \Q 7.22 (s, 1H); 8.00 (s, 1H)
CH,
39 Br CHIC 1.42 and 1.50(2s, 9H),7.40-7.50
/‘% (m, 2H); 7.63 (dd, 1H); 8.28 (dd,
\O o H) (34 7 Mk RS-H)
40 i CHIC 1.50(m, 11H); 2.50(m, 1H); 3.20-
a /K 3.60(m, 3H);3.70(m,1H); 7.40 (t,
\O 5 1H); 7.50 (d, 1H); 8.20 (d, 1H)
41 ci (CHY,C 1.50 (s, 9H); 1.78-2.00 (m, 4H);
2.46 (m, 1H); 3.18-3.58 (m, 3H);
o 3.62-3.78 (m, 1H); 7.43 (dd,
) \O 1H); 7.54 (d, 1H); 8.19 (d, 1H)
42 i CHIC 1.43 (s, 9H); 1.50 (m, 2H); 1.90
(m, 2H); 2.50 (m, 1H); 3.20-
NAO 3.80 (m, 4H); 7.40-7.58 (m, 2H);
\O 8.22 (d, 1H) -
Cl
43 cl CHIC 1.48 (s, 9H); 1.70-2.10 (m, 4H);
/J% 2.42 (m, 1H); 3.40 (m, 2H); 3.58
N o (m, 2H); 7.20-7.29 (m, 1H); 7.98
F \O (ddd, 1H); 8.10 (dd, 1H)
44 c CHIC 1.52 (s, 9H); 1.60-2.15 (m, 4H);
2.51 (m, 1H); 3.30-3.72 (m, 4H);
N/KO 7.60 (d, 1H); 7.86 (dd, 1H); 8.10
c \Q (d, 1H)

50
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5 3645 Rq Rig + Ry m.p. / 'H-NMR / PC-NMR
45 c CHIC 1.51 (s, 9H); 1.62-2.16 (m, 4H);
/& 2.50 {m, 1H); 3.35-3.66 (m, 4H);
NN 7.58 (t, 1H); 7.94 (d, 2H)
Ct
46 ¢l (CH).C o 1.50 (s, 9H); 1.79-1.99 (m, 4H),
C'W 1 2.51 (m, 1H); 3.27-3.72 (m, 4H);
| A U 5 7.58 (d, 1H); 8.10 (d, 1H)
P
Cl
47 E (CHy),C o 1.50 (s, 9H); 1.75-2.02 (m, 4H);
/K 2.53 (m, 1H); 3.22-3.80 (m, 4H);
X0 7.48 (dd, 1H); 7.82 (dd, 1H)
Br \O
F
48 cl (CH:s)sC\o 1.50 (S, QH); 1.70-2.02 (m, 4H);
2.50 (m, 1H); 3.22-3.38 (m, 1H);
N/Ko 3.40-3.58 (m, 2H); 3.68 (m, TH);
] \O 7.60 (s, 1H); 8.34 (s, 1H)
Cl
49 I CHIC 1.43 (s, 9H); 1.40-1.98 (m, 4H);
2.50 (m, 1H); 3.23-3.40 (2m,
N/Ko 2H); 3.54 F= 3.74 (2m, 2H);
i} i \O 7.52 (s, 2H)
50 NO, CHICS 1.40-2.00 (m, 13H), 2.50 (m,
/g 1H); 2.98-3.20 (m, 2H); 3.70 (m,
X 2H); 3.98 (d, 2H); 7.80 (m, 3H);
\O 8.40 (m, 1H)
51 1.24(d,6H);1.42(s,9H);1.44-1.90
\Q oo, | (MAHY2.35 (m,1H),2.78 (t, 2H);
CHALHG \[r ** 1 3.00(sept,1H);4.05 (d, 1H); 7.38
(CHa), 3 (d,2H); 7.90 (d, 2H); 8.28 (s,1H)
52 Br, (CH).C 1.50 (s, 9H); 1.80-2.04 (m, 4H);
2.52 (m, 1H); 3.21-3.78 {m, 4H)
a— |
N [e]
S Cl \O




200680008024. 5

w15 2E50/96 1T

%364

R+ Ry

m.p. / 'H-NMR / "C-NMR

53

N

o

=

0-C{CH,),

1.45 (s, 9H), 1.60 (dg, 2H), 1.78
(F% d, 2H), 2.32 (t, 1H), 4.06
(§3% d, 2H), 7.63 (s, TH)

54

s

=

N._ _O-C(CH,),

1.45 (s, 9H), 1.59 (dg, 2H), 1.76
(da, 2H), 2.34 (tt, 1H), 2.7

(%% t, 2 H), 4.05 (£ d,
2H), 7.60 (s,1H)

55

o

o~

N._ _O-CICH,),

1.45 (s, 9H), 1.59 (dq, 2H), 1.77
(dg, 2H), 2.38-2.43(m, 3H), 2.76
(% 1, 2 H), 4.06 (d, 2H), 7.63
(s,1H)

56

N

.

\n/oc(cHs)a

1.20-1.38 (m,2H); 1.40-1.42 (m,
12H); 1.75 (d, 2H); 2.40-2.55
(m, 1H); 2.62-2.82 (m, 2H); 3.84
(d, 2H); 4.18(q, 2H):7.23(dd,
1H); 7.81 (d, 1H); 8.08 (d, 1H)

57

Fgoo/@r

G
r

1.43 (s, 9H); 1.43-2.10 (m, 4H);
2.42 (m, 1H); 3.26-3.59 (m, 4H);
7.30 (d, 2H); 8.08 (d, 2H)

58

HC

2

o

O-C(CH,),

1.44 (s, 9H); 1.52-1.61(m, 2H);
1.76 (m, 2H); 2.31 (m, 1H); 2.46
(s, 3H); 2.73 (m, 2H); 4.05
(3%, 2H); 7.41-7.49 (m, 2H);
7.82-7.88 (m, 2H); 8.30 (bs, 1H)

59

)

\n/o-(:(cm)a

o

(DMSO-dg): 1.32 (m, 2H); 1.43
(s, 9H); 1.76 (m, 2H); 2.32 (s,
6H); 2.52 (m, 1H); 2.70-2.82
(¥, 2H); 3.40 (s, 6H); 3.95
(d, 2H); 7.35 (s, 1H)

60

HC

Q t
I
w

H,C

N._ _O-C(CH),

s

o~

(DMSO-dg): 1.22 (m, 2HY; 1.38
(s, OH); 1.66 d, 2H); 2.18 (s,
6H); 2.22 (s, 3H); 2.42 (m, 1H);
254 (s, 6H); 2.59-2.76 (m,
2H);3.87 (d, 2H); 12.08 (bs, 1H)
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e )

R,

Ris + Ryz

m.p. / 'H-NMR / ®C-NMR

61

CH,

H.C.

(o]

@] i
I

W

CH

QO-C(CH,),

o

o~

(DMSO-dg): 1.02 (m, 2H); 1.16
(s, 9H); 1.44 (m, 2H); 1.87 (s,
3H); 2.12-2.25 (m, 1H); 2.43 (s,
3H); 2.48 ( 4%, 2H); 3.61 (s,
3HY); 3.65 (d, 2H), 6.60 (s, 1H);
11.83 (bs, 1H)

62

CH

”

s

o~

N._ _O-C(CH,),

1.44(s,9H);1.53(m,2H); 1.74 (m,
2H);2.35(m, 1H);2.66(s,3H);2.75
(m, 2H); 4.03(d,2H); 7.32 (dt,

1H); 7.62 (dd,1H); 8.11 (dd, 1H)

63

o

o~

O-C(CH,),

1.43 (s, 9H); 1.53 (m, 2H); 1.72
(m, 2H); 2.31 (m, 1H); 2.73 (m,
2H); 4.01 (m, 2H); 7.70 (t, 1H);
7.99 (d, 1H); 8.26-8.30 (m, 2H)

64

P4 !
O ‘D

)

o~

N._ _O-C(CH,),

DMSO-ds: 1.10 (m, 2H), 1.23 (s,
9H); 1.48 (m, 2H); 1.97 (m, 1H);
2.50-2.64 ( 3%, 2H); 3.60 (d,
2H); 8.02 (dd, 1H); 8.05 (d, 1H);
8.10 (d, 1H)

65

al -
(%]
Q ;

N._ _O-C(CH,),

o

o~

CDCls + 5 % CD,0D: 1.44 (s,
9H); 1.53 (m, 2H); 1.78 (d, 2H);
2.41 (m, 1H); 2.78 (m, 2H), 4.03
(m, 2H); 7.67 (d, 1H); 7.81 (dd,
1H); 8.51 (d, 1H)

66

o

o~

N._ _O-C(CH,),

(DMSO-ds): 1.03 (m, 2H); 1.45
(m, 2H); 2.18 (m,1H); 2.41-2.52
(m, 2H); 3.63 (d, 2H); 7.30-7.35
(m, 1H); 7.40 (t, 2H); 7.53 (d,
2H); 7.67 #= 7.72 (AB, 4H)

67

o

=

N _O-C(CH,),

1.44 (s, 9H); 1.57 (m, 2H); 1.79
(m, 2H); 2.37 (m, 1H); 2.77 (m,
2H); 4.07 (¥4, 2H); 6.97 (m,
1H); 7.08 (m, 1H); 8.12 (m, 1H),
8.45-8.85 (L, 1H)

68

o

o~

N._ _O-C(CH,),

CDCl3+5 % CDZ0D: 1.42(s,9H);
1.60(m,2H);1.71(m,2H);2.34(m,
1H);2.75(m,2H);7.60-7.70 (m,

2H);7.90-8.05(m,4H);8.63(s, 1H)

69

£ 8%

s

N._ _-O-C(CH;),

T

1.34-144 (m, 9+2H); 1.61 (m,
2H); 2.29 (m, 1H); 2.67 (t, 2H);
3.91 (dt, 2H); 7.57-7.63 (m, 2H);
7.67 (m, 1H);7.96 (dd, 1H); 8.12
(d,1H);8.48(dd, 1H);8.58(dd, 1H)

53




200680008024. 5

B 2E52/96 1T

5 6.4

R,

Ris + Ryz

m.p. / "H-NMR ] *C-NMR

70

HyC—y,

(%)

O~

e

\(jq\[(o-C(CH,)1

o

CDCl; + 5% CD,0D: 1.39 (s,
9H); 1.42 (m, 2H); 1.62 (m, 2H);
2.29 (m, 1H); 2.67 (m, 2H); 2.90
(s, 6H); 3.93 (m, 2H); 7.16 (d,
1H); 7.52-7.61 (m, 2H); 8.19 (d,
1H); 8.48 (dd, 1H); 8.59 (d, 1H)

71

Q
e

\

O
e]
s

U\H/O—C(CH:,)B

i
o

(DMSO-dq): 0.99 (m, 2H); 1.04
(s, BH); 1.13 (s, 9H); 1.43 (m,
2H); 1.56 (t, 2H); 1.83 (s, 3H);
2.15-2.23 (m, 1H); 2.24-2.27
(m, 5H); 3.39 (t, 2H); 2.42-2.48
(94, 2H); 3.65 (d, 2H)

72

o
(o}

CH,

\li\r'\n\[ro-c:(cn,),

O

141.53, 133.45, 133.10, 129.33,
128.00, 80.35, 32.06, 28.74
(MR )

73

-

o
—-<: gg o
u'ﬂ

Q
oh

154.89,141.61, 133.44, 133.10,
129.27, 127.92, 124.04, 121.33,
80.71, 67.48, 51.98, 33.31,
28.77,16.90 ( & X,)

74

5

CH,
\C!u\n/o-qcn,)3
0
CH,
\E‘:,‘q\n/qucrls)a

O

171.63, 155.41, 141.28, 137.19,
130.31, 128.72, 80.20, 67.48,
46.34, 32.05, 28.76, 13.01

(MR X, )

75

5

CH,

\Cr!l\n/O-C(CH,)a

0

172.36, 154.83, 141.31, 137.18,
130.26, 129.75, 80.42, 51.87,
33.38, 28.76, 17.04 ( & X\,)

76

CH,

O

0-C(CH,),

T

O

171.78, 155.40, 138.26, 136.08,
135.90, 132.07, 130.47, 128.10,
80.16, 67.48, 46.49, 31.95,
28.76, 12.93 ( MiX,)

77

a

¢ &

o
\Q‘JTO-C(CH,),

o

172.34, 154.77, 138.28, 136.11,
135.95, 132.01, 128.09, 80.39,
67.48, 51.98, 33.17, 28.77,

17.08 ( A X,)

54
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% #

2

R *+ Riz

m.p. / '"H-NMR / *C-NMR

78

@

Q
mﬁ

Q

CH,

\|/‘v\r’~s\n/o-0(cm)3

o

172.08, 155.42, 137.67, 131.09,
126.31, 108.53, 80.22, 67.48,
46.58, 31.89, 28.78, 13.07

(M)

79

CH,

\Q\I\H/O-C(CHJ),

o

172.85, 154.79, 108.49, 80.43,
67.48, 51.87, 33.16, 28.79,
1721 ( BX,)

80

\QTO-C(CHS)S

1.45 (s, 9H), 1.55 (dq, 2H), 1.75
(5 d, 2H), 2.32 (i, 1H), 2.75
(bt, 2H), 4.05 ( T4 d, 2H),
8.58 (d, 1H), 8.88 (d, 1H)

81

n
")
OE

CF,

5 = 1.80-1.95 (m, 4H); 2.32-
2.40 (m, 1H); 2.73-2.83 (m, 2H);
3.22 (bd, 2H); 6.98 (t, 1H); 7.08
(d, 1 H); 7.42 (dt, 1H); 7.71 (dd,
1H); 7.94 (s, TH); 8.48 (s, 2H)

