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AAHAR AR FZ—2 C-CyiAL, 5—/2 Y(CR%:),NR'R’,
Y(CR?),0R® & Y(CR?),R°,

14, AR ZRK | 091064, Fridieedh A
(1) 6,7-= L AAA-{[2- L A-3-(1H-skeik- 1 F 30) 5K ) ook

3-¥ b,

(2) 6, 7-= T ARAA-{[2-F A -3-(1H-1,2,4- Z o= 1- 20 F 2R A &AL
Hopk-3-F B,

3) 6, 7-ZTAIK4-{[2- TA-3-(Bobk-4- 2 F ) F A E AL ) ofoik-3-
B,
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(4)  6,7-= TLAS-4-{[3-(1H-sKre-1- 2 F 25)-2-F A FAR) 2R ok

3-F B,

(5)  A-{B-(BRAATAIL-TFEFAIAL)6T-Z CRASHKI- T
i

(6)  67-= LRMA{[2-F A-3-(4H-124- 2ok 4- 5 F KA AL
olf-3- F B,

(7) 4 {B-({[A-(RASBAE)F R B T A)2-CARK]AA}-6,7-
= RSB3-SR,

(8)  4-({2-TH-3-[(1H-12,4- = »&-5- 2L L) F AR A} 2K )-6.7-=
F A A Ek-3- F BhA

(9)  4-{[2-TA-3-(1H-2kr-1- A F )R] EL-6.7- = F A E-
3-F Az,

(10)  6,7-= T B Ah-4-({2- T H-3-[ (2 -2- A 20 F AR A 20 )%
oph-3- T BLAEC,

(11)  6,7-=TREA-[2-TA3-{[Q-£ AR TR AL T A FL)A
A )hok-3- F B,

(12)  6,7-= T RE-A-[(2- TA-3-{[G-Fp L F A AL T A RA)R
H]ekok-3- F Bk

(13)  6,7-= L Ak -4-({2- T A-3-[(1H-skod-2- 2L AX) T AR AL &
Hygor-3-F Bl

(14)  6,7-= TEF-4-{[2- T E-3-(BARDobk-4- A F 5K ER ) Bk
-3- 9 B,

(15)  6,7-= LRE-A-[2- T A3-{[-Fop A F 224 T A RE)R
] opk-3- F B A

(16)  4-({2-T A-3-[(4-F - TH-=k - 1- ) F AR 2 4)-0,7-=F
A ER-3- F Bri,

(17)  4-[(2-TE-3-{[4-( A F AR)-1H-okmk - 1- 7 2 R A ) 2 )-6,7-
=R A k-3- F B,
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(18)  4-({2-TA-3-[2-F A-1H-2krd-1- ) F A )R A ) 2 A)-6.7-2F
Ik o3-S

(19)  1-G-{B-(BAHL)-6,7-—F A ouf-d- L 24 -
1H-of e -4- F 85,

(20)  4-({3-[CGRAERER) T A]-2-TAF LT RK)-6,7-=F AA Ao
3- % Bz,

21)  4-{[2- T A-3-({[2-(1H-srak-4- ) T AR 2R L F 2L ) R AL 2 -
6,7- = F B oSoh-3- F BLAs,

(22)  A-[(2-TA3-{[2-FA-1,1-ZF A LA
6,7- = % F A B ok-3-F Bt e,

(23)  4-({2- T A-3-[(1, 3282 EU) T AR AL 2R )-6.7- = F &
A opR-3- 9 e

24)  4-Q-TA3-{[Q-AARA)EA]T AR A ) RA0T-ZF AL
whopk-3- B BB

(25)  A-[Q-TA3-{[Q-FA2-F A THR)FIK]) T A KA AHK]-6.7-
W A k-3 T BRI (S A TR ),

(26)  4-{[2- T A-3-({[4-(F A ) F A2 T )R A RA}-6,7-
= A Ek-3- F Bk,

27)  A-(3-[(F AR F AK)-2- TAF AL BIL)-0,7-= F AAEH-3-
B,

(28)  4-({2-TA-3-[(3-F A-2,5- — A MKekrddn-1- ) F AR A L BA)-
6,7- = F B A Boik-3- F 5L,

(29)  4-({2-TA-3-[(1H-m9e-5- AR B ) FARRA | A 5)-6,7-ZF &
A oopR-3- W B,

(30)  4-({3-[(S-RA-H-mwk-1- ) F K ]-2- C AR ) AUE)-0,7-2 F
AL k-3- T B,

(31)  4-{[2- TA-3-({[2-(2-BRkrd st -1- 40 ) AR A F AR AR
A }-6,7- = F FAER-3- T B,
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(32)  4-{[2-TA-3-({[(2S)2-H# A A TR]RA L F A FRK]RA}-6,7-
ZF A Rok-3- T B,

(33)  4-({2-T A3k -4- A ) FAIE A A2 A)-6.7-Z F A kB
h-3- F Bl

(34)  A-{[2-THA-3-({[(IR)-1-(E A F H)-3-F A T A8 A T R RA]
B Y-6,7-=F R B3 F Bk,

(35)  6,7-= LAI-A-[(2- T -3~ {[4-(3-F RA KA )TA-1- 2] F 4
FI) B EA-3-F BLAE

(36)  6,7-= LRK-4-[2-THA-3-{[4-(F A F R)k-1-A]F AR E)
SR PEoi-3- W B,

37)  6,7-= LERK-4-[(2-TH3-{[2-(F A F )k -1- ]9 AR E)
B ER-3- F B,

(38)  4-{[3-(1,47-BA%k"-1"- A F 2)-2- T A KA R }-6,7-Z L ARA
whopk-3- T BLAE,

(39)  4-[(3-{[4-(F A A)kom-1- 2] F 2} -2- AR RHK-6,7-=
T A A oh-3-F BLiE,

(40)  4-[G-{[4-Q-RAFA )R ZR-1- K] F A} -2- LA K EK)RHA]-6.7-=
T R A Eok-3- F BRI,

(41)  4-[(3-{[4-(5-Fakotbra -2- 3 k- 1- K F A0 -2- LA R EO) &L
6,7- = L RSAE#-3-F iz,

(42)  6,7-=LRM-A-[(2- TA-3-{[B-rhh A T A RA| T AR A
H]oEobk-3- F Bk,

(43)  6,7-=TRAK-A-[Q-TA3-{[4-2- K TA)RB-1-A]F AR
AO)EILEo-3- F Bk,

(44)  6,7-= LA -4-({2- T 3 -3-[(4-F £ okm-1-4 ) ¥ AR F L AL
oph-3- T Bhie,

(45)  4-{[3-({[2-(1,3-3FF 1] R A IR -5-20) TR )RR F 28)-2- T
AR AJRAL-6,7-= LA A -Eok-3-F B
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(46)

(47)

(48)

(49)

(50)

(1)

(52)

(53)

(>4)

(35)

(56)

(37)

(38)

(39)

6,7-= T A -4-{[2- T A-3-({[2-QE ) T AL F AKX
B Eok-3- F B,

4-{[3-({[2.5- = F A3k ) F AN 8A L F 4)-2- CARKNR
£)-6,7- = TR S AEAR-3- F B,

6,7- = T B -4-{[2- T H-3-({[3-(2- A A& I - - A ) 9 AL B
WO F A E A k-3 F B

4-{[B3-({[2-G-AF AT A ALV F A )-2- LA R LRI -6,7-2
L RS oR-3- F B,

4-{B3-({[2-4-AFR L) T A RA ) T A 2-TAFKRA}-6,7-Z
LRI EAR-3-F B,

4-{[3-({[2-2-FF ) T AR} F A)-2- TAFA|RA}-6,7-=
T RS o3 F B,

6,7- = LRI-A-[(2- TA-3-{|(2-F2A-2- R AR LA B AT AR
) B ]-k-3- F B,

A-((3-[(FR AR EA) T A)-2- T A F AL BUR)-6,7- T RIStk
3-F Brhz,

6,7- = T A -4-{[2- T H-3-({[2-(1H-sk ik -4- 1) AR B F A
FAEAR -Bok-3- F Bk,

6,7-= L RA-4-[(2- T A-3-{[4-Q2-"Foii-4- L T AR k- 1- K] F
)R RA]EH-3-F Bk,
4-{[3-({[(2,2-=F A-1,3- Z R RIF-4- ) F A R4 FI)-2-2
AR -6.7-= TR Lopk-3-F B iz,

6,7- = T A -4-({2- T A-3-[(1, 32 -2- R E ) T AR R A &
£)-e5ok-3-F B,

6,7-= LAA-4-{[2- T A-3-(1 3 ndd-3- K ) R A Rk
H-3- F BLAE,

6,7- = LA S-4-[(2- T A-3-{[(2-bez-2- A T A&
FAR PRok-3-F B,
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(60)

(61)

(62)

(63)

(64)

(65)

(66)

(67)

(68)

(69)

(70)

(71)

(72)

(73)

6,7-= LRI -4-({2- T A-3-[(1H-1,2 4- =7 -3- A 5 F AR

A B o3 F Bk,

6.7- = LEA-4-{[2- T A-3-({[4-Q-Fm ) F A 2E LT

AR k-3 F B,

4-{[3-({[4-(RAmBLE)F K]R8 FL)-2-TAK

Z LR R-3- T BLAE,

6,7-2 L RS -4-([2- L E-3-(12-(O B8 %-3- ) R T 4

FE R ) b3 7 B

6,7-= LEA-4-{[2-THA-3-({[3-(4-F A% 1- )R A R4 F

HO)R AR Bofh-3-F Bk,

6,7-= LERAA-[(2- THE-3-{[(1-T A km-3- ) BT AL KRR

B hk-3-F Bk,

6,7-= L ERA-4-[(2- T -3-{[4-(arm-4- 2 T K )R- 1- 2] F A )

A B k-3 F B

6,7-= LRI -A-[(2- T 2-3-{[(Heog-4- A F ) 2] T A

H o3 T BL A,

6,7- = LRA4-[(2-TA-3-{[(Hre-3- A F )8 F A KR

A k-3 b,

4-((B3-[(F AR T AL2-TAF A RBH)-6.7-= TARAEAM-3-

¥ B,

6,7-= LRA-4-[(2-TA-3-{[(2heh kT AR T A F AR
A rEoth-3-F Btk

6,7-= L AK-4-[(2-THA-3-{[(2-F AA TRV BT A KA

A )Eok-3- T BLE,

6,7- = LRI-4-[(2- TA-3-{[2-#2 A R )BT £ F A RA]

b3 B BB,

6,7-= L A A-4-{[2- T A-3-({[4-(1H-sitrk-1- ) F R 8L F &)

FAVEA ) Bok-3- F BLAE,

b
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)

e

124k }-6,7-

o
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(74)

(75)

(76)

(77)

(78)

(79)

(80)

(81)

(82)

(83)

(84)

(85)

(86)

(87)

4-({3-[({2-[4-(BARBAOFR AR LA B FA)2-TARKE

BHA)-6,7-= TR Aoh-3-F BLAE,

6,7- = LRKA-{[2-TA3-({[2-(1-F ootz 02 )7 L) 5 A

FE) R AR R ) oEok-3- F BL R,

4-[G-{[4-AF A RAIFT AL -2-TEFF A HL]-6.7-Z LSt E

Hh-3- F B,

A-[(3-{[(1-F Aokmg-4-F) AR F A} -2-TA KL AL)-6,7-=

L BB oR-3- F B,

6,7-= LRA-A-[(2- TA-3-{[G-F 2AFT R F A K AR

A ER-3-F BLiE,

6,7-= LR -4-[(2- TA-3-{[(4-F 24T RO AL T A KA

o3 T B,

6,7- = LA -4-{[2- T A-3-({ B-(1H-2hkri-1- ) R AR &R 7 )