82

FC

<

CF,

1.40-1-52(m, 2H); 1.68-1.76 (m,
2 H);2.56(m, 1 H); 3.03(dt, 2 H);
3.98 (dt, 2 H); 6.98 (d, 2H); 8.00
(d, 2H); 8.17(s, 1H); 8.25(s, 2H)

83

F,C

<

CF,

224-227°

)
w
:o

CF,

(DMSO-ds): 1.57 (dg, 2H), 1.79
(T4 d, 2H), 2.31 (tt, 1H), 2.51
(s, 3H), 2.66 (dt, 2H), 3.07 (dt,
2H), 7.02 (t, 1H), 7.10 (d, 1H),
7.29 (dd, 1H), 7.40 (dt, 1H),
8.39 (s, 2H), 8.49 (s, 1H)

85

.n
‘o

CFy

(DMSO-ds): 1.43 (dq, 2H), 1.70
(dd, 2H), 2.20 (m, 1H), 2.40 (s,
3H), 2.84 (t, 2H), 3.79 (m, 2H),
4.05 ( §4, 1H, NH), 6.90 (d,
2H), 7.73 (d,2H), 8.20 (s, 1H),
8.25 (s, 2H)

55
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WO B 554/960

5 56,45 R Ris + Ry m.p. / "H-NMR / “C-NMR
86 FC 189-192°
N F
Habw:©/
CF,
(o]
87 R 81-83°
\E;( \Q\i cl
CF, H“b\n;©/
0
88 FaC 84-87°
T |G
H
CFy JD\n:@\cu
o]
89 e 156-161°
N CF,
CF, Hsc\ﬂj@/
(o}
90 FiC O N, 1 95-97°
U @
CF,
o1 FiC O N 1.73-1.86 (m,2 H); 1.94-2.08
\Q (m,2H); 2.30-2.40 (m, 1H);
2.65-2.78(m,2H); 3.15-3.22
(m,2H);6.85(d,1H); 7.31 (s, 1H);
CF, 7.36(d, 1H);7.90 (s, 1H); 8.12 (d,
CFs 1H); 8.43 (s,2H); 9.08 (d, 1H)
92 FiC OOH (DMSO-de):1.53-1.66 (m,
i 2H);1.89-1.98(m,2H);2.50-2.62
(m,1H);2.90-3.14(m,4H); 7.35-
7.40(m,2H);7.62(m,1H),7.96(d,
CF, 1H);8.43(s,2H);8.58(s; 1H)
93 (DMSO-de): 1.55 (dq, 2H); 1.72

-
(2]
:O

CF,

(dd, 2H); 2.04-2.13 (m, 1H);
265 (dt, 2H); 3.15 (dt, 2H); 3.78
(s, 3H); 6.95 (t, 1H); 7.05 (d,
1H); 7.40 (m, 1H); 7.54

(dd. 1H);8.26(s,1H); 8.33 (s, 1H

56
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FH

Rq

Ris + Ry7

m.p. / 'H-NMR / ®C-NMR

94

FyC

I

CF,

(DMSO-ds): 1.40(dq,2H);
1.57(dd, 2H); 1.85-1.95 (m, 1H);
2.55(dt, 2H); 3.12-3.22 (m,2H);
6.81(t,1 H);6.90(d,1H);

7.32(m, 1H); 7.43 (d, 1H);
8.02(s,1H); 8.09 (s,2H)

95

o
o]

CF,

(DMSO-dq): 1.57(dq, 2H); 1.80
(dd, 2H); 2.23-2.34(m, 1H);
2.92(dt, 2 H);
3.60(dt,2H);7.22(d,1H); 7.79
(dd,1H); 8.03(d,1H); 8.33(s,3H)

96

FiC

I

CF,

(DMSO-de): 1.52-1.65(m,2HY;
1.73- 1.84(m, 2H); 2.10-2.22
(m, 1H); 2.85 (dt ,2H); 3.42-3.53
(m,2H); 7.30 (s, TH); 7.32(d,1H);
7.87 (d, 1 H); 8.24 (s, 1H); 8.29
(s, 2H)

g7

o
:O

CF,

(DMSO-d): 1.51 (dq, 2H), 1.77
(m, 2H), 2.29 (m, 1H), 2.74 (t,
2H), 2.93 (m, 2H), 7.74 (d, 1H),
7.82 (d, 1H), 7.98 (s, 1H), 8.37
(s, 2H), 8.46 (s, 1H).

98

F,C

Iy

CF

(DMSO-ds): 1.62-1.75 (m, 2H);
1.78-1.86 (m, 2H); 2.16-2.26
(m, 1H); 2.75 (dt, 2H); 3.04-3.13
(m, 2H); 7.37 (dd, 1H); 7.52 (d,
1H); 7.64 (dd, 1H); 7.88 (d, 1H);
8.32 (s, 1H); 8.38 (s, 2H)

99

F,C

<

CF,

(DMSO-de): 1.51-1.80 (m, 4H),
2.13 (m, 1H), 2.71 (m, 1H), 3.12
(d, 1H), 7.59 (d, 1H), 7.90 (d,
1H), 8.07 (s, 1H), 8.25 (s, 1H),
8.30 (s, 2H).

100

Fy

d

CF,

(DMSO-do): 1.42 (m, 2H), 1.76
(m, 2H), 2.19-2.33 (m, 3H), 2.48
(s, 3H), 3.40-3.50(m,2H), 7.47-
7.55 (m,4H), 8.38(s,2H), 8.56

1 (s, 2H)

101

F,C

4

CF.

111-114°

57
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5% 36,4 R Ris + Ry m.p. / "H-NMR / *C-NMR
102 FiC @ o 115-119°
CF:,
103 Ci \@ 163.8, 154.77, 138.30, 136.01,
o 135.92, 132.04, 130.82, 128.04,
\©/ NTO'C(CHa’S 80.85, 28.77, 24.39
(0]
104 FiC = 141.46, 136.06, 133.38, 133.04,
\Q ocicHy, | 12961, 128.03, 124.09, 121.37,
hif 80.98, 28.75, 24.40
(o]
CF,
105 Br \@ 164.17, 154.79, 135.90, 130.75,
126.26, 108.61, 80.89, 28.78
N O-C(CH 4 4 ’ ?
/2/1 he k| 5440
Ci le)
S Cl
106 FoC (DMSO-dq): 1.47 (dq, 2H); 1.78
\Q, N (dd, 2H); 2.51-2.57(m, 1H); 2.97
S (dt, 2H); 3.67 (dt, 2H); 6.88 (dd,
P 1H); 8.22 (dd, 1H);8.38 (dd,
s ON 1H); 8.42 (s, 2H); 8.54 (s, 1H)
107 CF, R (DMSO-dg): 5=1.10-1.20(m, 2H);
\Q/ \D 1 gé_s 9H); 1.59 (m,2H); 2.42
N o ( ,1H);2.98(m,2H); 3.70(m,
e GO | 2H): 6.95-7.06(m, 3H); 7.16-
* o 7.21 (m, 2H); 7.75 (s, 1H); 8.10
Rw J%.X’E (s’ 2H)
108 CF, Rie 131-135°
; \OTO\C(CH,),
CF: (s}
R1B£?g

REMFAEFE(ERE A £ QP HEHF %, 2% 8 AELEH,
KR TRAAEY, LT R AR B R = RigtRyy dok 2 # 2L &(X 140
A4, AFmA£0, nROFAR ZEX VIIAH). Rk 2 FEHFHI
¥, R4 'H-NMR # “C-NMR #4& & £ CDCL ¥ M2 8.

58
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“““ - COOCCR),
i l H

0
ﬁ Ris
R—S—N Ry
| H
) R
&2
%364 Ris + Ry7 m.p. / '"H-NMR / ®C-NMR
109 5=0.98 (g, 2H); 1.42 (s, OH);
\ . 1.36-2.26 (m, 8H); 2.98 (t, 2H);
Cl N ~CO-0-C(CH,),
)ij N 4.52 (%, 1H)
C
"0 | g AN~ | S~ COOCCH): 10.94 (dq, 2H), 1.33-1.49 (m,
/O H 12H), 1.83 (.14 d, 2H), 1.91
( 4% d, 2H), 2.14 (i, 1H), 2.95
ci (d, 2H), 7.28 (s, 1H)
111 cl 0.92 (dq, 2H), 1.32-1.48 (m,

12H), 1.65 (%44, 1H), 1.82 (d,
2H), 1.88 (d, 2H), 2.09 (i, 1H),
2.93 (d, 2H), 7.61 (s, 1H)

M2 | g A\
\Q/

“‘\‘\N/CO-OC(CHS)“
H

0.93 (dq, 2H), 1.35-1.50 (m,
11H), 1.76-2.05 (m, 5H), 2.10
(tt, 1H), 2.95 (d, 2H), 4.72
(%4, 1H), 7.63 (s, 1H)

<__CO-0C(CHy),

0.94 (dq, 2H), 1.35-1.49 (m,
12H), 1.78-1.93 (m, 4H), 2.11
(tt, 1H), 2.94 (d, 2H), 4.78
(3%, 1H),7.65 (s, 1H)

O
e

Ny~ COOCEHy),
H

0.92(dq, 2H),1.31-1.46(m, 12H),
1.83 (B4 t,2H), 2.03-2.14 (m,
3H), 2.93 (d, 2H), 4.72 (K% |
1H), 8.58 (d, 1H), 8.87 (d, 1H)

113 | &
Cl
114 | ®or
Cl
115
(CH,).C

,,,,, - COOCIeRy,
‘ I | H

0.90 (m, 2H); 1.30 (m, 1H);
1.38(s, 9H); 1.42 (s, 9H); 1.75-
2.20 {(m, 7H); 2.98 (t, 2H),
4.52( F4, 1H); 7.55 (d, 2H);
7.92 (d, 2H); 8.30 (s, 1H)

59
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* 4]

e

Ris + Ryy

m.p. / 'H-NMR / C-NMR

116

)
X
w

x

Q

(2} t
I

&

\\\\\ \N ~CO-0-C(CH,),
H

0.92 (q, 2H); 1.41 (s, 9H); 1.25-
2.18 (m,8H); 2.35 (s, 3H); 2.70
(s, 6H);2.98 (t, 2H); 4.50 (¥,
1H); 6.94 (s, 2H); 8.52 (s, 1H)

117

o
o

0.92 (q, 2H); 1.42 (s, 9H); 1.20-
2.18 (m, 8H); 2.94 (t, 2H); 4.58
(4%, 1H); 7.78 (t, 2H); 7.86
(m,1H);8.41(s,1H);8.50 (dd, 1H)

118

F,C

da

CF,

..... - CO-0-CEGHa),
H

/O"“‘\N/CO-O-C(CHS)"'
H

0.95(m, 2H); 1.20-2.30(m, 8H);
1.46 (s,OH);3.00(t,2H);4.58
(g4, 1H); 8.06 (s, 1H); 8.50
(s, 2H)

119

-
*)
O

CF,

H

N
O/ ~C0-0-C(CHy),

1.02(q,2H);1.39(s,9H);1.40-1.46
(m, 1H); 1.72-1.88 (m, 5H); 2.08
(t,1H); 3.30 (3% ,1H); 4.48 (d,
1H); 7.90 (s, 1H); 8.35 (s, 2H)

120

F;,C

<

CF,

H
~CO-0-C(CH,),

Q

1.40 (s, 9H); 1.40-1.80 (m, 8H);
2.25 {m, 1H); 3.55 (m, 1H); 7.92
(s, 1H); 8.36 (s, 2H)

121

OCH,

O

OCH,

Ny OO-OCCH),
H

O

1.00 (m, 2H); 1.30-2.00 (m, 7H);
1.42(s,9H);2.20(t, TH); .98(t,2H);
3.80 (s, 3H); 3.90 (s, 3H); 5.58
(%4 1H);6.95(d,1H); 7.14 (dd,
1H); 7.58 (d, 1H); 8.50 (s, 1H)

122

.

F,C

"\‘\N _CO-0O-C(CH,),
H

0.98 (q, 2H); 1.41 (s, OH); 1.36-
2.20 (m, 8H); 2.98 (t, 2H); 4.55
(%4, 1H); 7.30 F= 8.10 (2d,
4H); 8.13 (s, 1H)

123

W
&

Ny CO-OCICHy,
H

0.95(q,2H);1.43(s,9H);1.20-
2.26(m,8H);2.95(t,2H);4.53

( %% ,1H);7.40-7.55 (m,2H);
7.70 % 8.30 (2dd,2H);8.46
(s,1H)

124

wik¥e

Cl

N _CO-O-C(CH,),
H

o & &

0.91 (g, 2H); 1.40 (s, 9H); 1.25~

1.63 (m, 3H); 1.78-2.18 (m, 5H);

2.96(t, 2H);4.58( F 4%, 1H); 7.50
#F= 7.98 (AB, 2H); 8.38 (s, 1H)

60




200680008024. 5
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x5 Ry Ris + Ry m.p./ "H-NMR / “C-NMR
125 N 1.42 (s, 9H); 1.54-1.78 (m, 8H);
CO-0-C{CH,), 2.30 (m, 1H); 3.64 (m, 1H); 4.50
c (F4, 1H); 7.51 #= 7.99 (AB,
4H); 8.36 (%, 1H)
126 o ™\ ~CO-0CCH): 11,00 (m, 2H); 1.30-2.00 (m, 7H);
o /O N 1.42 (s, 9H); 2.20 (t, 1H); 2.98
(t. 2H); 5.58 (E4§ , 1H); 7.40
(t,1H); 7.70 (d, 1H); 8.22 (d, 1H)
127 o o~ ~CO-0-CCH), 1098 (g, 2H); 1.41 (s, 9H); 1.55-
/O H 2.22 (m, 8H); 2.85 (, 2H); 4.54
(%%, 1H); 7.42 (dd, 1H); 7.52
o (d, 1H); 8.19 (d, 1H)
128 7 ™\~ CO-OCCH); 10.98 (g, 2H); 1.40 (s, 9H); 1.25-
/O N 2.25 (m, 8H); 2.98 (¢, 2H); 4.70
(F3E, 1H); 7.13-7.24 (m, 2H);
. F 8.26 (dd, 1H); 8.58 (s, 1H)
129 ’ N\~ CO-0-CCHy); | 0.80-2.00 (m, 9H); 1.42 (s, OH);
/O N 2.20 (t, 1H); 2.98 (t, 1H); 4.55
(34, 1H); 7.36-7.50 (m, 2H);
8.20 (m, 2H)
Cl
130 o oSy~ CO-0CEH) 1 0.98 (q, 2H); 1.43 (s, 9H); 1.22-
/O H 2.30 (m, 8H); 2.98 (t, 2H); 4.58
(%4, 1H); 7.30-7.58 (m, 3H)
(]
131 N COOCCH, 1 0.98(q,2H);1.41 (s, 9H); 1.35-
a /O H 2.20 (m,8H);2.98 (t, 2H); 4.52
:©/ (%%, 1H); 7.60 (d,1H); 7.70
o (dd, 1H); 8.10 (d, 1H)
132 W\~ C00CCH) 10,94 (q, 2H); 1.40 (s, 9H);
a /O o 1.25-1.41 (m, 2H); 1.70-1.96
D/ ' (m, 5H): 2.10 (t, 1H); 2.94 (t,
: 2H); 4.58 (3£'% , 1H); 7.30
(m, 1H); 7.96 (m, 1H); 8.12
(m, 1H); 8.39 (s, 1H)
133 = Ny~ COO-CCHL0.91(q,2H);1.40(s,9H);1.26-1.70
/O H (m, 3H);1.78-2.20 (m, 5H); 2.95
(t.2H);4.52 ( 4% 1H); 7.54 (m,
4 1H); 7.86 (m, 2H); 8.50 (s, 1H)
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Ry + Ryy

m.p./ '"H-NMR / "C-NMR

N\ g~ CO-O-CICH),
l | H

0.98(q,2H);1.42(s,9H);1.38-2.30
(m, 8H);2.96 (t,2H);4.54 ( 4,
1H); 7.60 (d, 1H); 8.08 (d, 1H)

/O \\\\\ Ny~ CO-O-CICHa,
H

(CDCl; + 10 % DMSO-dg) 0.98
(q.2H);1.42(s,9H); 1.25-2.25 (m,
8H); 2.95 (d, 2H); 5.10 (&%,
1H); 7.60 (s, 1H); 8.24 (s, 1H)

T
H

0.58-1.04 (m,2H); 1.42 (s,9H);
1.30-1.96 (m,7H); 2.16(m,1H);
2.98(t,2H);4.58( {44, 1H); 7.48
(dd,1H); 7.82 (dd,1H); 8.65
(s,1H)

Ny~ CO-0-CICHy),
H

0.92 (q, 2H); 1.42 (s, 9H); 1.20-
1.54 (m, 2H); 1.70-2.20 (m, 6H);
2.90 (d, 2H); 7.42 (s, 2H)

% 564 Rq
134 f
°'I§f
Ct
135 o
[+
136 F
F
137 _ T'
(&) Ct
138 NO,
139

"\\\N ~CO-0-C(CH,),
H

0.90 (m, 2H); 1.20-2.30 (m, 8H);
1.46 (s, 9H); 2.98 (t, 2H); 4.58
(KM, 1H); 7.75-7.82 (m, 3H);
8.41 (m, 1H)

2
Z

,\\\N,co-oqcri,),
H

o(ReRe

0.94 (q,2H);1.42(s,9H);1.20-
1.45(m, 1H);1.60-2.20(m,7H);
2.95 (t,2H);4.58( §3% ,1H); 8.23
#= 8.38(AB,4H),8.60(s, 1H)

140

Q
2201

..... -~ COO-C(CHy);
H

O

(m, 2H); 1.30-2.00 (m, 7H); 1.42
(s, 9H); 2.20 (t, 1H); 2.40 (s,
3H); 2.60 (s, 3H); 2.98 (t, 2H);
5.58 (3%, 1H); 7.40 (t, 1H);
7.70 (d, 1H); 8.22 (d, 1H)

141

o
N
o) p
O
;E EE T
«

,.\\N/CO-O-C(CH,),
H

0.94 (q, 2H); 1.41 (s, 9H); 1.24-
1.70 (m, 2H); 1.80-2.20 (m, 6H);

1298 (q, 2H); 4.58 ( 3%, 1H);

7.75 (d, 1H); 8.22 (dd, 1H); 8.46
(d, 1H); 8.54 (s, 1H)

142

X

oy~ CO-0-CICH),
H

0.93 (q, 2H); 1.40 (s, 9H); 1.32-
1.58 (m, 2H); 1.78-2.20 (m, 6H),
2.92 (d, 2H); 7.04 #= 7.62 (AB,
2H); 7.34-7.56 (m, 5H)

143

:

HyC

Sy~ CO-O-CICHy),
H

sRe RS

0.95(m,4H); 1.30-2.20 (m, 10H);
1.42(s, 9H); 2.70 (t, 2H); 2.98 (t,
2H); 4.56 ( E4, 1H); 7.30 (d,
2H); 7.90 (d, 2H); 8.18 (s, 1H)

62




200680008024. 5

B ZE61/961T

% 651

Ry

Ris

+ Ryr

m.p. / '"H-NMR / *C-NMR

144

CH,0

2

H

/O _____ .y~ CO-0CCHy),

0.90 (m, 2H); 1.20-2.20 (m,
8H); 1.48 (s, 9H); 2.98 (t,
2HY); 3.90 (s, 3H); 4.55
(F4% . 1H); 6.99 (d, 2H);
8.00 (d, 2H); 8.20 (s, 1H)

145

CF,

as

H

Tos

~C0-0-C(CH,),

CDCI; + 5 % DMSO-dg:1.43
(s,9H), 1.54-1.73(m,4H);
2.32(m,1H); 2.52-2.64 (m,4H);
3.76{m,1H); 5.32 (bd, 1H); 7.72-
7.78(m, 2H); 7.84-7.88 (m, 1H);
8.45-8.50 (m, 1H)

146

O
T
w

H

)ij "

~CO-0-C(CHy),

CDCl; + 5 % CD3;0D: 1.06 (m,
2H); 1.40 (s, 9H); 1.43 (m, 2H);
1.84 (m, 2H); 2.03 (m, 2H); 2.08
(m, 1H); 3.30 (%%, 1H); 7.71-
7.77 (m, 2H); 7.82-7.87 (m, 1H);
8.46-8.51 (m, 1H)

147

o @

Q

H

~C0-0-C(CH,),

CDCl; + 5 % DMSO-de: 1.42 (s,
9H); 1.55 (m, 2H); 1.60-1.80 (m,
6H); 2.38 (m, 1H); 2.50 (m, 2H);
3.75 (m, 1H); 5.30 (bd, 1H);
7.70 (s, 1H); 8.30 (s, 1H)

148

Q

5

o

~CO0-0-C(CHy),

CDCl; + 5 % CD;0D: 1.08 (m,
2H); 1.42 (s, 9H); 1.47 (m, 2H);
1.88 (m, 2H); 2.03 (m, 2H); 2.12
(m, 1H); 2.31 (£, 1H); 7.59
(s, 1H); 8.31 (s, 1H)

149

) o
%Q

C0-0-C{CH,),

CDCl; + 5 % DMSO-de: 1.45 (s,
9H); 1.50 (m, 2H); 1.55-1.75 (m,
4H); 2.32 (m, 1H); 2.58 (m, 2H);
3.77 (m, 1H); 5.33 (bd, 1H);
7.61(d, 1H); 8.13 (d, 1H)

150

<

~C0-0-C(CH,),

CDCl; + 5 % CD;0D: 1.08 (m,
2H); 1.40 (s, OH); 1.44 (m, 2H);
1.86 (m, 2H); 2.02 (m, 2H); 2.10
(m, 1H); 3.28 (m, 1H); 7.55 (d,
1H); 8.11 (m, 1H)

151

3

o

T
N
~GO-0-C(CH,),

CDClz+5 % DMSO-dg:1.40(s,
9H); 1.50-1.78 (m, 6H); 2.32 (m,
1H); 2.54 (m, 2H); 3.73 (m, 1H),
5.22 (bd,1H);7.60(s,1H); 7.90
(s, 1H)

152

3

o}

i
N
CO-O-C(CH,),

CDCl3+5 % CD,0D:1.08(m, 2
H);1.40(s,9H);1.47(m, 2H); 1.85
(m,2H);2.04(m, 1H); 3.29 (K%,
1H); 7.56 (t, 1H); 7.87 (d, 1H)
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E 4
153

Ris + Ry7 m.p. / "TH-NMR / ®C-NMR
H CDCl, + 5 % DMSO-dg: 1.42 (s,

Q
F
22‘;

(2]
I
5

~CO-0-C(CH,),

9H); 1.70-1.80 (m, 8H); 2.30 (m,
1H); 2.40 (s, 3H); 2.56 (s, 3H);
3.77 (m, 1H); 5.25 (bd, 1H);
7.24 (s, 1H); 7.98 (s, 1H)

154

Q
x

(@]
X
o

H

~CO-0-G(CHy),

CDCl; + 5 % CD;0D: 1.05 (m,
2H); 1.38 (s, 9H); 1.42 (m, 2H),
1.80 (m, 2H); 1.97 (m, 2H); 2.07
(m, 1H); 2.35 (s, 3H); 2.50 (s,
3H); 3.25 (%%, 1H), 7.22 (s,
1H); 7.95 (s, 1H)

155

Q

2

q 8] §

H

~C0-0-C(CHj),

CDCl3+5% DMSO-ds:1.44 (s,
9HY); 1.54(m,2H);1.62-1.79(m,
4H); 2.33-2.44(m,5H);3.77
(%% ,1H);5.28(bd, 1H); 7.41 (&,
1H);7.71 (dd, 1H); 8.20 (dd, 1H)

156

Q
Q

H

~CO-0-C(CHy),

CDCl3+5%CD30D: 1.08(m, 2H);
1.40(s,9H);1.44(m,2H); 1.86 (m,
2H); 2.01 (m, 2H); 2.12 (m, 1H);
3.28 (3%, 1H); 7.38 (t, 1H);
7.68 (dd, 1H); 8.18 (dd, 1H)

157

[»}

RIS

Z b=

H

~CO0-0-C(CH,),

CDCl3 + 5 % DMSO-dg: 1.42 (s,
9H); 1.55 (m, 2H); 1.60-1.77 (m,
4H); 2.35 (m, 2H); 3.76 (m, 1H);
5.24 (m, 1H); 7.43 (d, 1H); 7.50
(dd, 1H); 8.24 (d, 1H)

158

Cl

O

Cl

H

: WN

CO-0-C(CHy),

CDCl; + 5 % CD;0D: 1.08 (m,
2H); 1.41 (m, 9H); 1.46 (m, 2H),
1.88 (m, 2H); 2.03 (m, 2H); 2.13
(m, 1H); 3.28 (F*, 1H); 7.39
(d,1H);7.48(dd,1H); 8.20 (d, 1H)

159

Ci—

H

/O 8

~CO-0-C(CH,),

1.09 (dq, 2H), 1.41 (s, 9H), 1.52
(dq, 2H), 1.92 (£ d, 2H),
2.05 (%%, d, 2H), 2.15 (tt,
1H), 3.32 (F4, 1H) '

B R F-# 4k

160

C—f

H

fos

~C0-0-C(CH),

(CDCI,*+5% DMSO-de): 23.814,
28.811, 29.586, 29.944, 44.056,
45.056, 79.296, 108.900,
125.462, 155.603, 175.574
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g R

Ris + Ryy

m.p. / 'TH-NMR / “C-NMR

161

H

N
O’ ~C0-0-C(CH;),

223-225°

162

O huns

(DMSO-dg): 8.30 (s, 2H), 8.15
(s, 2H), 8.07 (d, J = 7.82.16
(br.s, 1H), Hz; 1H),7.92(d, J =
7.8 Hz, 1H), 7.68 (1,J=7.8Hz,
1H), 1.35-1.73(m,8H),1.35(s,
9H)

163

ey COOCEH,
l l " H

DMSO-dg: 0.77 (m, 2H); 1.08
(m, 2H); 1.10 (m, 1H); 1.32 (s,
9H); 1.62 (m, 2H); 1.72 (m, 2H);
2.20 (m, 1H); 2.70 (t, 2H); 6.71
(t, 1H); 7.91 (d, 1H); 8.07 (dd,
1H);8.22 (d, 1H); 12.65 (bs, 1H)

164

H

0.94 {m, 2H); 1.32-1.50 (m, 3H);
1.43 (s, 9H); 1.83 (m, 2H); 1.91
(m, 2H); 2.14(m, 1H); 2.97 (t,
2H); 4.54 (§34%, 1H); 6.95 (m,
1H); 7.06 (m, m, 1H); 8.11 (m,
1H); 8.68 (bs, 1H)