FAVEA ) E-3-F Bk,

6,7- = LRI -4-{[2- T H-3-({[(IR 2S)-2- 5 &
AR T AR R ) Eoh-3-F @U}rﬂ(——% LB

6,7-= T B A -4-([2- T A -3-({[2-#2 A-1-(1H-%3] -2- A

LR~

\ )
il
-z
%

B2 ),
TR
AR F AR R Ek-3-F Bl (= AL LR L),
6,7- = LEF-4-{[2- T A-3-({[(IR)-2-Z - 1- KA T £ )5
A F AR BILEok-3-F B S (Z A T ),
6,7- = L AIR-4-{2- T A -3-[(2-#2 4 -1-F A 2R F e A- R A&
HO)-F A )-FA R k-3 T B,
6,7- = T A E-4-{[2- TE-3-({[(IR,2S)-2-% - 1-(2 A F ) A 4]
FAR T AR AR B eeoii-3- F B
6,7-= LAA-4-{[2- TA-3-({[(IR 2R)-2-52 - 1-(Z A F ) A
ARG F AR UK ) Euk-3-F B,
N-G-{[3-(R A # H)-6,7- = T AAEoth-4- K |5} -2- LA F )
Y RBTESN(ZA L),
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(88)

(89)

(90)

OD

(92)

(93)

(94)

(95)

(96)

(97)

(98)

(99)

(100)

(101)

6,7- = CRAK-A-{[2-TA-3-({[2-4 K- 1-(B AT A TA)EA) F
AR KRR Eoh-3-F Bk,

6,7- = LAA-A-{2-TA3-({[1-(BAFTHL)I-FATLIRAF
A)F IR R aR-3- F B,

6,7-= LAA-A-[(2- T A3 {[(2-othosdi-1- 2 LA B L] P ALK
5&)5& |&ok-3- F BLAR,

T AA-4-{[2- T A-3-({[(1S,2R)-2- A 2-1-(#2 A F 2 ) A A

);'_'a}%%)ii R S hobh-3- F B e

7-Z= LRS- {[2-TA-3-({[(IS)- 1-(Z A F A)-3-F AT A&
AR AR RS R R-3- T B
6,7- = LRAA-A-{[2- TA-3-({[1-(Z A F AT AJ28 F AR
A E A k-3 F BLAE,
4-3-[(1-8 A FBLA-2-2 A - AR )-FA]2- AR AR
A }-6,7- = LRI -"Eobk-3- T Bl
6,7-= L AI-4-[(2- LA -3-{[[(IR2R)-2-#2 #-1-F £ 2% £ T

AT )R] T A KAL) R 3-8,
6,7- = LEK-A-[(2-TLA-3-{[(2-B£-1-F £-2-F £ L £ A4
AR} R A )RR -3 T Bz,
4-{[3-({[2-G4- = A FK)-2- AR LA RA ) FA)2-T AR
KR} -6,7-= TR Aobk-3-F B,
6,7- = LRI-4-[(2-TA-3-{[2-FA A R A)FA]TF A KA A
Sopk-3-F Bk,
6,7- = LRA-A-[(2-TA-3-{[Q-AA-1-F A AA]F AR
)RR JPEoR-3- F Bk,
6,7-= L AS-4-[(2-TA-3-{[(2-F A THA)FUA)F A4 ) R O£
opk-3- B BRI,
A-[G3-{[23-=# AR A FARIT A -2-TARA)AL]6T-2C
Ak Boh-3- F B,
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(102) 6,7-= L AAA-{[2-TA3-({[2-(FAFA)VRAIRA} F AR
B k-3 T B,

(103) 4-{[3-({[(AS)-1-F £ 2- £ A LA AL T L) 2-Z AL F L)AL
0,7- = LEASoR-3-F B (= £ LB 4L ),

(104) 4-{[3-({2-(=F &H) TAJRA ) F HK)-2- LARA]AA)-6,7-=
O R S h-3- T B,

(105) 6,7-= T AA-4-{[2- TA-3-({[4-(F A B2 ) K A2 F 4)
FAR)EUR Bofh-3- F BLg,

(106) 6,7- = Z 8 E-4-{[2- T A-3-({[(1S)-2-# sh-1- K A )AL F
AR RA ) Eo-3- F BLA

(107) 6,7-= L AA&-4-[(2- L H-3-{[(2R)-2-(52 4 F & o - 1- K] F
R BB ok-3- F Bk,

(108) 6,7-— T E A -4-{[2- T & -3-({[(1S,28)-2-52 - 1-(52 £ F A )-2-K
B OAVRA ) T A RAVRAL ) Eok-3- F BEM:

(109) 6,7-= LAA-4-[(2- T A-3-{[(2-"Boph-4- 2K TR AT AR
B hobk-3- F BLEE,

(110) 6,7- = L8 A -4-{[2- T A-3-({[(1R,2S)-2- 5 £ -2-(4-52 L F 3 )-1-
LN AE-F- S F-SF € SE-F- 913 SR8

(111) 6,7-= LAA-4-{[2- T A-3-({[(IR,2R-2-52 £ -1-(32 4. T £)-2-%
A CK)EAL) T AR AR Ek-3- T Bl

(112) 6,7-Z T AH-4-{2-TA-3-[2-F A 1- 52 A P R-2-FK K- 4
)T APRARA ) Eok-3-F Bz,

(113) 4-[G-{[2-RA ) RA)F A -2-TAFRA)RA]-6.T- 2 AL
opk-3- B,

(114) 6,7- = T RA-4-{[2-TA3-({[1-(BAF L)-2-FAARAIRAA T
A)RA) B oRoh-3- F B,

(115) 6,7-= T AA-4-{[2- TA-3-({[4-(F AAEBA)F A R4 FA)
AR -3 T B,
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(116)  (B-{[B-(AEHL)-6,7-= AL EM-4- )2 A} -2- AT )&

A B AT AABE,

(117) 4-{B3-(R AT H)-2-THEFANRA)-6.7- = T A A Poik-3-F fe
%,

(118) 4-{[3-(2A F H)-2-F A KA RA}-6,7- = CHEAEok-3-F Bt
i

(119) 6,7-= T AI-4-({2- T H-3-[(L-BA A BB T A5 A S )%
h-3-F Bk,

(120) 6,7-= CRAK-4-{[3-({[(T AR )H A RA
B ER-3- F B,

(121) 4-({3-[(T B2 F AR |-2-F A KK R )-6,7- = T RS Aoik-
3- 9 LA,

(122) 6,7-= LA -4-({2-F A-3-[({[(4-F £.-2,5- Z Bk d-4- 1)
T AR AR B ) BN T AR R ) SR k- 3- W BL

(123) 4-({3-[(TBA B F A]-2- TARE JRAK)-6,7- = F FA Lok
3-¥ Bz,

(124) 4-{[2-TA-3-({[(TA L) B AL T A REA R A)-6.7-2
¥ E AR vk-3- T LA

(125) 4-[(2-ZA-3-{[(F At )R A ] F 2 R AR ]-6,7-2F &,

FA)2-F A KA

-

Fheoh-3- T iz,
(126) 4-({2-TA-3-[(L-A R B8 A) T AR A 84)-6.7-=F A%
ohi-3- F Bz,

(127) 4-[(3-{[(3-3F TA-L- A8 B AL ) 2R | W 4K ) -2- LA R A BUA -
6,7- = F F A hobk-3- F BEAE,

(128) 6,7-= T AF-4-({2- T A-3-[(L-F sz B85 F AR A
ok-3- T BhBEE,

(129) 6,7-= T A H-4-({2- T &-3-[(L-FH A BLE ) F AR A £ )%
#h-3- F B,
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(130) 6,7-= ZHRAA-({2-TA3-((L-F 2BLEE) T AIRA ) 2APE

h-3- F WL,

(131) N-1~-G-{3-(RA #£)-6.7- = TRESo-4- L) 8A)-2-TAF
3 )-L-o-5 2 B,

(132) 6,7-= T RH-4-({2- TA-3-[(L-BRBLEA) T AR L) 2%
o-3- 5 i,

(133) 4-({3-[(L-# ABLAL)F A]-2- TAF A 8 5)-6.7-Z LALE
h-3- F Bz,

(134) 4-({3-[(L-RABEL) T R]-2-THEAKRL RE)-6.7-Z LAAE
oh-3- F BLiE,

(135) 6,7-= L EA-4-({2-TA-3-[(D-£ A BLEZ) T AR A R AL )4
oh-3-F B,

(136) 4-[(3-{[(3-F T A -L-AAFI) AL T £)-2- AR L) RA)-
6,7-= T E S Bobk-3- T B Az,

(137) 6,7-= L EH-4-{[2- T &-3-({[(4S)-1 3 r i -4- 1k 35 FL ] E L)
FA)F KR -3 T B

(138) 6,7-= L AA-4-{[2- TA-3-({[(4R)-4-#2 A -L-M BB AL ) F &)
FA B ) Eti-3- F B

(139) 6,7- = ZEAHA-4-({2-LA-3-[(D-Z R B AT AR AL RA)rE
h-3- F B,

(140) N~1~(3-{[3-(AALHL)-6,7- = LEIBoph-4- L | H LV -2-TAF
H)-L- K A B,

(141) 6,7-= LA -4-{[2- T &-3-({[2S)-Tk 2 -2- A s A 8 F AR
B Eok-3- F AL,

(142) 4-[3-{[(3-3F TA-D-A ABA) A F A} -2- LA KA )RA]-
6,7- = LR Eok-3-F BL iz,

(143) 6,7-= T AAA-{[2-TA-3-({[QR)-Tk2-2- A gk |28 F A )-
FA B ) ak-3- F B,
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(144) 4-{[3-({[(2S)-2- B S -4-mBL AR R | F AR )-2-T A
6,7- = T A Aopk-3- F BE A,

(145) 4-{[3-({{Q2S)- AL R T hz-2- A A | B AL F 30)-2-
K }-6,7-= TEAE-3- F BLAE,

(146) 6,7-= T AM-4-[(2- TA&-3-{[(5-F -L-E & ABL KB AT A
F I B A PR3- F Bl

(147) 6,7-= L AA-4-{[2- T A-3-({[(4R)-1, 35 rk tre-4- S R AL R )
LB SES NE- WL, SERL L)

(148) 6,7-= T AA-4-[(2- TA-3-{[(4-#H A -D-K A ABLA) 2] T A
A EA -3 Bl

(149) 4-{B-({[(1-R&E-2.3-ZA-1H-F-1- 25 )5k T A)-2- 0 &
F AR -6,7-= T RIS -3 F BLhE,

(150) 4-{[3-({[(1-AAIF TR B AR F A)-2- L AR AK]EA}-0,7-
— LR EH-3-F B,

(151) 6,7-= L AL-4-{[2- T £-3-({{3R)-1,2.3 4-19 & FHoh-3- L
AJRA Y F A RAIRA ) Boih-3-F Bl

(152) 4-{[3-({{QR)-2-F A -4-F A TBLAIEA L F 1L )-2- T AR AR
B1-6,7- = T A S oobk-3- F LA,

(153) 6,7-= CRA-4-{[2-THA-3-({[(35)-1.2.3 4-19 A7 obr-3- K
IR F AR AR A Ek-3-F Bl

(154) 6,7-= ZAA-4-[(2- LA -3-{[(4-2krz-4- 2 -L-18 A B i) B F
A AR PR3- F B,

(155) 4-[(3-{[(3-AH&-L-FH ABLA)AAR]F A} -2- T LK) R -6.7-
= LRI A3 T B,

(156) 6,7-= T AA-4-({2- T A-3-[(D-F A AFEL) T LR A AL
opk-3- F BLAZ,

(157) 4-{[3-({[2S)-2-Fh-4-F A TEBUAIA A F £)-2-CHEF AR
A Y-6,7-= T A Eoh-3- F B,

AR}

¥

™

ERAL]R
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(158)

(159)

(160)

(161)

(162)

(163)

(164)

(165)

(166)

(167)

(168)

(169)

(170)

(171)

6,7- = LA -4-{[2- TH-3-({[(3S)-Tkz-3- £ 3 A AL F AR
B k-3 T B,

6,7- = LEAL-A-{[2- T H3-({[BR)-%kz-3- £ 4 A AL T H X
AR eobk-3- F B,

4-{[3-({[(2S)-2-RH-2- K A LB AR L)W A)-2-T A KA A
H-6,7-= LA A A opk-3-F BLEE,

6,7- = LEA-4-({2-T A3 [(L-ERBLES) T AR A RS
oh-3- T B,

6,7-= LA EA4-({2-TH-3-[(D-BEBLAL) T AR L AL
r-3- F B A,

4-{[3-({[(28)-2,5- = G- 1H-sto&-2- A 3¢ £ B T 1 )-2-T A K
AR} -6,7- = LA EAR-3-F BLAE: .

6,7- = LA -4-({2- TA-3-[(H BB EI) T AR A RA ) Eobk-
3- 9 B s,

4-{[3-({[2- B -4-(F A gt ) T B |28 F A)-2- T AKX
AR HK}-6,7- = LRI AR-3-F BLix

6,7-= LA S -4-{[2- T 2-3-({[3-(2-sk vl £ )-L- R £ BL| UL F
)RR Eoh-3- T Bz,

6,7- = LEA-4-[(2- T A-3-{[(3-tbem-2- A-L- R A B A AT
AR R ER-3-F Bz,

6,7- = LA -4-{[2- T RA-3-({[3-Q-Epr & - L- B BB B T
HOF ) B obk-3- F B

6,7- = T AL -4-{[2- T 2-3-({[3-(1,3 K vk - 4 )-L- 1y £ BL] B AL )
F L) R B R ei-3- W BL A,

4-{[3-({[(2S)-2-F A -2-3F S AL LB A RA L ¥ )-2- TA KA
B )-6,7-= TR Eok-3-F Bl

4-{[3-({[(2S)-2- B A R -4- B A B A ) F A -2- T AF AR AL )-
6,7-= T B hobk-3- F BL e,

A
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(172) 6,7-= CRAE-A-({2-TA-3-[(L-E4 A BLE) F AR A LAL)
Boph-3- F BLAz,

(173) 4-{3-({[QR)-2-RA-2- KA TBA | 2L FA)-2-TE R AR
B 1-6,7-= T A S hok-3- T Bk,

(174) 6,7-= &S -4-{[2- T 3-3-({[(4R)-4-# F -D-ii BB AL} F A4)
FA] RS Eon-3-F BLie,

(175) 4-({3-[(B-AABEAL) T A&]-2-CAF L B A)-60.7-Z LRASE
h-3- T B,

(176) 6,7-= TLEI-4-[(2- T 2 -3-{[(3-wtm-3- 2 -L- 7 BB AL ) A A F
AR AR E-3-F B,

(177) 6,7-= TEA-4-[(2- T A -3-{[(3-7tkme-3-A4-D-F A Bt A) B AT
AR RAPEHR-3-F BLhk,

(178) 4-{[3-({[N~5—(F A # 2)-L- 5 8B 84 ) 7 4)-2- CARAR
#}-6,7- = LA S A3 F BRI,

(179) 6,7-= THAA4-[(2-THA-3-{[(5-F A-D-E T ABLA)RA] T A}
FHOEE PR3- F B

(180) 4-[(3-{[(2,3- = &A-1H-F75|k-1- K B A ) FA | F A -2- T AKRK)
BH]-6,7-= LR ER-3-F Bl

(181) 6,7-= TAA-4-({2-TA-3-[(L-F T RABLESL) T A RA AL
whoh-3- F BLik,

(182) 6,7-= T AA-4-({2- T A-3-[(D-B A BLES) T & KA ) 24 )R
h-3- F BLAE

(183) 4-{[3-({[(1-AAZFARA) B FIR ) T A)-2- LA KRR }-6.7-
Z LR ok-3-F Bk,

(184) 4-{[2-T A -3-(FB A F AR A)AA-T-3-[F T BLA(G R AR

AR EI)-6-F A EHR-3- T Bz,

(185) 7-{3-[ LBLA(FF RA)BI] R AL -4-{[2-TA3-(A AT AR

AR -6-F B EA-3-F Bk,
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(186) 6-[2-(LEAZA) T RA]A-[2-TAKRL)RA]T-F £
3-¥ Bhz,

(187) 6-{2-[ ZBA(FA)BAI T AL} A-[2- T A XL RA]-T-F &
HoeioR-3-F B,

(188) 6-{2-[ZEEA(FmA)RA T AL -4-[Q- T A K EVEALT-F
FUAk k-3 F Bk,

(189) 4-[(2-TAFKL)RA]-6-{2-[F T BA(F H)AAJ T AA}-T-F
S k-3 Bz,

(190) 4-[Q-ZAFKA)AL6-2-[F ToA(FARLEL|LE
¥ A A3 T B,

(191) 7-{3-[TBA(F A)BA R AL -4-{[2- T A-3-GB A T HO)ORA]
B -6-F R EMR-3-F Bhhk,

(192) 4-{[2- T A-3-(F A T AR AR -7-3-[F T B (T 2O RA]
ﬁﬂg}-&‘?ﬂ%"%ﬁ*-&‘?@tﬂt,

(193) 7-{3-[CBACR A AR A AL} -4-{[2-TA-3-(A AT AR
AR)ER)-6-F A B3 F B,

(194) 7-{3-[FFRARA(FTEA)BA]R AL -4-{[2-TA3-(ZLAFH)
FA)E-6-F AL Eok-3-F Bhhx,

(195) 7-[3-( T BLARIL) R AA]-4-{[2- T -3 AL W A ) R AR 2k )
6-F F A Evk-3- F BLik,

(196) 4-{[2-TA&-3-(FAF A RAIAA)-T-B3-G TBHARL)AEA
A ]-6-F R A E -3 F Bz,

(197) 6-{2-[CGRA AR INF R B CRA -4-[(2- TAF K )RA)-T-
R SCR

(198) 6-{2-[(GFAAHE AN F R AR TR -4-|(2-TEAF LR
A J-7-F B E-3- T B,

(199) 4-{[2-TA-3-(F A F E) K AR} -T-3-[F R A (F AR BLA)
AR ALY -6-F A EH-3-F Bk,
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(200) 4-{[2- TA-3-(FZ A T AR AR J-6-F 2 A-7-(3-[(F A5/
H)EA )R FAL ) eoi-3- F Bk

201) (3-[B-(RA B L)A-{[2-T £3(BATEVE A AL -6-F AL
oh-T- ) BN R AR L R AR T B T AR

(202) 4-{[2-ZA-3-(F A FR)EAIRE)-T-G-1 7 R AR(
AR} R FAR)-60-F SR ER-3- F Bk

(203) 7-[3-CRAARA) A AL]4-{[2-TA3(BA T A)REIEA -
6-F A A ER-3-F B,

(204) 6-[3-CGRAARL) A AAL]-4-{[2- TA-3-(B AT A RAIRA -
7- 9 B ER-3- T LAz,

(205) 7-{3-[2-RATENF A)RA]R AL -4-{3-(FZ AT HE)-2-FA
KRR} -6-F FULEoh-3- F BLie AU Z 8L LB &),

(206) 4-{[3-GEA T &£)-2-F AR AR -6-F 2E-7-[3-(2-F Aok -
1-20) 7 B |Pobk-3- F BB,

(207) 7-(3-[Q-RATENFH)RA)R AL -4 {B-FAFTA)2-F L
ARSI -6-F B EoR-3-F Bk,

(208) 4-{[3-(F2A T A )-2-F A F AR} -7-[3-C- A A=~ 1- ) A A
A ]-6-F FA-Eodh-3- F B i,

(209) 4-{[3-(F2 2 F £)-2-F A F A2k )-7-[3-(4- 2 vk - 1- ) A R
A ]-6-F FUA-~Eoik-3-F BL iz,

(210) 6-F AH-4-[(2-F A KAL) EA)-7-[3-(2-F vk -1-£) R 8-

3w
2*
;&m
Vi

Eopk-3- F BLAE

(211)  7-[3-(3-# Fvkom-1-20) & AR ]-6-F FAh-4-[(2-F A F A ) a4
Hopk-3- F Bk,

(212) 7-[3-(4-F #ko2-1- ) R A AR )-6-F B -4-[(2-F A5 R A
Hok-3- F B,

(213) 4-{[3-(ZA T £)-2-F A F AR ) -T-[3-3-2 Ao di-1- )&
AR ]-6-F B A EAR-3-F Bk,
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214) 4-{[2-THA-3-(FA T A RAJRA}-6-F 8 A-T-[3-(1H-1.2,4-=
o -1- ) 7 B R k-3 F BL

215) T-2-CAAARIL) T RA]4-{B-(FEFHL)-2-F A KL)8A)-
6- F A F k-3 F BLAz,

(216) 6-2-(FF A AARAL) LAK]A-{[3-GE A F £)-2-F SR A2 -
7-F A R-3- T Bl

(217) 6-[2-CGR A A A T B )-4-[(4- T AR FF)RA)-T-F A Sk

3-F Bthe,

(Q18) 6-R-FAARR) T REIA(G- L ERBRA]T-P RAEH-
3-F B,

(219) 6-2-(RAARE) LRE] T-F BAAL-F 2 A )R PEoH-
37 b

(220) 6-{2-[2-AA TA)RAITHA-4-{[3-(F2 A F A)-2-F A 5]
R -T-F A Eok-3-F BLik,

(221) 6-[3-(FF A A EA) R AK]A-[2- LA KA BA]T-F Aok
3- 9 B,

(222) 6-{3-[(RAFA)EAIR AL -4-[Q- T AR L) RAL-T-F AL
hopk-3- ¥ BEAE,

(223) 6-[3-(AA FELA T A -BHA)-RAK]4-Q2-TA-FKARL)-T-F
S ER-3-F Bz,

(224) N-[3-({3-(RAHE)-4-[2-TAFR)RA)-T-F B I EH-0-28 )
A AR A RGBT 85,

(225) 7-B-8 A REE)-4-{[2- T A3 A TRV AIEL-6-F AL
“opR-3- F B,

(226) T8 2-[(3-(AAHA)A-{[2- T A-3-(2 A F )R AJEEL6-F
FAABR-T- )RR LB,

(227) 6-[2-CR A A EA) TRA]A-[(2- TAFA)RALT-F A A B
3-¥ Bt ik,
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(228) 7-[3-(2,5- = AR A IE-1- ) R S -4-{[2- L A3 A T )
FA R -6-F AL Boh-3- F B,

(229) 4-{[2-TA3-(B AT A)RAIRL)-6-F AA-T-[3-(3-F £-2.5-
TR 1- ) R B PR k- 3- F Bl

(230) 4-{[2-TA-3-(FATFA)FRA) AL} -6-FAA-T-[3-344-2F
A-25- KR -1- 45 R BUR PR oiR-3- W L

(231) T-CGRARAAR)-4-{[2- TA-3-GB A F )R AR A -6-F AL
h-3- F BE A

(232) 6-CR AL BA)-4-[2-TAFKA)EA]-T-F 2 bor-3-F Bk,

(233) 1-{3-[3-(RAHE)4-{[3-(B A F £ )-2-F A KK RAL}-6-F £
Horpok-7- ) EE ) R A ) -1-F hoee8dm fa e dh .