165

e

"“‘\N _CO-0-C(CH,),
H

1.04 (m, 2H); 1.32-1.50 (m, 3H);
1.42 (s, OH); 1.82 (m, 2H); 1.89
(m, 2H); 2.16 (m, 1H); 2.68 (s,
3H); 2.96 (t, 2H); 4.55 (4,
1R); 7.33 (t, 1H); 7.64 (dd, 1H);
8.13 (dd, 1H); 8.77 (bs, 1H)

166

‘‘‘‘‘ SO0,
I ] H

0.92 (m, 2H); 1.32-1.50 (m, 3H);
1.43 (s, 9H);1.82 (m, 2H); 1.84
(m, 2H), 2.12 (m, 1H); 2.96 (t,
2H); 4.55 (3%, 1H); 7.70 (¢,
1H); 7.89 (d, 1H); 8.28 (s, 1H);
8.31 (s, 1H); 8.63 (bs, 1H)

167

\\\\\ NI NS
‘ ‘ H

0.88(m,2H);1.25-1.48(m,3H);
1.43(s,9H);1.81(m,4H); 2.10 (m,
1H);2.92(t,2H);4.70(t, 1H); 7.57-
7.69(m,3H);7.92(d, 1H); 7.96 (s,
2H); 8.01 (d, 1H); 8.63 (s, 1H)

168

JoR i
H

- (m, 1H); 1.42 (s, 9H); 1.72 (m,

0.83 (m, 2H); 1.22 (m, 2H); 1.28

4H); 2.08 (m, 1H); 2.90 (t, 2H),
4.49( T 1H);7.58-7.69(m,
3H);7.98(d,1H);8.13(d,1H); 8.52
(dd,1H);8.59(d,1H);9.03 bs, 1H)
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L
O L Q

5 765 Ry Ry + Ry7 m.p. / 'TH-NMR / "C-NMR
169 N COOCER), | 0.83 (m, 2H); 1.17-1.36 (m, 3H);
o H 1.46 (s, OH); 1.74 (t, 4H); 2.10
N O (m, 1H); 2.80-3.00 (m, 2H); 2.94
CH, (s, 6H); 4.52 (X4, 1H); 7.23
(d, 1H); 7.53-7.64 (m, 2H); 8.27
(d. TH); 8.50 (dd, 1H); 8.61 (d,
1H); 9.15 bs, 1H)
170 Fe ), | 165-169°
l . /Ou"‘\ﬁioj
CF, _
171 F.C Qg CcHy), | 90-94°
7@( /O....\NLOJ
H
CF, .
172 o o, (DMSO-d5):8.07 (t, J = 1.9 Hz,
N 1H), 7.86 (d, J = 1.9 Hz, 2H),
CO-0-CICHy), 3.70 (br.s, 1H), 2.64 (s, 3H),
. 2.20 (it, J = 3.3 + 8.6 Hz, 1H),
1.23-1.64 (m, 8 H), 1.38 (s, 9H)
173 (DMSO-ds): 12.16 (s, 1H), 8.37

(s, 2H), 8.20 — 8.25 (m, 37.99 -
8.03 (m, 1H), 7.81 (t, J=7.9
Hz. 1H), 3.69 (br.s, 1H), 2.63 (s,
3H), 2.19 (tt, J = 3.4 + 12 Hz,
1H), 1.77 ~ 1.85 (m, 2H), 1.21 -
1.63 (m, 6H), 1.37 (s, 9H)

174

m
w
:O

]
hul
7]

CH,

(DMSO-dq):8.22(s,2H),8.15(s,
1H), 3.45 — 3.70 (br.m, 1H),
2.60 (s, 3H), 1.69 — 1.84 (m,
3H), 1.36 (s, 9H), 1.12-1.57
(m, 6H)

175

-
::“b

Q
ol

(DMSO-dg): 2 3¢ 3% A #34k ,
K042 512,47 (brs,

1H), 8.59 (s, 1H), 8.42 (s, 2H),
4.12 +3.66 (2 xm, 1H), 2.79 +
2.62 (2 xs, 3H)

176

o
O

O
m
(2]

(DMSO-dg): 2 2 3% 4K ,
w0455 :12.41 (brs,

1H), 8.59 (s, 1H), 8.42 (s, 2H),
4.10-4.19 (m, 1H), 2.74 + 2.61
(2 x s, 3H)

177

1
(2]
:O

o
ol

12.47 (s, 1H), 8.60 (s, 1H), 8.43
(s, 2H), 3.57 (br.s, 1H), 2.96
(br.s, 2H), 2.19 (it, J = 3.4 + 12
Hz, 1H), 1.18 — 1.82 (m, 10 H),
1.37(s,9H),0.80 (t, J = 7 Hz, 3H)
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P | Ry R + Rz m.p./ ‘H-NMR / ®*C-NMR
178 | FC ~ (DMSO-do): 12.47 (5,1H),
(\CH
2 8.59(s, 1H), 8.42 (s, 2H), 5.68—
N 5.78 (m, 1H),5.09(d,J =17.7Hz,
cF,y O/ CO-OC(CH: | 11y, 5.04 (d,J= 9 HZ, 1H), 3.68
(br.s, 3H), 2.17(tt.J = 3.2+ 9

Hz, 1H), 1.16 — 1.67 (m, 8H),
1.37 (s, OH)

179 F nc\(\‘/ g 198-204°

180 FaC o 136-140°
Yoy
H

CF,
181 FiC o (DMSO-de): E/Z .4k -4k,
/O/ m BRI E 125 (brs,
° 1H), 8.59 (s, 1H), 8.41 (s, 2H),
CF, 4,81+ 4.51 (br.s + m, 1H)

M / RN 1.4

N Q 230-238°
X,
]
CH,

N /O 320-230°
N
CF, H

173-175°

182 FsC

3
5

183 FiC

4

184 FiC

3
gzo

185 F.C (DMSO-dg): 1.54 (s, 9H), 1.55-

1.77 (m, 4H), 2.10 (dd, 2H),
2.31 (dd, 2H), 2.57 (it, 1H), 3.19

CF, /O """ l§N’ (tt, 1H), 8.68 (s, 2H), 8.85 (s, 1)

RAOAF AT EGFEHAS A £ QP A Fik, 1288 AL RA,
KT XS, £F Ris ZEHELR, # Rig+R;; 20Kk 3 P2 AN 14
S, AP mA20, n 2OFERAEX VIIAH). Rk 3 AR FHI
HEA, A BC-NMR #= '"H-NMR %32 R & CDCl; F R #.

2
\0
° 3
uI
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% 3641 Ry m.p. / '"HNMR / "C-NMR
186 (DMSO-d): 5 = 0.80-0.95 (m,
3H);0.95-1.40 (m,10H); 1.50-
o 1.75 (m, 8H); 7.62/7.82 (AB, 4H)
187 322-333°
188 | s 98-100° / (DMSO-de): 1.38/1.40
(s, 9H),1.60-2.10(m,12H);3.41-
NH-CO-0-C(CH,), | 3.57 (m, 1H);6.68/6.80 (bd,
L 1H);8.36/ 8.40
: (s,2H);8.48/8.50(s,1H)
189 o 1.47 (s, 9H); 1.51-2.13 (m,
12H); 3.72 (m, 1H); 4.81 (d,
cl
Cl
190 ' 132-133°
s
- NH-CO-O-C(CH,),
Ci Br
191 F3 23S F MR, HBHIES:
8.55(s,2H),8.35+8.32(2x br,
CH s,1H),8.16(s,1H),3.87+3.83
L 3 (2xs,1H), 3.05+3.00(2xs, 3H);
: NH-CO-O-C(CH,); | 2.40+2.32(2xs,2H), 1.47(s, 9H)
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m.p. / 'THNMR / °C-NMR

(DMSO-dg): 173.12, 170.12,
150.43, 136.52, 135.24, 133.86,
131.29, 130.04, 129.79, 129.19,
128.87, 128.47, 125.10, 122.94,
117.86, 115.85, 60.09, 47.76,
32.80, 31.60, 26.06

e X R4
192 cl
O
193 C'\‘/\|/
'\(
o

(DMSO-dg): 170.59, 150.93,
136.92, 135.02, 134.99, 130.44,
130.20, 129.63, 126.47, 125.56,
118.24, 116.16, 60.62, 48.20,
33.27, 32.02, 26.55

CF,

194 FJ‘\Q/ ]

(CDCly/DMSO-dg): 173.42,
170.56, 151.37, 142.90, 134.67,
132.89, 132.61, 130.16, 129.31,
128.97, 128.51, 126.99, 119.30,
116.91, 61.47, 48.66, 33.60,
32.09, 26.78

CF,

195 FSKQ/

(CDCly/ DMSO-dg): 17372,
170.83, 152.28, 143.07, 136.26,
132.79, 132.52, 130.78, 130.13,
128.95, 127.04, 122.48, 121.83,
120.56, 61.41, 48.74, 33.65,
32.13, 26.82

CF,

196 Fa\@/

173.14, 167.61, 149.63, 142.55,
133.06, 132.70, 132.46, 132.37,
129.13, 127.26, 124.99, 124.20,
123.54, 60.42, 48.87, 40.38,
33.78, 32.27, 27.00

197 F

d

CF,

171.33, 141.88, 133.33, 133.06,
129.38, 127.69, 123.86, 62.30,
33.47, 31.79, 26.45

198 Fs

J

CF;

203.85, 171.03, 150.68, 141.52,
133.44, 133.17, 129.45, 128.13,
127.90, 119.82, 118.09, 61.87,
4842, 33.89, 32.13, 31.92,
26.61
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%

Ris + Ry7

m.p. / "THNMR / PC-NMR

199

N
: dm

%}
5
w

NC: :
;N cl
NC.

170.40, 154.09, 140.96, 138.32,
134.78, 133.31, 133.04, 132.76,
132.48, 129.06, 129.03, 127.61,
125.55, 123.38, 121.20, 117.12,
115.07, 112.97, 101.03, 55.60,
48.45, 33.07, 32.28, 26.09

200

!
%)

N : CF.

~7 3

V2=

170.68, 155.72, 141.43, 136.12,
135.92, 133.49, 133.21, 132.93,
129.47, 127.98, 123.81, 121.63,
118.99, 118.97, 117.80, 116.45,
116.42, 109.19, 60.26, 48.41,
33.75, 32.02, 26.87

201

44
%,

o
oM

95-98°

202

¥

X

CF,

)

N~ T CO-OC(CH,),

170.44, 132.95, 132.68, 132.41,
132.13, 127.36, 126.23, 125.66,
124.07, 121.89, 119.71, 81.09,
62.52, 61.35, 50.29, 33.16,
28.43, 27.16

203

.
B
s

CF,

8.53 (s, 2H), 8.11 (s, 2H), 5.25
(m, 1H), 3.56 (s, 2H), 3.13 (bd,
2H), 2.98 (bs, 1H), 2.88 (bs,
1H), 2.67 (bs, 2H), 2.21 (s, 1H),
2.02 (m, 2H), 1.83 (m, 2H),
1.78-1.58 (m,10H), 1.40 (m, 2H)

204

E

CF,

M com,

173.01, 171.44, 142.73, 133.31,
133.03, 132.76, 132.49, 129.07,
129.05, 127.18, 127.15, 127.12,
126.11, 123.93, 121.76, 119.59,
54.84, 49.82, 48.82, 45.09,
33.42, 32.25, 30.38, 27.01,
26.24

205

3

CF,

173.15, 142.63, 132.91, 132.56,
132.22, 128.98, 127.10, 124.14,
121.42, 53.68, 49.63, 48.88,
33.08, 32.61, 32.28, 28.89,
26.96, 26.25, 19.02

206

»

C

172.71, 171.25, 141.71, 136.26,
134.33, 127.18, 127.11, 53.92,
49.49, 49.15, 39.74, 36.96,
33.50, 33.18, 32.72, 32.32,
32.11, 26.99, 26.20, 25.34
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B 2E69/961T

4

Ris + Ry7

m.p. / 'THNMR / *C-NMR

207

Ci
Ci

&

172.45, 171.36, 138.44, 135.99,
135.85, 132.09, 130.50, 128.07,
53.80, 49.61, 49.18, 39.74,
36.89, 33.63, 33.24, 33.19,
32.08, 27.01, 26.32, 25.34

208

F

d

CF,

173.15, 171.18, 141.69, 133.40,
133.12, 132.85, 129.35, 127.82,
123.82, 121.64, 54.00, 49.41,
49.25, 39.67, 37.02, 33.53,
33.21, 33.14, 32.26, 32.04,
26.92, 26.13, 25.29

209

g

CF,

S

172.78, 172.45, 142.56, 133.41,
133.07, 132.72, 132.38, 129.10,
127.25, 124.18, 121.46, 80.19,
53.66, 49.62, 48.74, 42.62,
33.21, 33.08, 32.37, 32.26,
30.05, 27.02, 26.21, 24.28,
24.18

210

F

CF,

<

172.78, 171.30, 141.74, 133.38, |
133.10, 129.37, 127.78, 123.83,
54.12, 49.46, 49.24, 41.21,
35.46, 33.82, 33.54, 33.23,
32.29, 32.01, 26.92, 26.54,
26.49, 26.12

211

.
&%8 &35

CF,

173.83, 171.03, 141.51, 133.77,
133.42, 133.08, 132.73, 129.39,
127.91, 126.77, 124.06, 121.34,
118.82, 54.21, 49.48, 49.22,
41.58,37.19,35.15,35.08, 33.48,
33.13, 32.19, 31.93, 28.533,
26.89, 26.51, 26.44, 26.07

212

d
o

CF,

CO-O-CH(CH,),

171.16, 155.61, 141.55, 133.42,
133.14, 129.39, 127.87, 123.81,
69.31, 49.48, 33.34, 32.03,
26.60, 22.61