(234) 4-[B-(RAEBAL)4-{[2- T A 3-(BA T )R A AL -6-F A4
opk-7- 2 ) FLAR R - 1- F BR AR T ALEE

(235) A-({3-(RAAHA)-4-[(2- TAFA)EA)-T-F A Eoih-0- 2} A
)k -1-F BR AR T AL BE,

(236) 3-(BAAFA)-4-[(2- THEFRA)EIA)-T-F 2 ohr-0- 25 R d-2-
FREL B,

(237) 4-{[2-TA-3-(FA T R)FA]RA}-6-F RA-T-OR7Z-4- A
A )Eodh-3- F BRI,

(238) 4-[2-TAEEVEA)T-F 84 -6-(krg-4- 2 B ohoh-3- 9 8k
fz,

(239) 6-[3-CGRAMARA)-2-Z A R EA]4-[2- T AT AL]T-F A

Hohoh-3- F B,

(240) 6-{3-[2-FA AL THA)AL]2-Z AR AL 4-[2-TAFA)AL)-
7-F Ak Eh-3- F AL,

(241) 4-[(2- TARL)EH]-6-[2- 7248 -3-2-F ok dn-1- ) R AA] -
7-% A Bok-3-F Bl

(242) 4-[(2- LA FEHE)RIAL]-6-2-F2 £ -3-9kA-1- L B A AL)-T-F £

Bl

;+

Hok

Bl
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(243)

(244)

(245)

(246)

(247)

(248)

(249)

(250)

(251)

(252)
(253)

(254)

(255)

(256)

oHh-3- F B

6-{[(2R)-3-CGr A A AAK)-2-F £ -2-F A R L R -4-[(2-T A%
F)RA]-T-F B EoR-3- F ke,

6-{[(2S)-3-(Fr A A A HK)-2-F A -2-F A R AR -4-[(2- T AR
H)BA]-T-F FAER-3- F BLAE,

6-[3-CA A A AA)-2-72 A R EH]4-{[2- T -3-(B AT A)RA]
B L) -T7-F R ER-3- F B,

6-{[(2R)-3-CR M AL &AL )-2-72 Ak R A AR -4-[(2- TR )&
B )-7-9F BAER-3-F Bk,

6-{[(2S)-3-CA A A AA)-2-B AR A AL 4-[2-TEKL) R
A ]-7-F FAER-3- F Bz,

2-F R AR 3-(RAHI)-4-[(2- TR KA RAL-T-F AL EH-6-
A BE,

6,7- = T B A-4-[(4-F £ -1-FAK-1,2- A Fropk-5- 2 ) FAL Evk
-3- 9 B A,

6,7- = T B A-A-[(4-F £ -1-AAK-1,2,3.4-9 & Frboph-5- 20 ) AL
Eopk-3- F Eb i,

5-{[3-(RAFA)6,7- = T A Eo-4- A2 -3 4- A5k
2(1H)- ¥ B4 T A Bs

6,7-= LR A-4-(1,2,3,4-v9 A FEobh-5- A E Uk rEoph-3- F Bk,
4-{[3-(& RA T A)-2-TAF AR -0-3-(F AR A EIL) A A
A ]-7-F B A3 F B

4-{[3-(RA T 2 )-2- LA R KR A-6-[3-CR R A 2K R AL
7-F R ER-3- T BLAE,

A-{[3-(BAF A)-2- TARAJEL-T-13-[F T BLA (G- R )R
AR AUk -6-F Rk Both-3- T Bk

4-{[3-(F AA T A)-2- CERAIRI | -6-[3-CR A L A4 )-2-72
AR EA]T-F Ak E-3-F B,
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(257) 4-{B-(RA T &) 2- CEFARIRA-6-3-CR R A RL)-2-2 A
R EA]-7-F B ER-3- F B,

(258) 4-((3-[(ZBEARL)FA]-2-Z A KAL) A L)-6-3- [ ZBACGRA
R)RAE]-2-F A AR -T-F B Eok-3- F Bk

(259) 6-[3-(FrAARI)-2-#2 5 B FAL)-4-{[2- T A -3-(J H-okod-1- A F
R)RARAL-T-F A Bh-3-F Bk,

(260) 6-[3-(FrAARIL)-2-72 K B A ]-4-{[2- T A-3-(1 Hoperde-1- 4 F
A)F AR} -T-F B ER-3-F BLik,

(261)  6-{[(2S)-3-(FF R AL RIL)-2-72 AL R AR ) B 1 -4-{[2- T A-3-(Bpotk-
42T AR AR -T-F B ER-3- F bk,

(262) &I{6,7- = TRA-4-[2- THERK) EAPER-3-4) T 55

(263) 6-[3-(3R A 2L B A ) ) AR |-4-{[2- T A -3-(TH-skote-1- 2L F )%
ARG} -T-F Bk Eo-3-F Bt

(264) 4-{[2-T A -3-(1H-=iek-1- 2 F ) R AN B | -6-F A A-T-(2-F
A T A rEoR-3-F Bl

(265) 6-(Z A RA)-4-{[2- T A-3-(1H-oke-1- L F R PR A8} -7-F
F A AAR-3-F B

(266) 6-[(2,2-=F Ak TH)EA-4-[(2- T A KA R A -7-F ok

-3-F B A

(267) 6-[(3.3-= L AL AL )EA]-4-[(2- T AR L) EA]-T-F A
-3-F Bk

(268) [2-({3-(RAHA4-[2-T A KAL) RL]-T-F 84 5oh-6- 4} &,
A)TA B T BRAR T A B

(269) {2-[C-(RABA4-{[2-THA-3-(F AT H)RAIRA-T-FRA
opk-6- 1) B LA B T B AR T AR B

(270) 6-{[3-GR A AR A) A AR 4-[2- AR AR A)T-F AA
ohoth-3- F B

(271) 4-(2,3-Z&-1H-#-1- K 2 HK)-6,7- = F B A %oik-3- F Gt fe
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(272) 6,7-= L AL-4-[(2-F AIR T A B | ohoph-3-F BLAE

(273) 4-{[3S)-1-(F A T LA g k-3 K | B }-6,7- = F B B ok-3-
5 Bk P

(274) 4-{[(3S)-1-(AHA TBEA R -3- A AL }-6,7- = F AL Eok-3-F
iz

KREHF LT HZ A RER .

15.—F 25 M enady, ©aoRBERFER 1-14 PE—REKEY
e REHF LTSGR ARGF E5TEZOMENF . iR K
AR,

16. —Ft 4| &AA K 15 RGBS 5k, EFE0E
B A ERK- 1A FE—R TG RLGF ETHETHE LS
F FA TR RER] S BARIRS

17. =% A T E7 R AIRK 1-14 PE—RER GG ALH
FETHEZHR,

18.—FF A T 36 77 i JAK3 /564 5 /4 S A 4 69 AR A £ R 1-14 45
—RERGEMRE A F LTHRZTE.

19, BAIEK 1-14 PAE—REROGNEMREHF LT E
EREGR TH7T T RMGHM T RE: BEHEAEHF. RE.
B R AR KRBT K BB 1 RAB F % Ao 4B Fr R I KR
RIE. E. B BEBEK. AFLEMTRBAER. FHLLE
M %, Crohn K&, FIREERKH. il gy rBitizR.,

20. ARAEBA|ER 19 09 R ik, ZRAR A ERN TE7%%%. BL
AL HE T/ B AR R UK K954,

21, —#F76 77 & JAK3 -89 5 R IEG) 7 ik, 70k QLEST
F B YA 0 B E ST A K E N ER 1-14 FAE—RE Kb
MRELHF LTET .

22, ARBAAEZRK 21 8975 %, KRR MmELE R, BE
A HE R IS M F R ERUR X K
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23 A B ERANRR ] F LGOS W R F LT HRZH
BTk, EHEAIE
(a) 42 X (kA 4h:

(1D
R20
R! N x\NH2
R N

#£d R fo R oA 2R 1 F 2 URHE B LRI 69754, B RY
& BFEAD, H5XADESHRA:

R*-NH, (111
H b R oA ER 1 e X)) LR A R LRI 4T L4, Kb
(b) A#&XDe4n, £ R F/H R £ Y(CR),NR'R’.
Y(CR*),CONR'R’. Y(CR},CO,R®. Y(CR),OR® & Y(CR%),R® &) £
A, £F YREA, @R RN R AR A EL | F32L, 4X(IV)
e

X
R
“NRE
R’ X
XN,
. y,
R? N
18%)

o A h A B Y(CR)Y)NRRY . Y(CRY),CONRR® .

Y(CR),CO,R®. Y(CR%),0R® & Y(CR%),R®# R' & R* 24, %—

ARUE R B R —Aedonh L ik@F 2, 5 X(VIeM R
L-(CR)R* (V)

#£4 R 2 NR'R’. CONR'R’. COR°. OR°#R‘, A R'. R*# R’

Je B H| R 1 F RN(DF 92 XK A R LRI 90T A,

FAfFRAEF H(@RD)ZE,

34



200580011909. 6 A o kB E34/34m

‘R EAEFTIRIF A,
“—FF X (Do dnbti h B —Fr X (IMbe4,
o A 2h b T AR S 0 SR A AL
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18 A JACK3 B8 0 7) 6937 6 8ok- F Bt le Z AL 4D

AL B— RN A JAKS #Ba4r 4|71 6937 69 1Lodh . X sqp
e & k. 2R EA T AL MABEAVEE R F o R iR,

Janus #kB& 3(JAK3)Z Janus & & 9Bt Km0 . & RZ Rk
EEAR AR ERETAHAGER Y, 22 JAK3 f AR FiEh
mipd, X5L@EE L2, L4, IL-7. IL-9. IL-13 #= IL-15 S 4k%
JAK3 5iZ 4k 2 48 ARG L Bl 4Y v # 6 3E 2N S 0912 T 55 a0 AR
YR —8., X&miol TARLA —F LR 64k, e hem
eyt a8 784 X . XSCID B4 AB4E S 4 JAKS & & K-Fey
B EEIRR AR A y e s, R S I A4 B i i
JAK3 g #2691 5 522, AR R JAK3 R{LfE B-#= T-#h e e,
ARIAT A KAEVER, $fHF T-@miesh AR L2 F & JAKS3, @ik #
AR P RS E T VAR T-tm 038 i R R (e B AAHE R Ao ) &
B IR MR R)E G T LA A iR,

R D B F ORBET e aie JAK3 a9 /. Bk, Awd
JAK3 #:74. B Ao fle Kamfe . IgE/4/R 4 & e AL A Ak 69 45
AARTEAR, JAKS 8R4 RF AR sl K m e ey 38 . L i A
JAK3-/-Fo JAK3+/+F2 XK @ e F 64 1gE Z AR K-F Fo /~K (mediator) 4~ &
AAARE 8., B, JAK3 27t [gE $UK e9 08 K 2m R4y 540k L 4
B, BEPNRAATOLAHLTIRRMIEHES JAKS 915 A,
{852, 3+F /& AR-SCID &# ¢+ ek i 6g 2h fe s B A F 49348 . 3o
@48 A T JAKS A3 69 Ao A 206 47 Je K 4m o5 69 1T 8B 69 21
AR,
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HERAEK(C-ColraHL)-CO-, L& gEMm—A SN R aEL. &
AE. A, A4 KE. -CONH,. C-C,ima k. (C-C i i)
CO-3 KA 69 BAR AL BAX,.

R* L4945 Mt e IRR A B35 F . 2 & . F & . (CH,)C-0-CO-.
-COCN,

BEH—REFTEY, R*Z Ar,

B A0 Ar it ARSI LA R B G KA. wE LA L. vk
Aok ZE4LE A 1-RR-23-Z S0 A R e AL IR
TAGLET Ar AR EFMEE(RE L, TG E— A IR L,
KB BAAR AT AR R RE . it d) Ar £ FEam X ey = A 55k
B AR ZAFEA. mAFEaRA. AR AT B LKA,
AR R A
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B AT R FAR, BRI AR Z 2 AR REUKR,. £
g BRARA @38 C-Cot ik, wFARTK, £#AC-Colh, i
RFARAZKACE, 8# C-CoANR'R?, C-CyltA-OR”. C-
Ce##h-SR"?, 4o CH,SR'*. CH,OR" & /. & & -CH,NR!''R*%,

B RHEFTET, Ar RARE YV —/4 k8 T 7 BRARLIRAA,
B A C-Cylr2-NR'R'* | C,-Co £ -OR'™ . C,-C, 45 3.-SR'%,
#£F R % f-(CR?),R™. -CO-(CRY),R™. -SO,-(CR™))R™: 742
A Ar AR —REANL A FIABRAKEL C-ColriA-NR"-C -
Cottih. C-Cy i 2k-O-C-Cotshan C,-C bt 84 C-Cotm A,

E—FmRFTEY, RURSBE A,

BB —FHFEF, RIPEieZ-(CRY,) R"

RY ik Z &

RUTTAR A -NRVR" K C-Cytn ik, (224018 2 404 K KR8,
Foty 4-10 IR, FZIRTHRESH —REZ AN LA A BAHRNLRT,
Frid A & A TR —R %A~k 8 Tl A A iR £4. C-C,
A (ARG TH 4-7 A AR b0 Fath . R EH BN EA . B3
RERFHLAR ALK, ZIHE—REANEE(C-Cliih). C-Cy
A A, -CONH, A BEEIAK). C-Comak. C-Co bk,
-C=0. A . B84, ME. &, C-Colr ki snt L R A L AEHLE K
HA A F R 4T LTAFLRIAN, ZARTIFRAH —RE LG
A BAEREY BT

E—RERGEEFTETY, RV R? 5HLEEG AR T —R K
—/4-10 L. AR TOF G RIRAE, AT ATREH —NEA
HHR. AR AIERERT. BERAFTH—XZNELA F
A(C-Cokrth . C-Colt AR H Tk 4-7 e A T iofty . 15k
%ﬁ%%%i\%ﬁﬁﬁ%%%%%%ﬁﬁ&K,ﬁ%ﬁ«ﬂ%&
i (C-Codth). C-Cotrsh. A . -CONH, A H £ AX).
A&, #A. -CONH,. %%&Cmmﬁﬂaﬁw.%$%m47£%
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AR, ZHRTELLH - L AR, BRI &xR T,
B #—R %Ak C-Cotnth . C-Cy B A R(C,-C, B2 84 )-CO-
B B AL B,