213

b
o

CO-0-C(CHy)y

130.45, 130.21, 129.74, 129.65,
80.35, 49.41, 32.09, 28.86 ;7.4

214

CO-O-C(CH,),

171.46, 155.14, 138.41, 135.99,
135.85, 132.10, 130.49, 128.07,
80.40, 49.65, 33.28, 32.01,
28.86, 26.67
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5 745 R, Ris + Ryy m.p./ 'THNMR / *C-NMR
215 ci FO-O-C(CHy), 171.26, 155.28, 141.51, 136.30,
N 134.42, 127.21, 127.04, 80.69,
49.49, 33.21, 32.08, 28.86, -
4 26.58
216 | R FO-O-CICHy), 4] 217 A= T 4] 218 84
\& 143 64 4F 3F e - R A
CF,
L SR
217 Fy /CO-O-C(CHa)s 170.84, 154.71, 141.06, 133.27,
N 132.99, 132.99, 132.72, 132.44,
129.03, 129.00, 127.54, 127.52,
L H 123.39, 121.22, 80.07, 49.04,
: 32.83, 31.66, 28.45, 26.15
RS o 3
218 X SO-O-C(CHy), 173.68, 155.62, 141.76, 133.75,
N 133.41, 133.07, 132.72, 129.26,
_ 127.89, 124.09, 121.37, 80.23,
L 61.00, 44.81, 34.22, 33.21,
3 28.93, 28.89, 26.82
H
b F A4k
219 Ci /CO-O-C(CHa)a 173.79, 155.30, 80.49, 45.50,
N 4428, 37.87, 30.93, 30.63,
87N l E 28.90, 28.83, 27.82, 13.83
Ci Br
220 | F CO-0-{(CH,);-CH, 171.37, 156.23, 141.64, 133.68,
N 133.41, 133.13, 132.85, 129.34,
127.83, 123.81, 121.64, 65.96,
L 51.73, 49.44, 33.21, 32.11,
3 31.48, 26.61, 19.53, 14.03
221 F /CO-0-CHyCH(CHy), | 171.50, 156.20, 141.72, 133.68,
N 133.40, 133.13, 132.85, 129.33,
127.79, 123.82, 121.65, 119.47,
L 72.28, 49.47, 33.23, 32.12,
: 28.41, 26.62, 19.41
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B ET1/96 1T

% 1

Ry + Ry7

m.p. / 'THNMR / *C-NMR

222

an
: ?

Q
Pl

€O-O-CH,-C(CHy),

171.10, 156.11, 141.55, 133.71,
133.44, 133.16, 132.88, 129.41,
127.88, 123.81, 121.63, 75.56,
49.40, 33.25, 32.12, 31.88,
26.87, 26.63

223

3

CF,

171.26, 1565.81, 141.52, 133.76,
133.41, 133.07, 132.72, 129.40,
127.87, 124.06, 121.35, 118.63,
51.20, 49.41, 33.29, 32.08,
26.60, 23.96

224

CF,

<

SO
A

%%:o &R%o &Q

173.17, 157.69, 142.62, 133.03,
132.69, 129.06, 127.21, 124.20,
121.48, 53.07, 51.98, 49.66,
34.01, 33.20, 33.12, 32.49,
26.63, 24.03

225

-{g“
3

CF,

—CO-0-C(CHy);

It me R AR REY

171.86, 171.29, 155.31, 155.12,
141.65, 133.43, 133.08, 129.35,
127.93, 124.07, 121.35, 80.49,
80.21, 47.63, 47.30, 28.87,
26.44, 19.90, 19.43

226

4

CF,

—CO-O-C(CHy);

3

o ARG BT A

155.48, 132.98, 132.64, 132.30,
131.96, 127.76, 127.13, 125.79,
124.41, 121.70, 118.98, 79.63,
48.08, 45.69, 44.59, 40.33,
40.12, 32.82, 32.70, 30.55,
30.40, 28.88, 20.16

227

QQ
3

N—CO-O-C(CHy),

171.68, 171.14, 155.27, 155.10,
141.23, 137.28, 130.35, 130.26,
129.78, 129.73, 80.38, 80.10,
47.58, 47.24, 28.89, 2644,
19.94, 19.47 X4

228

Q

d
3

—CO-O-C(CHy),

171.78, 171.30, 136.09, 136.04,
131.99, 131.91, 128.12, 80.34,
80.03, 47.73, 47.38, 28.89,
26.38, 19.46

229

0

»

g

N—CO-O-C(CHy),

172.12, 171.64, 155.11, 131.24,
108.50, 80.42, 80.13, 508.94,
47.81, 47.43, 30.43, 28.90,
26.49, 19.95, 19.49

73
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M R Ris + Ry m.p. / 'THNMR / “C-NMR
230 | & GO-GEIeH, | 171.96, 163.20, 141.06, 133.03,
] 132.69, 128.99, 127.59, 80.04,
36.97, 28.45
CF,
231 i GO-GCIEHy; | 174,00, 163.35, 139.11, 135.50,
e ! 135.37, 131.59, 130.46, 127.77.
70.63, 40.66, 40.45, 40.24,
\Ea 40.04. 36.49, 32.90, 28.81
732 i CO-G-CGHy), | 172.19, 153.03, 137.04, 130.71,
ﬁ/ ! 125.99, 108.01, 79.83, 36.68,
s \//—:6 32.67,28.48
Ci Br
233 | “Co0CC, 170.84, 155.33, 141.38, 138.52,
N 133.61, 133.26, 132.92, 132.57,
M 129.61, 129.42, 127 .87, 126.98,
Lo 12413, 121. 41, 118.69, 80.37,
50.56, 49.24, 48.24, 35.17,
31.36, 31.05, 28.66 ,
234 ! CO-0-CCHy), 171.09, 154.50, 138.81, 138.36,
o N 136.07, 135.96, 132.06, 130.53,
\M 129.88. 128.35, 128.07, 127.09,
126.94. 79.87, 50.88, 48.44,
47.60,36.29,31.26, 30.97, 28.61
535 o “CoOCCHy; 17149, 154.44, 138.78, 138.65,
;j/ N 137.68, 131.04, 129.90, 129.38,
0 \w 127.09, 126.90, 126.33, 108.55,
79.87, 50.95, 48.37, 47.51,
a & 36.45, 31.20, 30.82, 28.61
236 G SO CER, 173.68, 171.44, 155.56, 155.21,
o N 138.38, 136.03, 136.00, 135.85,
l[ ~ 132.00, 131.85, 130.47, 128.11,
128.08, 80.54, 80.23, 49.60,
44,82, 33.17, 32.01, 28.89,
28.86, 26.83
537 ] “COOT(CH,), | 471.57, 155.00, 50.39, 49.69,
\ /CEN 33.15, 32.01, 28.00
5
Ci Br
238 | COTIERy, 173.55, 155.37, 142.08, 133.28,
N 132.94. 129.23, 127 63, 124.13,
121.42, 80.83, 45.58, 44.58,
L 37.76, 30.86, 30.55, 29.39,
28.87. 27.50, 13.73

74
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5244 R, Ris + Ry m.p. | 'THNMR/ *C-NMR
239 ol (O-0-GICHy), 172.84, 154.11, 138.23, 136.07,
o N 135.96, 131.90, 131.82, 130.46,
128.07, 80.03, 46.23, 44.69,
39.57, 31.81, 29.31, 28.88,
28.84, 20.37
240 a cl:O-GC(cHa)s 173.14, 154.11, 137.49, 131.08,
N N 126.35, 108.46, 80.83, 46.20,
3 44.66, 39.61, 31.90, 31.74,
== \E—Z'O 20.34. 28.83, 28.86, 20.41
Cl Br

KT EF H(EAH A E QP HEM T, BREAELSHEH,
KETXMEH, £+ Riv RigtRyy R 4 LM B Rig REK IR 4
FREXHX IS, EFmAZ0, n 2 1HELRAZX VII £H)., 4ok
4 TEAANMHA, A24%EKIER 'THNMR #3502 PC-NMR #»
'H-NMR #3422 £ CDCL; ¥ R 2 4.

0O Ris
0
I CH2 Rz
Ri—8—N
I H R

O 16
£ 4

% 3641 Ry Rig* Riz I Rys m.p./'H-NMR/”C-NMR

241 F Oy ~NH; (DMSO-dg): & = 1.25 (dq, 2H);
\O 1.59 (d, 2H);1.70(m, 1H); 1.97
N (d, 2H); 2.66 (t, 2H); 3.12 (d,
CrF,

2H);7.30(s, TH); 7.35(d, 1H);
7.62(s, 1H);7.73(d,1H); 8.19
(s,1H):8.27(s,1H);8.29 (s, 2H).

CF,

242 ¢ CO-O-C(CHy), | 170.39, 170.31, 156.44,
! 154.43, 131.45, 126.22,
s \%{ 108.68, 79.91, 79.80, 47.36,
— 45.93, 45.86, 45.67, 44.61,
42.52, 36.84, 36.46, 32.10,

31.95, 31.25, 30.90, 30.08,
29.29, 29.17, 28.92, 27.53,
20.44, 14.02
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% b

R4

Ris+ Ri7/Rys

m.p.'H-NMR/C-NMR

243

c

o

Cl

(DMSO-dg): 0.92 (m,2H);
1.35 (s,9H); 1.42 (m, 2H);
1.74 (m,1H);2.10(d, 2H);
2.54-2.70 (m,2H);3.77-3.88
(d,2H);7.80(d,2H);7.97(t,1H)

244

g
~CO-0C(CH,),

N
~CO-GC(CHy)

1.02-1.15 (m, 2H);1.44 (s,
9H);1.56-1.68 (m,2H);1.83-
1.95 (m, 1H); 2.12-2.25 (m,
2H); 2.57-2.73 (m,2H);3.91-
4.10 (m, 2H); 7.56 (s,1H);
8.23 (s, 1H)

245

NO,
N\@

(DMSO-dg): 1.20(dg,2H);
1.51 (d,2H); 1.73(m,1H);
2.20 (d, 2H); 2.70 (dt, 2H);
3.06 (d, 2H); 7.05 (t, 1H);
7.24 (d, 1H); 7.52 (t, 1H);
7.74(d, 1H); 8.41(s,2H);8.53
(s, 1H)

246

NO, -
N

(DMSO-d,): 1.09(dq, 2H);
1.43 (d, 2H);1.63 (m, 1H);
2.09 (d,2H); 2.51 (t, 2H);
2.97 (d, 2H); 6.95 (t,1H);
7.14 (d, 1H); 7.42 (ddd,
1H);7.64(dd, 1H); 7.72 (d,
2H): 7.90 (t, 1H)

247

N
\G ~CO-0C(CH,),

1.03-1.14(m, 2H); 1.44(s,
9H); 1.55-1.65(m,2H); 1.88-
1.96(m,1H); 2.16-2.23(m,
2H);2.61-2.77(m,2H); 3.98 -
4.10 (m, 2H); 8.12 (s,1H);
8.50 (s, 2H)

248

O NH,
@

CF,

247-251°

249

Ci

O _NH,
@

CFy

195-198°
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W 5 2E75/961

5% A R, Ris+ Ri7 / Res m.p./'H-NMR/“C-NMR
250 O N2 149-152°
Cl Ci
251 cH, O NH, 243-246°
& | O
CF:,
252 Hac;oj@/ \O 0 NH, 179-183°
H,C-0 N\é
CF,
253 OCH, OxNH, 02-95°
)Yk/ @ z
OCHa CFS
254 Fy Oy NH, 81-83°
U \CL
CF,
Ci
255 X cr, 150-153°
N
CF, o
NH,
256 | W O N, 174178°
CF, cF,

17
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5 A R, Ric+ Ry7 / Ryg m.p./ ' H-NMR/C-NMR
257 Fs 129-133°
\O N CHJ
CF,
258 FJG\Q \O 93-96°
CF; E 5
259 F, ﬁ 1.10 (q, 2H), 1.52-1.61 (m,
N s 3H), 1.93 (d, 2H), 2.25 (t, 2H),
g 3.48 (d, 2H), 7.89-7.94 (m,
2H), 8.05 ( &% d, 1H), 8.12
CF, (ﬁ*"-?—'d1H)929(ﬁ"4‘s
2H), 8.30 ( % s, 1H)
260 X 98-101°
h @
(o]
CF;
261 Fa 170.70.170.43,155.84, 155.24,
41.82, 141.76, 133.73,133.38,
133.03,132.69,129.27, 127.80,
~Go-0CICHY, 126.60, 124.08,121.37, 80.47,
CF; 80.32, 43.61, 41.02, 39.59,
36.32, 32.34, 28.79, 16.68
262 ci 170.77,170.45,155.71, 155.13,
c 138.41,135.99,135.93, 131.90,
131.87,130.57,130.54, 128.03,
~ 80.16, 80.03, 43.61, 40.73,
0-OC(CH,), 39.54, 36.03, 35.82, 32.22,
31.56,28.82,26.66,16.72,11.66
263 Fy ~ /ﬁ OxNH, 160-165°
N
Q L~
CF,
CF,

78
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5= 36 41

Ry

Ris+ Ri7 / Ry

m.p./'H-NMR/®C-NMR

264

o

CF,

140-150°

265

\N/\ NO,

k,N\©
CH,
\G

~CO-OC(CH,),

170.88, 170.52, 155.65,
155.07, 137.33, 137.25,
131.35, 126.34, 108.63,
108.58, 80.11, 79.96, 40.78,
39.51, 36.04, 35.73, 32.25,
31.69, 28.83, 16.78

266

s7 N

pg

Cl Br

O~ _NH,
CF,

1563-156°

267

O _NH,
R
’B@N

CF,

R1a = OH

(DMSO-ds): 1.42-1.65 (m, 4H),
2.85-3.05 (m, 4H), 3.55 (s,
2H), 5.72 (s, 1H, OH), 7.32 (s,
1H), 7.34 (d, 1H), 7.59 #=

8.18 (2s, 2H, NH), 7.72 (d,
1H), 8.18 (s, 1H), 8.26 (s, 2H)

268

CF,

CO-O-C(CH,),

by

170.85,170.22,153.88, 142.03,
133.25,132.91,129.31, 127.60,
121.42, 80.45, 43.90, 43.58,
35.59, 28.92, 28.81, 28.18,
26.72, 25.67

269

Gl
C

g
hy

CO-O-C(CH,),

170.22, 153.77, 138.56,
135.99, 138.88, 131.82,
130.62, 128.03, 127.96,
80.00, 44.08, 43.57, 28.94,
28.86, 26.25, 25.44

270

37

]Q—g
Y

CO-O-C(CH

aha

170.73, 170.55, 153.81,
137.00, 131.56, 108.75,
80.13, 44.04, 43.54, 28.97,
28.88, 28.26, 26.25, 25.40

79
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524 R, R+ Ri7/ Ryg m.p./'H-NMR/*C-NMR
271 @ CO-O-C(CHy), 170.46, 155.24, 138.35,
c N 136.06,135.99,131.84, 130.54,
128.07, 79.90, 40.33, 39.46,
35.56, 31.25, 28.92, 26.67
272 c CO-O-C{CHy), 170.42, 155.35, 141.71,
N 136.36, 134.41, 127.09,
80.05, 40.34, 39.48, 35.60,
L 31.31, 28.92, 26.67
273 Fy CO-0-C(CHy), 170.38, 155.51, 141.74,
N 133.47, 133.19, 129.28,
! é j 127.91, 123.81, 80.38, 46.00,
40.45, 39,53, 35.60, 31.36,
CFy 28.90, 26.60
274 | 9 (CDCly/DMSO-dg): 171.89,
c 170.37, 129.15, 135.54,
HN 135.42, 131.74, 130.82,
: y o 130.56, 127.80, 116.87,
3 61.83, 39.27, 38.78, 36.13,
\% 31.29, 26.91
275 cl 0 170.41, 141.73, 136.35,
134.40, 131.01, 127.11,
H N 62.23, 38.98, 38.86, 35.89,
31.06, 26.83
cl ;{-N CF,
276 F 0 170.81, 141.77, 133.41,
133.06, 130.83, 129.27,
HN 127.88, 62.07, 39.04, 35.97,
31.11, 26.84
CF, EN CF,
277 ci 0 173.06,170.82,142.22, 136.26,
/U\/Q 134.16, 127.05, 54.43, 49.85,
N 40.20,39.81,39.09,37.17,
35.86, 35.64, 33.19, 31.58,
ci 31.43,26.97,26.37,25.37,25.33
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B ZE79/96 1T

2 X

R+ Ry7 /Rys

m.p./'H-NMR/C-NMR

278

Cl

172.69, 170.42, 138.53,
135.97, 131.79, 130.56,
128.05, 54.27, 49.69, 40.18,
39.76, 39.14, 37.04, 35.66,
33.16, 31.44, 26.99, 26.36,
25.37, 25.33

279

CF,

J D
S

J D
S

173.27,171.15,142.24, 133.63,
133.28,132.94,132.59, 129.18,
127.60, 124.14, 121.42,
118.70, 54.45, 49.86, 40.19,
39.79, 39.02, 37.21, 35.89,
35.53, 33.13, 31.58, 31.33,
26.93, 26.33, 25.30, 25.25

280

CO-0-C(CH,),

/
:/EN :::
H

171.84,154.00, 142.66,139.62,
139.35,133.05,132.71, 129.95,
129.40,129.01,127.27, 126.74,

| 126.46,124.16, 79.03,48.41,

7.62,40.39,38.63,35.96,33.16,
32.74,30.00,28.50 :

281

1o

CO-0-C(CHy),

/
;N ;::
H

Ko TR FE B

171.57, 154.08, 139.84,
139.53, 139.15, 135.59,
135.45, 131.75, 130.55,
129.98, 129.41, 127.84,
126.70, 126.45, 79.01, 48.47,
47.71, 40.18, 38.51, 36.04,
35.99, 33.13, 32.76, 30.04,
28.54

282

Cl
C

<

CO-O-C(CH,),

/
;E«N ;::
H

Rin T HME L F A

169.93, 155.06, 139.30,
139.00, 138.41, 136.03,
135.98, 131.83, 130.57,
129.80, 129.25, 128.09,
126.93, 79.70, 42.00, 41.11,
39.58, 32.81, 32.40, 28.64
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A

Ris+ Ry7 / Ryg

m.p./'H-NMR/FC-NMR

283

I
E\

CO-O-C(CH,),

171.17, 153.90, 139.116,
138.83, 136.06, 131.42,
129.54, 128.97, 126.33,
126.07, 125.43, 108.28,
79.03, 48.00, 47.22, 39.44,
38.08, 35.34, 35.32, 32.76,
32.19, 29.55, 27.99

284

x
LN

CO-0-C(CH,),

170.09,154.68,138.96, 138.66,
136.71, 131.04, 129.42,
128.86, 126.58, 126.48,
125.87, 108.28, 79.38, 41.52,
41.09, 40.94, 40.71, 39.16,
32.38, 32.03, 28.24

285

—_CO-O-CH,

3

170.76, 170.43, 155.94,
154.64, 142.05, 141.88,
132.96, 132.61, 129.27,
127.68, 126.83, 124.13,
121.39, 80.36, 80.29,
47.50, 46.12, 45.61, 44.94,
42.52, 36.93, 36.39, 32.14,
31.85, 31.13, 30.88, 30.08,
29.42,29.29, 29.23, 27.81,
20.29, 13.87 &4

286

Cl

ie

=

o

239-240°

287

=

o
o

85-90°

KT EFH(EAH A £ Qb KM F ik, (2R84 BB,
R TXeH, EF Ry Ryfe RtRs ok 5 P 23X 14684, £
FTmAZO0 nZOFELREXNNER). wFRKS5 PEHFIMNLA, R
'C-NMR #= "C-NMR #4& & £ CDCL; F Rz 4.
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PN
S—N R
R—%— | H
4 o]
RS
xS
5 .51 R, R4+ Rs5/R3 m.p./ 'H-NMR / ®*C-NMR
288 ¢ CO-O-C(CH;), | 158.34, 157.96, 154.94, 144.81, 141.33,
N r!: 137.70, 133.48, 133.13, 129.59, 128.15,
- 124.08, 121.36, 80.53, 50.60, 49.55,
49.33, 33.51, 32.01, 31.94, 31.39, 28.85
Ci C \
: Rs=F '
289 ' $O-0-C(CHy); | 153.65, 116.14, 109.03, 80.82, 28.77
N \/;g“
Cl Br
R3 =CN
290 cf 171.96, 158.46, 158.09, 145.82, 145.72,
N \@ ' 139.92, 137.48, 131.21, 126.25, 108.85,
3 A OCOCH,C(CHy, | 78.20, 49.55, 42.06, 41.65, 40.65, 38.38,
= Rs=F 38.08, 33.12, 33.03, 32.36, 32.34, 31.13,
cl Br 30.38, 30.02 '

251 o 144 (s, OF); 2.25 (L 2H) 241 (5,
ﬁ\:j - 3H):2.58(s, 3H):2.85 (t, 2H); 3.40(t,
N\n/o\ ciony, | 2H3.4B(, 2H) 5.62 (s, 1H); 7.30 (s,
(o]

1H); 8.02 (s, 1H); 8.06 ( &% , 1H)

R3=H
505 | (DMSO-dg) 1.25 (5, OH); 2.02-2.08 (m,
\O 2H): 2.56-2.64 (m, 2H); 3.38-3.20 (M,
N _O. aH); '8, . 8.42 (s,
[ N e, 1;1; 5.61 (m, 1H): 8.30 (s, 2H); 8.42 (s
: 0
R3=H

203 | O NH: (DMSO-ds): 2.40 (m, 2H), 2.91 (m, 2H),
! 3.01 (m, 2H), 3.08 (m, 2H), 5.78 (s, 1H),
7.26 (s, 1H), 7.34 (d, 1H), 7.62 # 8.07

(2s, 2H, NH), 7.66 (d, 1H), 8.45 (s, 2H),
CFy 8.58 (s, 1H)
CF,

R3=H
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%A R, R:+ Rs/R; m.p. / '"H-NMR / ®C-NMR
204 | © 1.46 (s, 9H); 2.26 (t, 2H); 2.90 (t, 2H);
| ] \O 3.41 (t, 2H); 3.47 (t, 2H); 5.76 (s, 1H);
N Nciory, | 758 (t 1H); 7.90 (d, 2H)
Cl o
Rs=H
295 a 1.44 (s, 9H); 2.28 (m, 2H); 2.85 (m, 2H);
n o 3.42 (m, 2H); 3.50 (m, 2H); 5.62 (s, 1H);
C'/©/ e, | 783 6 1HIB18 % ,1H);8.35 (s, 1H)
ol o
Rs=H
296 Fﬁ\[‘:r 168.16, 163.00, 141.84, 133.36, 133.01,
j\ij“ 129.40, 127.82, 121.40, 112.34, 80.55,
H,C “cicH,), | 28.76
CF, o
R3 =H
297 ci 167.39, 163.23, 155.07, 138.64,'135.94,
cn\©/ jﬁ: 135.88, 131.72, 130.71,127.99,112.60,
H,C \C(CHs)s 80.45, 28.77
o]
Rs=H
298 cl 169.84, 168.85, 154.55, 154.50, 134.83,
\ U 5 122.96, 121.40, 79.32, 43.86, 42.49,
s “ciony, | 28.24,28.09
— T
Ci Cl R3 =H .
299 ci 167.43, 155.08, 131.89, 126.13, 108.82,
\/\\:) 80.45, 39.78, 28.78
7N H,C N O\C(CH.‘,),
— o
cl Br Ra=H
300 | F CO-0C(CHy); | 162.46, 141.87, 133.34, 133.00, 129.37,
N 127.83, 121.40, 118.03, 80.40, 54.13,
(\Q/ W 30.08, 28.82
CF,
Rs=H
301 | s CO-0-C(CH,), | 153.69, 145.66, 143.194, 141.23,
! 135,04, 134.92, 133.82, 133.47, 133.13,
AN 132.78, 129.57, 128.16, 126.78, 124.06,
] 121.34, 80.38, 52.97, 28.80
CF,
Re=F
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5% 34 R>

Ra+ Rsl R3

m.p./ "H-NMR / "C-NMR

302

Q

Cl

CO-O-C(CHy),

162.6, 161.2, 157.6, 141.04, 137.58,
130.31, 129.69, 118.37, 80.27, 33.4,
31.7,29.8, 28.83

R3 =H
303 e : (I:O'O‘C(CHa)a 161.89, 138.63, 135.92, 131.71, 128.02,
Cl N 118.17, 80.26, 30.08, 28.83
\D(/(
Rs=H
304 ¢t . CI;O‘O'C(CHa)a 127.89, 28.78
Cl . N
\@g
R, = CN

305 o
ci

%

(|;O-O-C(CH3)3

\D{(N

153.69, 145.69, 143.35, 138.13, 136.14,
136.01, 134.35, 134.22, 131.92, 130.82,
128.02, 80.30, 55.01, 28.81

Ra = F
306 % ?O'O'C(CHa)s 136.80, 117.99, 80.31, 54.15, 30.08,
N 28.85
| ¥
Cci Br R; = H
307 a ?O‘O'C(CHa) 14574, 143.27, 134.69, 126.27, 1 08.73,
N 80.33, 53.53, 53.13, 28.82
|~
Cl Br Rs= F
308 | Fs (|30-0-C(CH3)3 172.88, 163.03, 155.29, 141.98, 133.32,
N 132.98, 129.32, 127.75, 126.85, 124.14,
121.42, 118.71, 109.95, 80.75, 42.11,
28.88, 28.60
CF, X
Rs =H
309 ! ?O'O'C(CHa)a 171.98, 162.62, 138.27, 135.52, 135.46,
Cl N 131.28, 130.34, 127.63, 109.60, 80.19,
51.18, 50.59, 50.29, 49.56, 41.62, 34.52,
e 34.36, 33.65, 33.48, 33.31, 28.48, 19.76
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64 R: Ri+Rs/R; m.p. / "H-NMR / *C-NMR
310 CO-O-CCHy); | (DMSO-ds): 12.11(s, TH), 8.35 (s, TH),
N 8.25 (t,J=1.7Hz,1H),8.17 — 8.22 (m, 2H),
O 8.02 (dt,J=1.7+8Hz,1H),7.79 (t, J = 8 Hz,
1H), 5.77(s,1H), 3.98-4.18(m,2H), 3.78
X | (br.s, 1H), 2.70~2.98 (m, 2H), 2.24 (br.s,
‘ Rs = H 1H), 1.52-1.96 (m, 6H), 1.37 (s, OH)
F,E CF,
311 Gl GO-O-C(GH,), [ 172.41, 163.25, 155.17, 134.96, 132.34,
N 127.84, 109.97, 80.50, 51.60, 51.08,
S)il?/ [ [ 50.74, 50.03, 42.07, 34.80, 34.11, 33.91,
= 30.07, 28.89, 20.20
Cl \
R3 =H ‘
312 ci $O-0-C(CHy); [ 170.31, 164.59, 135.38, 132.50, 125.43,
N 110.85, 109.01, 80.05, 51.55, 51.00,
35/ [ E 50.66, 49.95, 41.73, 34.64, 33.73, 33.56,
— 28.80, 20.16
Ci Br \
R3 =H
313 ci COO-CICH), | 169.30, 163.66, 154.10, 133.70, 130.31,
N 122.51, 121.09, 109.85, 79.26, 50.61,
s 50.02, 49.68, 49.01, 40.74, 33.72, 32.70,
— 27.77, 19.17
Cl Ci \
Ra =H
314 Cl ?O"O'C(CHs)s aDys = -4.1 ° (s it )
N ko2 AL F S (+) FHk
| J
Cl Cl \
R3 =F
315 Cl (':.O-O-C(CH:,)E aDys = +7.9 ° (3 kit )
‘ N Ko TR M () Rk
7N :
X
Cl Cl R3 =F
316 ci CF, | 171.24, 170.90, 163.49, 150.58, 136.63,
134.44, 134.11, 131.78, 131.40, 130.94,
YA H N 126.18, 125.23, 122.52, 119.73, 116.99,
— 111.22, 108.84, 59.63, 58.06, 42.49,
0 N 34.37, 34.28, 33.44, 19.45
Cl Br
\\L
Ra = H
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Ci

b

vy
i
T

127.87, 127.83, 116.30, 80.41, 53.80,
49.57, 43.96, 36.17, 30.07, 28.87, 26.73,
26.54