R'ZEAX C-Cotish, woFAERTA. 4R ZC-Cobishnt, #
it & F A,

AE—F#aAFEF, RREC-CylA, LELRTFA,

E—ERERIEF, RAAL

EAMR BRI HAA. 9F. A, fUL. C-Colri.
C-Cofsh. #4 . F& . Y(CR))NRR*. Y(CR,) CONR'R’.
Y(CR%,),CO,R®. Y(CR),0R®. Y(CR*),R°. Y(CR%,) OCOR" ## R
Fo R? —#2i% 3 % -OCH,0-2 -OCH,CH,0-,

E—RaFTEF, R ARz A C-Cotii.
Y(CR%),NR'R®, Y(CR%),CONR*R®. Y(CR’,) CO,R°. Y(CR®) OR®,
Y(CR?,),0COR®. Y(CR?))R®,

E—F#iEY, RIAR $2—K#Mm#%Z Y(CR',) NR'R’.
Y(CR%),CONR'R®. Y(CR?) CO,R®. Y(CR’),OR". Y(CR’)R"
Y(CR*),0COR®, #£# 2/ —A R ZRAL, LR FR P2 —i4
B -CO-(C,-Cotith . -CO-(C,-Co)3 Rt g, -SO,-(C-Co)ki sk . -CO-(C,-
Cotm k. -CO-NR™-(C,-Cot A & -C-Cy b A, PRk AR H & 8 <7
W—H S ABA. B, -CONH, &-CO-(C,-Cot A AFRIUK, &
# R'AR LG RBTF—RBR—N 4T L. AR Tk R
H&, ARAFLESR —XE ML AR B A A RET,
HIRATRE Y —Ait HHEL. C-Cuiiik. =0, C-C AL R(C,-
Cy A )-COER IR, KA ROk  -CO(C-Co bt 2k K Ao Fn £ IR 4
4-7 R, EATAFLRESR —RE ML A A BPRGRRT. &K
AETHE Y —Aik f C-Coti ik C-Cy 3 B 3(C,-Cy B 5L )-CO-
8 R AT R IK,

EB—FwFEF, RRERBIKARETAL. TARA. -
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O(CH,),NR*R’, -O(CH,);NR*R’. -OR®, -O(CH,),R®. -N(CR*),NR*R°.
-N(CR?*),NR*R®, -N(CR*,0R®. -N(CR*),0R",

RE&EausTuREE. C-Coiri. #4. C-CoRALKE
ME, (2R RA R ZABIREARKC-CAL, wTFALRT
2L,

R R & gz RAERL § C-Coir k. -CO(C,-Co)¥
. -SO,-(C-Coish. -Cy-Co iRt ag A ), Frid L H & A Tigde b
PR AR B, SH R A= R® 5 ik 4 69 RUR T —ALH — 4 4-7
L BARKABRARE) . 105 RF ALK E, L AIFLAH 5 b
B A AR NRAR, #3#HLE R FR Z g KAS. -CH;. -
(CH,),CN. -COCH,. -COCH(CH,),. -CH(CH,),. ##&#. -CO-3% &
#. -SO,CH,. -C(=0)-O-(CH,);, & R*#v R® —Fe X A AT RIRAK4Y
JRIEA . B A L URTERA. 12.4- Z e 2 2 5- AR A A R 2.5-
AR A

f—BRkeg AT EY, R FR#RZ C-Cornfiid, &R
R 2 —2 C-Coln AL, Mm% —4=Z Y(CR)NR'R'.
Y(CR%),CONR'R’. Y(CR’),CO,R®. Y(CR%,) OR®. Y(CR',R".
Y(CR?,),0COR’.

4 R RPARRZ C-Co B hnt, Ht2 FARAKRCTAL. £
—RIREEAEFTET, RIFRARZFTALNCAL,

REBAMAE 69104 .35
(1) 6,7- =T AH-4-{[2- T A&-3-(1H-krd-1- 2 F 2O F A FA ook
"3"‘?%}];7

(2)  6.7-ZTAAA{[2-F A-3-(1H-1.2,4- ==-1- A F L)R AR
AR eoik-3- T BLAE,

() 6,7-Z LARAA-{[2-TA-3-(Boir-4- A F A KA R UL | Aopk-3-
F A,

() 6,7-= LRS- {[3-(TH-oKrd-1- 20 F K )-2-F A A £ ook
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39

(5)  4(B-(B AT £)2 FAREIAL)6.T-2 L RAAAM3-F
Bt flac

(6) 6.7~ L RAEA{[2-F R-3-(4H-1.24- 2o 42 F R) KA A
S otobhe3- P AR,

() 4 {B-({A-RB B BB T R)2-CARAIRL)-
6.7-= F R A3 F BB

(8)  4-({2-TAI(1H124-Z ok o5 AR T ATEA ) B4 )67
T A3 T B,

) 4-{[2-TR-3-(1H-skeb 1 P 2K A RA-67-2 F Rsolok

I

-3- ¥ Brig,
(10)  6,7-= L AA-A-({2- TA-3-[(F=R-2-A 84 FAVR A B A8
"’1’*'3" ‘%7 %H’E‘ ?

W
i
b

(1) 6,7-= ZAAA-[(2-TA-3-{[2-F AR TR RL])F 4}
A JeEok-3- F BLA,

(12)  6,7-Z= LRAA-[(2-TH-3-{[G-E A F A RAF AR A
k-3 F Bk,
(13)  6,7-= TAAA-({2- T A-3-[(TH-2Re-2- 5K F AR A} 2
A )Eek-3-F Bk,
(14)  6,7-= T A H-4-{[2- T A -3-(FK " Boph-4- 2. F 2K A8 A %
#h-3- F BLE,

(15)  6,7-= LAKA-[(2-TA-3-{[G-Eop Ak T A BT &) KAL) R
A eEoik-3- F Bl

(16)  4-({2- T A-3-[(4-FH A-TH-skod-1-20) F R JH A 2UH)-6,7- = F
FUARRoi-3- T B A,

(17)  4-[(2-TA-3-{[4-(F2 A F A )-1H-sk vk 1 -] F AL K R ) R
6,7- = F A Eok-3-FBL I = 2L LB &,

(18)  4-({2-TA-3-[(2-F F-1H-skwte-1-20) F AR AR 2L )-6,7-=F
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FAEAR-3-F B,

(19)  1-G-{[3-(RAEHKH)-6,7- = F fAefoh-4- L | R4 -2-T A F
A )-TH-oK ek -4- 9 B,

(20)  A-({3-[GFARARA) FA-2-CAFRARHA)-6,7- = F £ %ok
-3-F BLA,

21 4-{[2- TA-3-({[2-(1H-skrd-4- A) T AR & ) T AR A 58U -
6,7-— § B A eoik-3- F Bt A,

(22)  4-[(2-TA-3-{[(2-FA-11- 2 F A AR T AL R B A A
6,7- = F A A Eok-3- F B,

(23)  4-({2-TA-3-[(13-Fm-2- A R A F AR A A L)-6.7- 2 F 4,
Aopok-3-F BLAE,

24)  A[(2-TASB{[R-AARBBRRF A RAAL]6,T-ZF &
Fehopk-3- 9 B,

(25)  4-[(2-TA-3-{[Q-HFA2-F A AV EA]F AR LA L)-6,7-
Z W R R-3- T B (A LB

(26)  4-{[2- LE-3-({[4-(?£E§M£)f£]-§u - SEE-NE-F S
6,7- = F A HEor-3- F Bk,

27)  A-(B3-[(F AR T A]-2- TRV AHA)-6.7- = F AL Aoph-3-
B

(28)  4-({2-TA-3-[(3-F AA-2,5- = Foredibi- |- ) F AR F AL &
F)-6,7- = B F A obh-3- F B,

(29)  4-({2-T K -3-[(1H-ma w4 -5- K 2 F AR A A H)-6,7- = F A,
Hok-3-F BLAE,

(30)  4-({3-[(5-BA-1H-ww-1-2) F 4L ]-2- AR A 2 H)-6,7-=
F A BR-3- T B,

(D) 4-{[2-TA-3-({[2-2- AR skrd - 1- ) T AR A F RO R A&
A }-6,7- = F A Eok-3- F BLA,

(32)  4-{[2-TA-3-({[(2S)-2- A M T A AL T AR AR A6,

~J1
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ZF RS ER-3-F B,

(33) 4-({2-TA-3-[(ke-4- A2 ) F ATRAJRAL)6.7-—F A4k
wopk-3- B BE Rz,

(34) 4-{[2-TA-3-({[(AR)-1-GE A ¥ A)-3-F A T A2 F AR
)R }-6,7- = F S Boik-3-F Bl

(35) 6.,7-= LRE-A[(2-TA-3-{[4-G-F RAFK L )k%R-1-A]F 4
FI)RAEAH-3-F B,

(36) 6,7-= L AF-A-[2-TA3-{[4-GE A T A )kr-1- K] F AR
)R EAR-3- F B,

(37) 6,7-= LA [2-TA3-{[2-(F A F A )R- -] F A X
)R EA-3-F Bk,

(38) 4-{[3-(1.47-Bkokoe-1"- 2L F 5K )-2- LA RA)EA}-6,7-2 ¢
dopk-3- F BLAE,

(39) 4-[(B-{[4-(RAEZ A )R- 1- K] F AL )-2- A K L) RAL]-6,7-=
TR FAER-3-F Bz,

(40)  4-[(3-{[4-Q2-FA R )Tk m-1- A1 F 4 )-2- T A F L) AA]-6.7-
= CRHAEAR-3-F BLE,

(41)  4-[G-{[4-(C-R Ao -2- A )Tk - 1- A T A8 1 -2- T AR &
A ]-6,7-— TR Eok-3- F Bz,

(42) 6,7-= TRA-A-[(2-TH-3-{[Gr A TR RA]F A L)
F AL k-3-F Bk,

(43) 6,7-= T AFK-4-[2-TA-3-{[4-(2- 7 TH)RR-1-A]F AR
A B Evk-3- F B,

(44) 6,7-= LA -4-({2- T A -3-[(4-F k- 1- 2 F AR A £
H)Eoh-3- F B,

(45)  4-{[3-({[2-(1,3-3KF 1] Z AL IR K M-5- ) TR R T A)-2-
LA FRAVRL)-6,7-= T R S —hopk-3- T B,

(46) 6,7-— L AE-4-{[2-THA-3-({[2-Q-Eu A) T AR A FHOE

il
s
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AR JEIK ) ooik-3- F B,

(47)  4-{[3-({[Q2.5-= F A&-3-vk o A) F A )2 F A)-2- CAK AR
H1-6,7-= TR BR-3-F B,

(48)  6,7-= ZHRH-A-{[2- T A-3-({[3-(2- ARt oE be-1- ) R A Ak )
WA F AR Een-3- T BLAE,

(49)  4-{B3-({[2-G-A XA TAIRA ) T A )-2-THERARA)-6,7-=
T RIS R-3-F Bk,

(50)  4-{[3-({[2-(4-A K ) LA BA} T £)-2- CARAIRA}-6.7-=
T RS h-3- T Bk,

(31)  4-{[3-({[2-Q-BF L) TAJRA F 2)-2- T AFRA]R
L RS oEk-3-F BLA,

(52)  6,7-ZCEA-A-[(2-TA-3-{[2-F2 A-2-F A ZHA)RA]T AR
HO)EA)-Ek-3-F BRAk,

(33)  4-((3-[CRALA R FA]-2-TAF AN RHA)-6.7-= AN
-3- Y Bl

(54)  6,7- =T RK-4-{[2- THA-3-({2-(1H-=kmk-4- ) TR &R}
FOF AR ok-3-F Bl

(55)  6,7-= T RHA-4-[(2-TA-3-{[4-(2-"Goth-4- & LA )k B-1-A]F
B R ]-ER-3-F Bk,

(56)  A-{[3-({[(2.2-= F A-1,3- = FURIR-4- 20 F A &L T A4)-2-
B R AR -6.7- = TR A vk-3-F B,

(57)  6,7-= TRIA-A-({2-TA&-3-[(1,3-78-2- K 2 T AR A &
F)-"EobR-3- F Bl

(58)  6,7-= ZAMA-4-{[2- T A-3-(1,3-F bz -3- 2 F )R AR A o2
wr-3- F Bz,

(59)  6,7-= CAA-A-[(2-TA-3-{[(2-77r-2-4 T A )R] T
AR ER-3- F Bk,

(60)  6,7-= TR AE-4-({2-THA-3-[(1H-12,4- = vk-3- L AT A)E

;}M

1-6,7-—

Vi

*
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R ER-3- F B,

(61)  6,7-= THEEA-{[2-TA-3-({[4-Q-E A2)F A2 A) TR
A E A eok-3- F B AR,

(62)  A-{[3-({[4-(RAFEBLA)FT AR FA)-2- LA K AR -
6,7- = TR ABok-3- F BLA%.