5 Ho R Re+Rs/Rs m.p. / "H-NMR / “C-NMR
37 | K ‘T‘O-O-C(CHs)a 144.81, 141.33, 137.70, 133.48, 133.13,
N 129.59, 128.15, 124.08, 121.36, 80.53,
! E 50.60, 49.55, 49.33, 33.51, 32.01, 31.94,
| L. N 31.39, 28.85, 19.85
R3 =F
318 | RC 171.43, 163.10, 150.47, 142.01, 134.47,
CF, 133.36, 133.09, 131.31, 130.53, 129.32,
127.82, 123.88, 121.70, 117.16, 111.31,
. HN 59.57, 58.16, 42.39, 34.33, 34.26, 33.32,
3 19.39
Q N
\L
Ra =H
319 | H ?O-O-C(CHa)a 169.02, 141.94, 133.36, 133.02, 130.01,
N 128.69, 80.42, 44.05, 36.25, 29.37,
! é 29.37, 28.86, 28.32
CF, \
R3 =H
320 | K CO-O-C(CH,), | 157.93, 157.56, 155.27, 144.25, 141.33,
! 140.98, 140.88, 133.81, 133.47, 133.12,
132.78, 130.25, 130.04, 129.63, 129.51,
129.05, 128.87, 128.60, 128.30, 127.99,
CFy AN 126.79, 124.07, 121.36, 118.64, 80.65,
49.87, 33.80, 33.72, 33.63, 33.54, 33.20,
Rs=F 33.05, 29.54, 29.33, 28.83, 28.30, 28.10
321 | ?GO-C(CHS)S 167.91, 162.70, 155.31, 138.69, 135.94,
ct N 135.90, 135.77, 130.72, 128.77, 127.34, |
! i 80.39, 43.88, 36.17, 36.02, 29.57, 29.37,
28.89, 28.38, 28.16
X
R;=H
322 c <|30-0-0<CH3)3 155.15, 141.89, 140.47, 140.38, 138.21,
a N 136.13, 136.02, 131.87, 130.84, 128.06,
l g 80.40, 33.69, 33.61, 33.06, 28.84, 26.64
X
Rz=F
323 ¢l CO-O-C(CH,), 168.05, 162.89, 155.36, 134.99, 132.24,
e
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£ 74 R, R+ R;/R; m.p. / 'H-NMR / PC-NMR

324 ¢l CO-O-C(CH;); 155.15, 144.33, 141.86, 140.61, 140.51,
134.31, 133.1, 127.96, 127.85, 80.38,
33.71, 33.63, 33.11, 32.96, 28.86, 26.68

_lq}
i

C
R3 =F
325 ¢ CO-O-C(CH,), 168.30, 162.87, 155.31, 136.66, 131.80,
126.17, 108.77, 80.40, 43.97, 36.23,

36.11, 29.60, 29.38, 28.88, 28.36, 28.14

()
=

Ci

Br Rs=H
326 cf CO-0O-C(CH,), 157.93, 157.57, 155.18, 144.29, 141.82,
140.73, 140.64, 131.16, 126.25, 108.73,
80.43, 33.82, 33.73, 33.57, 33.09, 32

()
b

C

Br
R3 =F
327 cl ?O'O‘C(CHs)s 163.98, 129.19, 128.90, 126.74, 126.40,
' 114.47, 79.43, 42.71, 42.50, 38.31,
33.72, 33.50, 29.53, 28.17, 22.54

9
%

R3 =H
328 A% (|:O-0-C(CH3)3 162.79, 138.58, 135.83, 131.66, 129.12,
127.98, 127.68, 127.37, 115.07, 80.37,

N
! é g > 43.22, 37.65, 36.81, 28.71
X
R3 =H
329 Cl 172.04, 158.62, 158.25, 145.09, 145.00,
Cl \@\ 140.10, 138.36, 137.65; 135.96, 135.90,
X O-COCHC(CHy), | 130.79, 127.27, 78.30, 49.56, 42.02,

Rs=F 40.52, 38.18, 37.10, 33.08, 33.02, 32.33,
32.26, 31.11, 30.66, 30.37, 29.93, 29.71

330 | Fs 172.02, 158.27, 157.91, 141.29, 139.85,
\@ 137.41, 133.48, 133.14, 132.79, 130.34,
X O-COCH;C(CH,); | 49.54, 32.25, 31.13, 30.33, 29.93
Ra =F

3

ROUTFEF H(KES A £ QF A Fik, BREAELSG R,
KBTS Y, EF Ry ZEFELR, 7 RistRpy 2k 6 PEXLHX 144
A4, FfmAZ0, n £1FHELREX VII XH). WwRIEH 5 IM5HA,
R4K 6 F#) "C-NMR # "H-NMR #4& Z /£ DMSO-d¢ ¥ RIZ 4.
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% #41

R+ Ryy

m.p. / "H-NMR /°C-NMR

331

CFy

O
"///p’ J]\ O/C(C Ha)s

AR RAY

93-96°

332

0
l,l/n/U\ O/C(CHs)a

0.93 (q, 2H);1.03 (q, 2H); 1.34
(s,9H);1.40-1.50 (m, 3H); 1.65
(d, 2H); 2.07 (d, 2H); 3.07 (m,
1H); 4.50 ( &4 , 1H); 8.12 (s,
1H); 8.52 (s, 2H)

333

\O\ (o]
H

1.12-1.28(m, 2H);1.45(s,9H),
1.40-1.70(m,6H); 1.83-1.94(m
1H); 2.21(d,2H); 3.62-3.76(m,
1H); 4.60( &% ,1H); 5.33
(E# ,1H); 8.12(s,1H); 8.50
{s,2H)

334

0
H

0.90 (g, 1H); 1.07 (g, 1H); 1.20-
1.52 (m, 6H); 1.37/1.39 (s, OH);
1.63-1.78 (m, 1H); 2.10/2.17 (d,
2H); 2.38 (s, 3H); 2.52 (s, 3H);
3.10/3.40 (m, 1H); 7.15/7.21 (d,
1H); 7.52 (s, 1H); 7.80 (s, 1H);
12.18/12,22 (s, 1H)

335

o
N/lL O/C(CHs)a
H

0.88 (q, 2H); 1.05 (g, 2H); 1.18
1.54 (m, 6H); 1.36/1.37 (s, 9H);
1.63-1.78 (m, 1H); 2.12/2.18 (d,
2H); 3.10/3.40 (m, 1H); 6.63/
6.70 (d, 1H); 7.88-8.04 (m, 3H);
8.30 (m, 1H); 12.36 (s, 1H)

336

J o
\O\N 0/ ( Ha)a
H

0.88 (d, 1H); 1.07 (d, 1H); 1.18-
1.53 (m, 6H); 1.36/1.38 (s, 9H);

11.64-1.79 (m, 1H); 2.10/2.17 (d,

2H); 3.33-3.41 (m, 1H); 6.30
(%4 , 1H); 7.56 (dt, 1H); 7.91
(dd, 1H); 8.04 (dd, 1H); 12.3
(%, 1H)
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F b

Ris + Ry7

m.p. / 'H-NMR /”C-NMR

337

o]

£

Ci

(o}
H

0.90 (g, 1H); 1.08 (g, 1H); 1.20-
1.30{m, 2H); 1.30-1.54 (m, 4H);
1.37/1.38 (s, 9H); 1.65-1.81 (m,
1H); 2.13/2.20(d, 2H); 3.10/3.40
(m, 1H); 6.63/6.70 (d, 1H); 7.73
(d,1H);7.81 (d, 1H); 8.03 (s, 1H)

338

C

d

c

o]
N/ILO/C‘CHa)J
H

0.91 (q, 1H); 1.08 (q, 1H); 1.18-
1.32 (m, 2H); 1.36 (s, 9H); 1.35-
1.56 (m, 3H);1.65-1.80 (m, 2H);
2.13/2.17 (d,2H); 3.10/3.41 (m,
1H);6.62-6.73(m,1H);7.85(s,
2H);8.06(s, 1H);12.0( &% , 1H

339

Cl
Cl

2

Cl

U\ (o]
H

1.12 (g, 1H); 1.27 (q, 1H); 1.30-
1.50 (m, 2H); 1.56/1.57 (s, OH);
1.60-1.75 (m,3H); 1.84-2.02 (m,
2H); 2.34/2.40(d,2H); 3.31/ 3.61
(m,1H);6.85/6.91(d,1H); 8.13 (d,
1H);8.29(d,1H);12.4 ( £ , 1H

340

cl

Cl

bo

ci

O
N/u\ O/C(CH:)s
H

0.90 (g, 1H); 1.08 (g, 1H); 1.20-
1.32 (m, 2H); 1.37/1.38 (s, 9H);
1.35-1.55 (m, 3H);1.66-1.80 (m,
2H);2.12/2.18(d,2H);3.10/3.40
(m,1H); 6.64/6.70(d,1H);8.15 (s,
1H);8.16(s, 1H);12.7( £ , 1H)

341

Fy

-

CF,

. ;
~ : ,N\[]/O-C(CH,),
o

Ko ARG WG B R MK 1

(CDCly): 170.84, 141.87,
133.31, 132.97, 132.62, 129.30,
127.73, 124.11, 121.39, 47.03,
4435, 38.28, 35.32, 32.48,
30.38, 28.80

342

<

CFy

H
e
U I

Rso 2 ARAGF B BB MK 2

(CDClg): 170.90, 141.79,
133.32, 132.97, 129.31, 127.73,
124.10, 44.28, 35.90, 32.74,
28.78, 28.43, 26.43

343

-

CF,

0

Rio ZRALF G FHE 1

(CDClg): 163.06, 132.95,
132.67, 128.63, 127.31, 123.40,
121.23, 82.06, 75.40, 43.47,
33.48, 31.03, 30.50, 27.78

344

.

CF,;

o]
O/u\ O/C(CHa)s

VYV T TAT Y

(CDCl5): 169.97, 153.49,
141.64, 133.73, 133.45, 133.18,
132.90, 129.37, 127.94, 123.81,
121.64, 82.27, 72.32, 43.62,
33.61, 20.49, 28.24, 27.24

90




200680008024. 5 oo 1 3E89/961

e ) Ry Ris + Ry7 m.p. / 'H-NMR /“C-NMR
345 Br \O\ A 0.95(q,TH);1.11(q,1H); 1.22-1.36
o (m,2H);1.38(s,9H); 1.40-1.60 (m,
¢ / N/U\O/C(CHsh 3H);1.68-1.87(m, 2H);2.15/ 2.21
s H (d,2H);3.13/3.44(m, 1H); 6.73/
c SE 2 e F A AR A 6.68 (d,1H); 12.8 ( & , 1H)
346 Br \O 5 0.97 (g, 2H), 1.15 (q, 2H), 1.55-
1.68 (m, 3H), 1.77 (d, 2H), 2.18
Ci
@ "":N/U\O/C‘C”ﬁ:’ (d, 2H), 3.12-3.22 (m, 1H), 6.71
5 H (d, 1H, NH)
Ci
sAMAE (AX)
347 Br ° (CDCl,): 170.55, 153.54,
o A | \O\ 1 137.42, 131.23, 126.33, 108.60,
) o N CCH | 82.22,72.46,72.40, 43.40,
s 33.39, 29.53, 28.31, 28.24,
“ kaosmegasimh: | 228
348 Br o (CDCls): 169.93, 153.01,
P e \O\ 1 137.07, 130.76, 129.02, 128.22,
) o o T, 126.01, 125.29, 108.13, 81.96,
S 75.37, 42.90, 33.25, 31.09,
O | Akeammgehiag 30.53, 27.80, 21.44

T EFHGE#RN A 2 QFHRARYFE, 22N AELSHFF,
BT XY, P RgZREAH AR, Fo RitRyy R 7 F XX 14
S, AFmALL nROFELRAEX VILEAR). WwRA7 ¥EAH
B, AR T F# PC-NMR #= 'H-NMR #4382 £ CDCl; F RIZ 4.
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bl

m.p./ "H-NMR

349

m.p.= 212-215°

350

H Q-

(DMSO-dg): 11.52(s,1H), 7.70
(d, J = 8.4Hz,1H)},7.50(d,J=2Hz,
1H), 7.26(dd,J=8.4 + 2 Hz, 1H),
4.73 (s, 2H), 3.72 (br.s, 1H),
2.62 (s, 3H), 2.06 — 2.14 (m,
1H), 1.36 — 1.80 (m, 8 H), 1.37
(s, 9H)