(63)  6,7-= L HAA-A-{[2-TA-3-({[2-(1H-"1R-3- 1) LA )& F
A)FA R ) o3 F B,

(64)  6,7- = TLEA-4-{[2-TH-3-({[3-(4-F hvka-1- 2R LR A F
AR R Eoih-3- F Bz,

(65)  6.7-= ZHA-A-[(2-TA-3-{[(1-T A oko2-3- A )R AT A&
AR EH-3- F Bk,

(66)  6,7-= T AA-A-[(2-T A -3-{[4-(Hrz-4- 2L F A )okok-1-2£]F 34
FAR)E A B3 F Bl

(67)  6,7-— LA H-4-[2-TA-3-{[(hrg-4- A F ) EA)F A IEKE)
AL ok-3- 5 B,
(68)  6,7-— T HAA-A-[(2-T A3l -3- A FHAVEA|FAIRL)

AL ER-3-F BLi,

(69)  4-((3-[(CFARA)F A]-2- TAFA R )-6.7-= TR AEA-3-
T L,

(70)  6,7-= T AIL-A4-[(2- T £-3-{[Qrkrl i F A A LT £ KR
A Ek-3-F Bk,

(71 6,7-= LRA-4-[(2-TA-3-{[2-F A& T BA]F AR LR
B k-3 F B

(72)  6,7-= LRE-A4-[(2-THA-3-{[-F AR A RA]T A} FE)A
A rok-3-F B,

(73)  6,7-= TRA-4-{[2-THA-3-({[4-(1H-vtbre-1-4)F 2L ]2 A F
)R A) A B3 T Bk,

(74)  4-((3-[({2-[4-(R A ARBL A ) R AR LA 8 T A -2- T AR A
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AAR)-6,7- = T IR Eok-3- F Bl
(75)  6,7-= & A-4-{[2- T A -3-({[2-(1-F Aot o ts-2- ) T A )AL )
FE) R A B -3 F B e
(76)  A-[G-{[4-AFA) BT A )-2-T AR EA]-6,7-Z CRA
"oik-3- F BLi,
(77)  4-[(3-{[(1-F A okmg-4- ) &R F AL} -2- LA RN &AL -6.7-—
T A3 F B,
(78)  6,7-= L AA-4-[(2- TA-3-{[(3-F EAF A& T A K AR
FREek-3- F BLAE
(79)  6,7-Z T RHA-4-[(2-T A-3-{[(4-F RAFR)RA])F AR LR
A Jeh-3- F BLAE,
(80)  6,7-= T HAIA-4-{[2- TA-3-({[3-(1H-2krd-1-K) R A ]R8 A T
FO)F AR A E-3-F Bk,
(81)  6,7-= T EA-4-{[2-T &£ -3-({[(IR,2S)-2-#2 # -2 3- = & -1H-2p-1-
EIEA) T AR AR ) Bok-3-F BRI = gL LB EL
(82) 6,7-— A A-4-{[2- L A-3-({[2-F A -1-(1H-"]"-2-A F £) 2
AR F AR R Eo-3- T B R (= AL LB ),
(83)  6,7- = LEA-4-{[2-TH-3-({[(IR)-2-# 4 -1-F A AR AL F
BB k-3 B R (Z AL LB )
(84) 6,7-— TR F-4-{2-T A -3-[(2-75-1- ?fksﬁfk‘mfi}d\ SF--
BO)-F AR BUR ) R e-3- F Bk
(85)  6,7- = LA K-4-{[2- T E-3-({[(1R,29)-2-52 Jh-1-(32 £ ¥ A&
AR T )RR E ) Eoi-3-F BLAE,
(86) 6,7-= T AM-4-{[2-TH-3-({[(IR,2R)-2-72 A -1-(2 L F ) A
AR T )RR 2 Eok-3- T Bk,
(87)  N-(3-{[3-(A A HH)-6,7- = LRI Eor-4- 2L |8 A ) -2- LA FA)
4 2 B (serinate) F s (= &L LB 3
(88) 6,7-,_L;L;Ek-4-{[2-6%-3-\1[2-%:5%--1-(‘%’%7%-‘?%)L%]f&%}
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(89)

(90)

(91)

(92)

(93)

©4)

(95)

(96)

(97)

(98)

(99)

(100)

(101)

(102)

T AR Eoh-3- T B

6,7-= LAREA-A-{[2-TA-3-({[1-GB A T A)-3-F AT AR
FA)F AR ok -3- F BRI,

0,7-= LRA-A-[(2- TA-3-{[(2-okmdt-1-48 T A )R] F AR

AR EHR-3- F BLAEE,

6,7-= LR H-4-{[2- T A-3-({[(1S,2R)-2-#2 A-1-(F A T L) A
RIEUE ) F AR | oboh-3-F B iz,

0,7-= LRAA-{[2- TA-3-({[(1S)-1-(R A T A)-3-F AT A&
A H AR R oRh-3- T B

6,7- = LRA-A-{[2-TA-3-({[1-(GE A T &) T A8 A ) TR
ARJEIK ) oik-3- F B,

4-3-[(1-B A FBLA-2- 2 A -RARE)- T A2- T A-RA R
H1-6,7-= T RS -hok-3- T BLE,

6,7- = LA AL-4-[(2- T A-3-{[[(IR2R)-2-5 3-1-F £ -2-F A T
ANF )BT AR L) EAPEwR-3-F 8k,

6,7- = LA -4-[(2- TA-3-{[(2-F A-1-F A-2- K A LA )R A
WAL L) BUR R -3- F B

4-{[3-({[2-.4-—F A KK )-2-F A CAJEA T A)-2-TAXK
AR -6,7-= LA EAM-3-F B,

6,7- = LA A-[(2-TA-3-{[2- £ A A E AT A LR AR
K Eok-3-F BLAE,

6,7- = LR -4-[(2-TA-3-{[2-F4-1-F A LA RA]F AR
) RIK]E-3-F ik,

6,7- = LRA-4-[(2- T A-3-{[(2-F A A ) B AT A KA R
A JeEoiR-3- F BLAE,

4-[C-{[R3-=FARP)BAF A }-2-CAKE)RL]-6,7-2C
FAE -3 T BL A,

6,7- = LRA-A-{[2-TA3-({[2-Ga A T AR K]R AL F AR
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(103)

(104)

(105)

(106)

(107)

(108)

(109)

(110)

(111)

(112)

(113)

(114)

(115)

ARJER ) eBok-3- F Bl

4-{B-({[(AS)-1-F A-2-F R TA|HA T A)-2-TEARKR

£3-6,7-Z LR A oBop-3-F B (= 8. @v;z i#),

4-{[3-({2(=FHRIL T AVRL ) FA)-2-T KA E AL L-6,7-

ZLRAER-3-FEBUI (A LB ),

6,7-= LAA-4-{[2- TA-3-({[4-(F AmBt ) K A28 F 4

FANRAR ) EoR-3-F B —(Z A T8

6,7-= T Bk -4-{]2- a;&-3-({[(15)-2-z,—c;§-1ﬁ AR ALT

BOFIR B Bok-3-F BRI —(Z AL LB H),

6,7- = LEA-4-[(2- T £-3-{[QR)-2-(32 £ F & yobriti-1- 2] F
AV FANVE L ER-3-F B —(Z 2. T8t i),

6,7-= L AA-A-{[2- T 2-3-({[(18,25)-2-7 F-1-(72 A F £ )-2- K

A AR T AR R PR3- F Bl (= s L8 ),

6,7- = LA S -A4-[(2- T H-3-{[(2-"Bobk-4-H T AVE AT LK

A)VEAEM-3-F B = (Z A LB H),

6,7-= L A-4-{[2- T A-3-({{(1R,25)-2-52 L -2-(4-F2 A R AL )-1-

FACKRIRA}FARAEA Bobh-3-F B —(Z A T8

),

6,7- = A A -4-{[2- T HA-3-({[(1R,2R)-2-#2 H-1-(52 & ¥ £ )-2-

RATKIRAL T A RAIRA ) EH-3-F R —(Z A L8

),

6,7- = LA A-4-{2-T A 3-[2-HBA-1-F A FE2-FLA-THEE

A)F AR AL Bo-3-F B —(Z R T8 &),

4-[C-{[Q-RA T )R] T A}-2-TAFL)RA]6,7-Z LA

Hobok-3-F B —(Z A LB ),

6,7- = LESL-A4-{[2-TRA-3-({[1-(HZAFL)2-F L RA]AL)

TR R E-3-F B —(Z A LB &

6,7-= T AE-4-{[2- T A-3-({[4-(F %ﬁ%@tg)ﬁrﬁ]ﬁix} ¥ A)
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(116)

(117)

(118)

(119)

(120)

(121)

(122)

(123)

(124)

(125)

(126)

(127)

(128)

(129)

AR ER-3-F B —(Z A T8 ),
G-{[B-(RAEHKH)-6,7-= TEABA-4- A A )-2- TAF R
B E R T LB,

4-{[3-(RAL T H)-2- TAFRAIR AL} -6,7-— T RAASH-3-F B
ez,

A-{[3-(RA T A)2-F A RKAVRAL}-6,7- = T A A Eok-3-F Bt
i

6,7- = LAA-4-({2- LA -3-[(L-BE R B A ) T AR AL A4 )
h-3- T B —(Z A LB &),

6,7-= LAAA-{[3-({[(T AR BAIEA ) FA)-2-F ARA]
FJE )} Eok-3- F B,

A4-({3-[(TBLA R F A]-2-F A KA RA)-6,7-= TS0
-3- ¥ B,

6,7-= TAA-4-({2-F A-3-[({[(4-F A-2,5- Z Akekrd i -4- )
FA)RBLA AR T AR ) 2L )R R-3- T BL A
A-(3-[(TBARRA) T A)-2- TR R A B AK)-6,7- = F A Aok
-3~ B,

4-{[2-TA-3-({[( T ARIOB AR A F AR AR A 1-6,7-=
¥ A A k-3 Bh A,

4-[(2- T A3~ {[(F AR B A ) 2R )T A KA A A]-6,7- = F £,
Fok-3- T B,

4-({2- T A3 [(L-# 2B 2K F A KA 8 0)-6.7- = F A%
w-3- F BLi,

A-[G-{[(3-3F TA-L-SR 8B A ) BT A ) -2- AR A AA]-
6,7- = F A Eo-3- F Bk,

0.7- = LAA-A-({2- T H-3-[(L-F AR BLE L) T AR A VA K)
ok-3-F Bt —(Z AL LB ),

6,7- = LA -4-({2- TA-3-[(L-FA R B AL F AR A Sk s
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(130)

(131)

(132)

(133)

(134)

(135)

(136)

(137)

(138)

(139)

(140)

(141)

(142)