351

v

(DMSO-dg): 11.33 (s, 1H), 7.68
(d,J=83Hz 1H), 7.51(d, J =
2 Hz, 1H),7.26 (dd, J=2+8.3
Hz, 1H), 6.74 (br.d, J = 6.6 Hz,
1H), 4.73 (s, 2H), 3.43 (br.s,
1H), 2.19 - 2.28 (m, 1H), 1.40 -
1.77 (m, 8 H), 1.37 (s, 9H)

352

v

m.p.: 211-215°

353

"a

8.40 (s, 1H), 7.39 (s,
1H),7.24(s,2H),4.63(s,2H), 3.69
(br.s,1H),2.30(br.s,1H), 1.55 —
1.78 (br.m, 8H), 1.44 (s, 9H)

354

d<

Q

(DMSO-dg): 11.50 (s, 1H), 7.66
(t,J=19Hz 1H),7.29(d,J =
1.9 Hz, 2H),6.68 (d, J = 7.8 Hz,
1H), 4.73 (s, 2H), 3.10 - 3.20
(br.s, 1H), 2.05 (tt, J=3.3 +
11.9 Hz, 1H), 1.63 - 1.82 (m,
4H), 1.28 - 1.42 (m, 2H), 1.35
(s, 9H), 1.00-1.14 (m, 2H)

355

P

Cl

/O :

(DMSO-ds): 11.49 (s, 1H), 7.66
(s, 1H), 7.29 (s, 2H), 6.78 (, d =
5.6 Hz, 1H), 4.72 (s, 2H), 2.73
(t. J=6.3 Hz, 2H), 2.08 (t, J =
11.8 Hz, 1H), 1.63 — 1.73 (m,
4H), 1.35 (s, 9H), 1.22 - 1.35
(m, 2H), 0.73 — 0.86 (m, 2H)

356

CF,

Vo

Cr,

v
v
Ry

(DMSO-ds) 11.52 (s, 1H), 8.18
(s, 1H), 7.95 (s, 2H), 6.66 (d, J
= 7.3 Hz, 1H), 4.97 (s, 2H), 3.07
—3.18 (m, 1H), 2.04 (it, J = 3.2
+ 8.6 Hz), 1.62 — 1.80 (m, 4H),
1.35 (s, 9H), 1.26 — 1.35 (m,
2H), 0.98 — 1.11 (m, 2H)
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5 HH
357

R *+ Ry m.p. / "H-NMR

o 204-207
..... \N/U\O/C(CHa)s
H
0.93 (s, 9H); 1.42 (s, 9H); 1.23-

R,
CF;;D/
CF,
358 o)
©/ M cemy, | 1562 (m, 3H); 1.78-2.14 (m, 5H);
/O' N7 o 2.98 (t, 2H): 4.58 ( %% , 1H);
: :NOZ

4.64 (s, 2H), 7.26-7.40 (m, S5H);
7.58 (s, 1H)

o 0.98 (q, 2H), 142 (s, OH); 1.52-
O /”\ _C(CH,), 2.20 (m, 8H); 2.99 (t, 2H); 4.59
/O" N" o (%% , 1H), 5.24 (s, 2H); 7.40-

359

7.65 (m, 3H); 8.01 (d, 1H); 8.14
(s, TH)

i 1.42 (s, 9H); 1.40-1.78 (m, 4H);
/U\ _C(CH,), 2.21 (m, 1H); 2.92 (t, 2H); 4.06

N 0 (d, 2H); 4.68 (s, 2H); 7.30-7.40
{m, SH); 7.75 (s, 1H)

360

o 1,44 (5, OH); 1.45-1.90 (m, 4H);
M ceny, | 233 (m, 1H); 278 (¢, 2H); 4.10
N o (d, 2H); 5.22 (s, 2H); 7.42-7.70
(m, 3H); 7.92 ( %4 , 1H); 8.03
(d, 1H)

NO,

Z

RTFEF E(F#RH A £ QFRANF %, 1225 AELSHEH,
BEFTRNEY, EF Ry AEHELR F# Ri+R; oA 8 F Z (XN 14
o, E¥YmAZ1, nZ21F AR, ZX VIIAH).

0]
0 Ris
R—CHa—N CH—%R”
PUROH 2 N
O 16
8
Q‘Eﬁ@] R1 R1s + R17 1HNMR

362 cF, (DMSO-dg): 11.63 (s, 11), 8.18 (s,
\O o 1H), 7.99 (s, 2H), 5.00 (s, 2H), 3.86
\( (d, J = 12.7 Hz, 2H), 2.67 (br.s, 1H),

2.13(d, J =7 Hz, 2H), 1.76 — 1.89
CCHy; | (m, 1H), 1.50 — 1.60 (m, 2H), 1.37
(s, 9H), 0.88 — 1.03 (m, 2H)

CF,

RTF T R(FHRG A £ Q¥ #ERF %, (2R 5 AELHERH,
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FFTXSY, £+ R, Ry Ris R 9 FELHK 14, £+
mZ0, nZOFELR AZXVIAR). wREAFIHA, A2 TH
BC-NMR #= 'H-NMR %48 % £ DMSO-d F R E 4.

%9

R, m.p./ 'HNMR

Ris
n /@/ 150-154°
7~
CO-0OC{CH,),

R14
CF < ; p
CF,
CF,
® 10O
N
CF, /N
> W{j e
N
H
) Q)k
CF3©/
CF,
CF, :\r e
CF,

KA
363

364 CFs 171-175°

169-171°

Q

366 o /O 140-145°
N F
H
jou
367 229-231°
S W Atk

i /O
~ N
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3= 3 Ri4

m.p. / HNMR

368 CFs

bo

CF,

Rqs
L)
O/U\N
H
/N

-[(S)1-35-—-Z fLF A%
Ay@-R-Xos A 8 4)2
FM-TR]IRR4- T BRI,

9.7 (s br NH), 8.19 (s, 1H),
8.0 (s, 2H), 7.73 (d, J=8Hz,
NH), 7.5 (d, J=8.5 Hz,2H),
7.37(d,J=8.5Hz, 2H),
4.95(s,1H), 3.46(m, 2H),
2.85 (m, 2H), 2.71 (m, 1H),
2.27 (m, 1H), 1.85 (m, 3H),
1.67 {m, 4H), 1.53 (m, 1H),
1.16 (m, 6H)

369 CF

o

CF,

ABE
e
O)J\ﬁ
/N

[(RF1-G5-=-Z R F AR
A)@-R-Eas L L)
FAR-THR) RS- TR
X B

g

C

9.76 (s, br.NH), 8.19(s,1H),
8.08(s, 2H), 7.73(d,J=8Hz,
NH), 7.54(d, J=8.5Hz, 2H),
7.37 (d,J=8.5 Hz,2H), 4.95
(s,1H),3.46 (m, 2H), 2.85
(m,2H), 2.714(m,1H), 2.27
(m, 1H), 1.85 (m, 3H), 1.67
(m, 4H), 1.53 (m, 1H), 1.16
{m, 6H)

CF,

CF,-

1H), 3.85 (s,br,1H),
3.47(m,1H), 2.77(s,1H),
2.50(s,br, 1H), 1.99 (s,
br, 2H), 1.88 (s, br, 1H),
1.65 (m, 4H), 1.52 (m,
4H), 1.21 (m, 3H), 1.16
{m, 3H)

el OO T
c O/U\g CF;
/N
371 /@/ 0 /O CF3 254"257o
) O)& ®
AN CF,
372 /@/ o /O °F=\©/ 249-251°"
F.C N
AN s
373 | R o CF, 7.89 (s,br, 3H), 7.72(d,
/O J J=8.1 Hz, 2H),7.63 (d,
O/U\N : -J=8.2Hz, 2H),7.53(s, br,
H
/N

RAIATF T E(F#HG) A £ QPR M Fk, 1225 AEL6EH,
RET MM, £ F R RigtRy F2 Ryg 4ok 10 + 2 3L89(X 11689,
HAtmA0, nZ0HFERZX VIILH).
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ﬁ Ris
Rr_ﬁ__” Ry
o) R,
%10
x4 Rt Ry Ris R, THNMR / PC-NMR
374 HN_20 CF, 175.20, 168.92, 152.57,
/O g 135.26, 134.93, 133.67,
N 133.33, 132.98, 132.83,
&r, 132.63, 129.88, 129.27,
127.71, 126.82, 125.06,
&, 124.10, 122.35, 121.99,

121.38, 117.92, 59.79,
54.81, 43.10, 32.94,
28.94, 25.10

37 Fs 174.98, 155.00, 141.65,
/Q O/ Q/ 133.42, 133.07, 129.25,
. | . | o2
(CH,),c0-cO” 127.83, 121.33, 80.13

CF. 59.57, 44.31, 44.10,
32.40, 28.77, 28.11,
25.45

RIAT EF E(FE#0] A £ Q)P #Hik e 7%k, 225 AELHEH,
KBTS, £F Ry ZAEHFH R, # R +Ry, ok 11 L S ETEW |
e, EFfmAZ1, nZOF AR ZX VAH).

O
ﬁ Ris
R—CH;—S—N —
"2 H R,
R13
& 11
%35 R+ Ryz Ry ~ 'HNMR
376 o oF; (CDCly): 7.92(s,1H),7.83(s,2H), 7.50
/U\ _C(CH,), (br.s,1H), 5.46(s,1H), 4.81(s,2H),
N o 4.04 - 4.42 (m, 2H), 2.92 -3.13 (M,
! l 7 CE 2H), 1.40—.30 (m 8H) 1.46(s, 9)
\ 3

ROAT T HR(R#EH A £ QP HENFT %, 2R EAEL-HEH,
KETRNSY, LF ReAEARF R 12 FRLLHFH R, Re+Ryo 40
A12 FRXGK 104, £+ m20, n21, RAX VI £H).
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o}
12
LA Ro + Ryo R, m.p. / '"HNMR
377 ot (DMSO-de): 1.12 (dg, 2H), 1.40 (s, 9H),
o & ot 1.85 (dd, 2H), 2.03 (m, 1H), 2.65-2.71
(€H L™ \[( (m, 2H), 3.07 (d, 2H), 3.87 { % d,
o 2H), 7.29 (dd, 1H), 7.32 (dd, 1H), 7.51
. (dd, 1H) :
378 CF, (DMSO-dg): 8.45 (s, 2 H), 8.12 (s, 1H),
R O/ 3.80 (brd, J = 12.5 Hz, 2H), 2.46 (d, J =
(CHIC” \"/” 6.3 Hz, 2 H), 2.70 (br. s, 2H), 1.90 —
i CF, 1.98 (m, 1H), 1.80 (br.d, J = 13.3 Hz,
— 2H), 1.00 = 1.12 (m, 2H)
379 HN__° CFy m.p.: 268-273°
O
CF,
CF,
380 BN 0 ¢l m.p.: 173-176°
bQ/ C'\©/
CF,
381 (jR-/ CFy m.p.: 154-159°
(CH:J:C/O\”/N \Q/
0 CF,
# % Re £ OH




200680008024. 5
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% 365 Rs + Ry R m.p. / 'HNMR
382 HN_ 0 R CFy (DMSO-dg): 1.38 (s, 9H), 1.59 (d, 2H),
(j/ 1.70 (m, 2H), 3.05 ( &% , 2H), 3.35 (s,
N 2H), 3.60 ( &4 d, 2H), 4.91 (s, 1H,
be OH), 8.18 (s, 1H), 8.46 (s, 2H)
3
CF,
£+ R 2 OH
383 (\/ CF, (CDCls): 234 S 4k, #iFti{E5:
\/, 11.30 (br.s, 1H), 8.62 (s, 2H), 8.08 (s,
O 1H), 4.60 + 3.95 (2 x br.d, J = 13 Hz, 2 x
e 1H), 3.16 + 3.13 (2x d, J = 12 Hz, 2H),
? 2.63 (t, J = 12 Hz, 1H)
384 HC_ ,CH, CFy (DMSO-dg): 0.78 (s, 3H), 1.04 (s, 3H),
. 1.32 (m, 1H), 1.40 (m, 1H), 1.84-1.92
o (m, 2H), 1.97 m, 1H), 2.29 (m, 1H), 2.62
¢k, (m, 1H), 3.26 # 3.47 (AB, 2H), 8.15
( 4%, 1H), 8.48 ( &4 , 2H)

KT EF F(FHH A £ QFMEN Ik, 2R EAZLSGEH,
KA TANSY, £ RREHFE R F R+Rs vk 13 F XX 146
L4, AP mA0, n20, RiAX I AHAFE R, Z(Coi9)F 2.

0
R
/ ﬁ—-N R,
R; o
RS
%13
5 #41| Rat Rs R: 'H-NMR
385 CFy (DMSO-ds): 1.42 (s, 9H), 2.33 (t, 2H),
li)/ 2.82 (t, 2H), 3.4 ( K , 4H), 6.61 (s,
‘C””:’C/O\H/N 1H), 8.41 (s, 1H), 8.57 (s, 2H)
o CF,
386 HNL O CF, (DMSO-dg): 2.40 (m, 2H), 2.93-3.10 (m,
»O/ 6H), 6.44 (s, 1H), 7.27 (s, 1H), 7.36 (d,
1H), 7.66 (s, 1H), 7.70 (s, 1H), 8.15 (d,
L 2H, NH), 8.48 (s, 2H)
3

CFy
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