(143)

h-3- T Bl —(Z A LB ),
6,7-= T A S -4-({2- T A -3-[(L- FEBLEMSL)F
R-3-F R (A LB ),
N~1~-(3-{[3-(2A K HR)-6,7- = TR Boh-4- K 2K} -2- T 4
FA)-L-o-B 2B —(Z /T8 ),
6,7-= LEA-4-({2- L A-3-[(L-HEBES) T AR A 585
Hh-3-F B (= A B ),
4-({3-[(L-# A BLERA) F A ]2-TAF A N)-6.7-Z CRMLSE
h-3-F BLik = (Z A LB ),
4-({3-[(L-Am 2B 2 A ) F A 2-C AR A RA)-6.7-Z LAAE
wh-3-F B —(Z A LR ),
6,7- = L AH-4-({2- T -3-[(D-£ BB EA) T AR 2L )-
oh-3- T BRI (S A TR 3,
4-[(3-{[B-FR T A -L-A EAB L)AL T A -2- T A KA A A)-
6,7- = LR ER-3-F B —(Z A L8 ),
6,7- = T A S -4-{[2- T £ -3-({[(4S)-1,3"E vk ki -4- S 35 2 | 5L
AR fEok-3-F B —(Z AL LB &
6,7-= LB A -4-{[2- T A -3 {[(4R)4-;ﬁ£-bﬂﬁ§aﬁ#@]-§u£&}EF'
HOFEAVRAL ) E-3-F oI —(Z A T8 2
6,7-= LEA-4-({2- LA-3-[(D-B R BEAI) EF’%] AR
h-3-F B (A LB
N~1~-(3-{ [3-(§u§sm£)-6,7 - LRS- AR R -2- T A
FRE)L-RABE (ZATEE),
6,7- = LEAS-4-{[2- T A -3-({[(2S)-9k 2 -2- & 35 A )R F A
FA R EuR-3-F Bl —(Z AL LAk 2h)

4-[(3-{[(3-3F T 2-D- A AB6 A ) & A “F’);'s; 2- LA R EA-
6,7-— LRATH-3-FBLIE —(Z A L8 E
6,7-= LA -4-{[2- T A& -3-({[(2R)-7 "= -2- 2 fﬁ%]éu%}?%)
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P
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(144)

(145)

(146)

(147)

(148)

(149)

(150)

(151)

(152)

(153)

(154)

(155)

(156)

(157)

FARNRA ) Eo-3-F Bl —(Z A L8R H)

4-{[3-({[(2S)-2-F Ik K -4-M Bt A 1 2L ) EF'%R 2- LA KA
H-6,7-Z LRABR-3- Tl —(Z 8083

4-{[3-({[2S)- R A& A T H-2- A B A2 T A)-2- TAFRA]A
H1-6,7- = LE A E-3-F B —(Z R LE8 ),

6,7- = LRA-A-[(2- T A-3-{[(5-F A-L-E R RABA) AT A
FE)RAEA-3-F B —(Z A L8 ),

6,7-= LRI -4-{[2- TA-3-({[(4R)-1.38 o4 -4 A AR A )
HOFR AR o Rok-3-F Bl —(Z AL LB ),

6,7-= LR -4-[(2- L #-3-{[(4-FH A -D- K R BB A ) B K] TF A)
FARAER-3-F B (A CER ),
4-{[3-({[(1-AA-2,3- =5 -1H-?*-1-;€E)%ﬁk] AV AR)2-T A
FA)RAL)-6,7- = AL SHR-3-F e (A FH ),
A-{[3-({[(1- BT T A A R FA)-2- CAFRARA)-
6,7- = LESEM-3-FTELIE Z(Z A LB

6,7-= L B H-4-{[2- L A-3-({[(3R)-1,2,3,4-w7 agnfg%-&g;}i
AJRA ) T AR R EH-3- T —(Z AL LM k),
4-{[3-({[(2R)-2- B -4-F A TRAEA ) F H)-2- AR AR
H1-6,7- — LEEER-3-F Bl —(Z A L8

6,7- = T A -4-{[2-T A -3-({[(35)-1,2.3 4-19 &, vf‘wbﬁ-%-%;f’ﬁ
H1EA TR AR Ek-3-F Bl —( Z A M

6,7- = LA -4-[(2- T A -3-{[(4-Tkrm -4-F-L-FE A B A B AT
A FA)BAER-3-F Bk Z(Z A L8R &),
4-[3-{[(3-AM-L-F ABLA) F L) F A )-2- T A KA ) R A]-6.7-
S LA ER3- T B (A LR ).

6,7- = LAA-4-({2-TA-3-[(D- KA EABLAL) T A PR AL RA)
Boph-3-FELE (A LB ),

4-{[3-({[(2S)-2- R A-4-F A T BB F A4)-2- T AR ALA
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A }-6,7- = TEAEW-3-F ol —(Z A LE ).

(158) 6,7-= TR A-4-{[2- TH-3-({{3S)-wk o -3- A A &AL F A)
FAE Bok-3-F B (S AL TR,

(159) 6,7- = LR A-4-{[2- T #-3-({[BR)-7k=Z-3- A A )R E T &)
FAEJEA ) ER-3-F B (A T ),

(160) 4-{[3-({[(2S)-2-FAA-2-F A THEA ) EAL ) F A8)-2- LA F AR
H1-67-= LRS- F B (A LB ).

(161) 6,7- = T A A&-4-({2-TA-3-[(L-mRABEL)F AR AL 2R
h-3-F Bl —(Z A LB E).

(162) 6,7- = Z R AL-4-({2-TA-3-[(D-FEEFEL)F AIF AL E L)
h-3- F Bl (S B LB 2L,

(163) 4-{[3-({[(2S)-2,5- = A-1H-wto&-2- L s AR 2} F 20)-2- T K
A)EA)-67-— LR A ERR-3-F B (Z 8 LB ),

(164) 6,7-= LB H-4-({2- LA -3-[HABLEL) T A F L 2L )rEok-
3-WEth L (Z A LB E),

(165) 4-{[3-({[2-RAA-4-(FT AL aBA)TEARA) T HA)-2-ZAK
B 6,7-— CEAE-3-F B — (2 A L),

(166) 6.7-= 7 B Ah-4-{[2- T &-3-({[3-2-rk st £ )-L- R A B AL T
AV AR Eo-3-F Bl —(Z AL CBR ),

(167) 6,7-= T RA-A-[(2- T A-3-{[ (3~ -2- -L- A BB A ) 2K F
EVF A EAEMI-FHE Z(Z AT,

(168) 6,7-= L AA-4-{[2-THA-3-({[3-2-Fm &£ )-L-F 2. BL) 2L ) T
AO)F AR Bok-3-F Bule —(Z Al LB 3L ),

(169) 6,7-= 7 & -4-{[2- T H-3-({[3-(1,3-"&mk-4- 2 )-L- 7 A B &,
A F )RR Ek-3-F B 2 (Z AL BR 3L,

(170)  4-{[3-({[(2S)-2-F A -2-IR /XA LBt AR |2 7 AR )-2- LA R A
BHE-6,7- LA ER-3- T Bl —(Z 2 L8 ),

(171)  4-{[3-({[(2S)-2- & A /X -4- sk Bt A (pent-4-ynoyl) | & & | F 4)-2-T

i
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AFRA)EL)-6,7-— CRAEH-I-FBLE —.(Z ALK E),

(172) 6,7-= LEA-4-({2-T A -3-[(L- B4R A AT AR A R E)
euk-3-F Bl —(Z A LBR ),

(173) 4-{[3-({[QR)-2-F L -2-F & LB A B A T A)-2-CAF KA
H-6,7- = LRSS -3-F B —(Z A LA

(174) 6,7-Z 8 H-4-{[2-T %-3-1\{[(4R)-4-?ﬁ£-D-ﬂﬁ§L@i]§k£§} ki
FOXR KB ek -3-F B —(Z A LB ),

(175) 4-({3-[(B-F A BRI ) F AL]2-T A F A A5 )-6,7- = CAKSE
h-3-F i (= A LB E).

(176) 6,7-= T A H-4-[(2- T F-3-{[(3-rtkrg-3- 2 -L- A BBL £ ) B
R B A ER-3-F B = (Z A L8 ),

(177) 6,7-=TRA-4-[(2-TA-3-{[(3-7kmz-3-A-D-A A BLA) R A] T
AR EAPER-3-F B = (Z A LB,

(178) 4-{[3-({{N~5~-(R & # A& )-L- %%&MWRW )»-2- AR A&
B-6,7- = CAAEM-3-F Bl —(Z AL L8 H),

(179) 6,7-= T A A-4-[(2- T &-3-{[(5-F £-D- imﬂ@%%)ﬁﬁ]‘?%}
FHELER-3- T B —(ZA

(180) 4-[(3—{[(2,3--:%&-1H-7r"él%-l-g;fm‘xmg]EF’%,:»—Z-ZJ%;&KE)
B A]-6,7- = LESEMR3- TR (Z AR,

(181) 6,7-= T AH-4-({2-TH-3-[(L-F E A, @ift”' A)FAIRA AL
“Fopk-3-F Bl (= AL LB

(182) 6,7-= LRI -4-({2- LHE-3-[( D-}ﬁﬁﬂ%i
h-3- F oL (= A LB ),

(183) 4-{[3-({J(1-B A I A A VR F20)-2- T AR AR A -
6.7- = L AL Euk-3-FEtie —(Z A LA 2“)

(184) 4-{[2-T #-3-( 4 F A)F VR -T-3-[F T BLAGG A AR
R AR -60-F AL EoR-3- F BLAE

(185) 7-{3-[ LBt A (F A )AL A AL} -4-{[2- T A3-(RAF AR
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AJRA}-6-F B Bok-3-F BLik,

(186) 6-[2-( TEARL) T AK]-4-[2-TAFRK)HL)-T-F AL Eodk-
3-W i,

(187) 6-{2-[TBLA(F A AL T AL} -4-[2-TA R LR AL)-T-F &
A ook-3-F Bk,

(188) 6-{2-[ LBLA(F AEA)RA)LEA-4-[2-TARAAKL]-T-F
F A ok-3- B BL A,

(189) 4-[(2- T AFKK)RA]-6-12-[F TBLA(F AR T AKL}-T-F
F A -3 F B

(190) 4-[(2- T AFF)RIA]-6-{2-[F T BLA(F R AR L AL L-T-
¥ RS AR-3- T B,

(191) 7-3-[ LB AR (F R)BA]R A -4-{[2- T A-3-(B AT )R A]
AL }-6-F AAER-3- F B,

(192) 4-{[2-Z 3 -3-GE A T AR AR A ) -7-3-[F T B A(TF )AL
7 EAR -6~ F AR vR-3- F BLAR,

(193) 7-33-[ZBACGRRA)BA]R AL} -4-{[2- T A3-(B AT X
KR -60-F S ER-3-F Bhiz,

(194) 7-3-[FRAAGH TBA)RA]REL | -4-{[2-THA-3-(FAF L)
R R -6-F B Eoh-3- F L,

(195) 7-B-(TBARL) R AA]4-{[2-TAE-3-(Z AT AR A)RA)-
0- % A A bvr-3- F Bz,

(196) 4-{[2-TA-3-(F2 A FA)RA) 2 -7-[3-GF TBLAZIN) R £
H]-6-F A ER-3- F B,

(197) 6-{2-[(FF AR A BN T L)AL AA-4-[(2- T A XA RA]-
7-F F A Een-3- F B,

(198)  6-{2-[(R A AR AN G A A )R] T Ak} -4-[(2-
AL-7-F 2SR ER-3- F Bk,

(199) 4-{[2-Z&-3-(FAF R FLIEHE-7-13-[F R AT Asstk)
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RAR] R EAR-6-F AR oi-3-F BLAE,

(200) 4-{[2-TA-3-(F A F A FAIRA ) -6-F B -7-(3-[( F A5
A)EA A EAL -3 F B,

(201)  {3-[(3-(RABA)-4-{[2- T A -3-(F A F )R AR }-6-F £
Fopoh-T- )BT R A F R A RA T B T A s,

(202) 4-{[2-TA-3-(R A F AV FRAIRA-T-G-{F AA[(FREARL)
BARA ) R RAL)-6-F BB R-3- F B

(203) 7-[3-GR AARA)R AL]-4-{[2- CA-3-(Z AT L) R A AL} -
6-F F A Bok-3- F Bk,

(204) 6-[3-CA A AR A AL]-4-{[2- TA-3-(R AT )R AIRA -
7- 9 B3 F B,

(205) 7-{3-[Q-BA ZENTFTA)RA|REA ) 4-{[3-(F L F £)-2-¥F
AR RI)-6-F AL Eo-3-F ek —(Z A i),

(206) 4-{[3-(F2 L F 4 )-2-F A R 2L} -6-F 8L -7-[3-(2-F Kok
-1-20) A AR e ok-3- T B

(207) 7-(3-[2-FA THENF H)BA]R B -4-{3-(F AT A)2-¥F
AFRA]RI}-6-F AR Boh-3-F Bk,

(208) 4-{[3-(FZ A F & )-2-F AR A)BIAL ) -7-[3-3-F ke -1-4) R
A H]-6-F R -0k-3-F B,

(209) 4-{[3-(F A F H£)-2-F £ R A )EAL L -7-[3-(4-2 L koz-1-£) A
FUR]-6-F R -Boik-3-F Bk,

(210) 6-F A& -4-[(2-F A KAL) B )-7-[3-2-F Avkoe-1- )R A A

wEoph-3- F B A,

211) 7-[3-(3-# A km-1-4) A AR ]-6- F A -4-[(2-F A X ) B A]
Eop-3- § BLAE,

(212)  7-[3-(4-72 AR -1-0) A AR )-6-F R 2-4-[(2-F 2K R ) R A
Hoin-3-F B,

(213) 4-{[3-(72 A F A)-2-F AFAK]RAL}-T-[3-3-72 A bg de-1-4)
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A EAR]-6- T AR ER-3- F Bk,

(214) 4-{[2-TA-3-(F A F AR A2 A -6-F RA-T-[3-(1H-1,24-=
o -1- 2 ) R B | k-3-F Bhik (AL LB 2,

(215) 7-[2-(3F A AERL) T AA]A4-{[3-(F2 £ F2H)-2-F A KA JHA)-
6-F A A ER-3- F B —(Z AL LB 3

(216) 6-[2-(F R A RA) T AK]-4-{[3- (‘ﬁ%&‘?’f—k) 2-F AR R -
7-9 B -3- B = (2 AL LB ),

(217) 6-[2-CR AR A RL) L AA]4-[(4- THE KAL) R IL]-7-F 2 Lvk-
3-¥ Brik,

(218) 6-[2-CGR AAEAL) CAK]-4-[B-THEFREK)RNA]-T-F £
3-W B,

(219) 6-2-(GR A ARA) LAA] -7-F BA4-[2-F AR L) RAEH
S3-VEE (S AL

(220) 6-{2-[2-RA TH)RHK] Ci@-&}-‘l-{ [3-(F2 A8 F A)-2-F 2R
FAN-T-F A -3-F e —(Z A LB E),

(221) 6-[3-CRAmAZA) A RA]-4-[(2- T AR ) RK]-T-F A Bobk-
3-F Bt (ZH LB ),

(222) 6-{3-[(FRAFHR)EAR AL} -4-[2-TAKN)RA)T-F AL
oheopk-3- F BE A,

(223) 6-[3-(AA FHBLATA-FA)-RAK]4-Q2-THA-FAEL)T-F
FARA-3-F B —(Z A L8R ),

(224) N-[3-({3-(R A L)-4-[2-TEF LR L]-T-F St rEot
AAVRAIHRB T E (8. T8 ),

(225) 7-B-RARAR)A-{[2-CE3-(F AT E)R A2 )-6-F 24
weopk-3- F BL IR = AL BR 3 (3h),

(226) TR 2-[(3-(RAKA)-4-{[2- T A-3-(F A F )R AR A)-6-F
FAER-T- LR LB Z B LB 2 (3h),

(227) 6-[2-GR A AR L) CRA]4-[2- CEF L) FEH]-T-F £ ok
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3-% Bk,

(228) 7-[3-(2,5- — BB AE-1- ) R A -4-{[2- T A-3-(F A FA)
FAVEAR-6-F FASHR-3-F Bk,

(229) 4-{[2- T A -3-GR A F AR AV RA-0-F RA-T-[3-(3-F #-2,5-
Z AR - 1- 280 R B k-3 T BB

(230) 4-{[2-T A -3-(F A FA) R A 8 A} -6-F R H-7-[3-3,44-2F
A-2,5-Z ARkt - 1-40) R AR PR o-3- W Bk,

(231) T-CGRARARA4-{[2-TA3-(F A F ORI AL -6-F AL
ook-3- F BL A,

(232)  6-CFR /XA BA)-4-[(2- TR L) RAL-T-F A Sh-3-F Bt
fiiz,

(233) 1-{3-[G-(RAHL)4-{[3-(F A FTH)-2-FTARXL]JAL)-6-F &
AER-T- ) B R A -1-F Sk ed i a4

(234) A-[C-(RAHL)-4-{[2-TA3-( AT AR AR -6-F A4
ok-7-A0) BRI - 1- F B T AL

(235) 4-({3-(RAHA)-4-[(2-TAFHR)RA]-T-F AMhboh-6-4) £
Ak -1- W BR AR T A B,

(236) 3-(ZAFA)-4-[(2- LA ) RA-T-F BB obe-6- 2 iR 2-
R B B

(237) 4-{[2-CA-3-(B A F AR FRA]RA)-0-F AA-T-(RE-4- A &
ARy opk-3- F B

(238) 4-[(2- T AFK)RA]-T-F B -6-(Fra-4- 2 B Eok-3-F Bt
fez,

(239) 6-[3-(FA A KR )-2-#Z A R AK]-4-[2-TAFA)ANL)-T-F A
A opk-3-F B

(240) 6-{3-[(2-FAA TA)RA]-2-Z A R AL -4-[(2-T AR AL
7-F F AL EAR-3- T BLAE

(241) 4-[2-T A FE)RHAN-6-[2-5 £ -3-Q2-F Lobrk k- 1-4) & 4]
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-7-F RAEHR-3- T Bk,

(242) 4-[2-TEAFRE)RL])-6-2-2 A -3-UR-1- L REAK)T-T £
wopk-3- F L,

(243) 6-{[(2R)-3-(FR A AL AL )-2-2 £ -2-F A A AR A ) -4-[(2-T 4
RA)RA]-T-F A Eok-3-F BLix,

(244) 6-{[(29)-3-r R A AA)-2-A K -2-F A RA|RA-4-[(2-T AKX
A)RA]-T-F BAE-3- T B,

(245) 6-[3-(FRAARA)-2- A B EA]A4-{[2- TA3-(F AT AR

H)EA-T-F 8 Ek-3- T Bk,

(246) 6-{[(2R)-3-(3F A AL £ )-2-#2 5 R AL B L -4-{(2- T AR A
H]-7-F A E-3- F Bh Ak,

(247) 6-{[(29)-3-CR R AR L)-2-Z AR ARL ) 4-[2-TERDR
3)-7-F B A AH-3-TF Bl

(248) 2-% A FHEh 3-(RAHA)-4-[2- T A FKE)FI]-7-F S Lobh-

&

Bt

6- A B

(249) 6,7-— LA -4-[(4-F £ -1-BA&K-1.2- = B FBoh-5- L) A A4S
-3- F Bthe,

(250) 6,7- = Z & -4-[(4-F H-1-84K-1,2.3.4-19 & Fobor-5- ) A A]
whopk-3- W BE A,

(251) 5-{[3-(FR A HE)-6,7-= T R FEoh-4- )RR -3.4- 2 R ok
2(1H)-F B4 T AL Bs,

(252) 6,7-= & E-4-(1,2,3,4-19 R Fbok-5- 2 F L )5

(253) 4-{[3-(& A T H)-2-T K AR A)-6-
H)-7-F E S eEok-3- F Bz,

(254) 4-{[3-(BAF £)-2- TAFAIRA ) -6-[3-0 R AR R AL
7- 9 F k-3 F B,

(255) 4-{[3-(RAF A)-2-THARK)|RA-T-3-[F THAG AA)R
AR B} -6-F B B3 F B,
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(256) 4-{[3-(F AT &£)-2- TAF KR -6-[3-GR A AR AKR)-2-#
AR EA)T-F AAE-3-F BLAE

(257) 4-{[3-(AAFA)2-CAREIEE-6-B-(F R A EK)-2-2 A
A AL ]-7-F B k-3 F B,

(258) 4-({3-[(TBLARA)FA]-2-TAFA I RHE)-6-3-[ LBACGRA
A)RA]-2-72 A R B -T-F B -3 F B

(259) 6-[3-CR mARIK)-2-F2 L R BH]-4-{[2- L F-3-(1H-RKm-1-
WAVE AR -T-F B b aR-3- T AR

(260) 6-[3-CGR A AR A)-2-F K R AA]-4-{[2- T A-3-(TH-steod-1-3K
TR AIRA-T-F RAE-3- F 8,

(261) 6-{[(2S)-3-(3R A 2L & A )-2-52 2 8 2L BUAL | -4-{[2- T 2R -3-("y ok
4-2F O F AR -T-F A3 T Bk,

(262) 2 HA6,7-= LAA-A-[(2- TAF ) ZAEM-3-2 ) T B2

(263) 6-[3-CR AR EA) A AA]-4-{[2- T A-3-(TH-20m-1- A F ALK
A)BI)-T-F R Ek-3- T B

(264) 4-{[2- T A-3-(1H-sme-1- 2K F ) KA 2K ) -6-F L-7-2-F
IR TR Euk-3-F Bz

(265) 6-(T AR I)-4-{[2- T A-3-(VH-okok-1- 2 P A VK AR A )-T-F
F A k-3 Bh

(266) 6-[(2,2-=F A CH)EA]-4-[2-T A XKL BHK]-7-F Ak
whi-3- § B

(267) 6-[(3,3-= LR A A L) RA)A-[2-TAFK)RAL]-T-F A4S
ohh-3- F B

(268) [2-({3-(RAHIH)-4-[2- T AR AV EAA]-T-F B Eobh-6-2L | &
A) TR EIE T ERAR T AL B8

(269) {2-[(3-(RAFA)4-{[2- T A-3-(FAF E)RARL}-T-F A
Bopok-6-2) 8 A A B TR T A bs

(270) 6-{[3-CARAE A L) A AIRL-4-[2-TAF L) ANK]-T-F

h.

Ak

1
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"Eoik-3- T Bk
(271) 4-(2,3- A -1H-2p-1- L £ H)-6,7- = F S Boph-3- F Bbs
(272) 6,7-Z L8 A-A[(2-F AR L)AL ook 3-F B
(273) 4-{[(3S)-1-(F A TELA bbbz -3- K | R AL 1 -0,7- = F RS k-

3- W B
(274) 4-{[(3S)-1-(FAA LA IR -3- 2K ) £ }-6,7- = F AL wk-3-
¥ Bl

BIATAT =AM 69 3 5 7T ¢ o) A= AL .

U ARK AW S H — NS AT ARG R T8, ALY
M QAEFTA ) AR F AR, L33 MR Fo dE AT BRAR VA B H 6,45
SH R B BT, ERFMRRLIRS DL LIEAN.

F R B4o 6y % ik (cf Advanced Organic Chemistry: % 3 jk, 5%
JMarch, p104-107), <T457HsRkf o R A3 BAR, E o0y 7 ik 4%
A SN AR RS T SR R Y R AR AT B ARAT A 4, A
i B () 4o il I EAT) BT AR 2T B AR, IR 5 B BLEFHER 4

RE AT A BT e sh ey B AR, 260
FETRZNE O, wBe B (o). BEEE (35S
H4E). AMSEE, WwZ TR, Buk. N-F AR . N-ZA%R ., &
2R, —FAK. NN-ZFE UBEXRELB(GeMERK). 5 —F @,
Yo RTINS AR AB5%, EE0) QL IFB ol i, o W AREL AL
L. HEN. FURERHE. fwERYE. BRBLEUA LR
FREE P A

AR A RAE—F 5 Ede BT L e RV L5 LT
ZH e s, AFEAE
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(a) XA k44p:

F‘20
1
R X.
A "NH,
s
R? N
(I

A R'Fe R XD T 2 XRAH LB FR 94744, RO ZB LA
B, 5 X()E4h B

R*-N(R*H (111

HEF R e RO4EX(D P 62 XA 2 LWRIPF 94754, K&

(b) HH&XIMe4, £ F R F/K R* 2 Y(CRY,) NRR,
Y(CR?),CONR'R’. Y(CR%,CO,R’. Y(CR%),OR® 2 Y(CR’)R®, #
FY ZEA, EXAV)Le4h:

X

R
~NR3

R X
AN NH,
2 s,

£ ¥ Ak A A B Y(CR,)NRR' . Y(CR’,)CONRR® .
Y(CR*) CO,R®. Y(CR?)OR® s Y(CR)R®# R'& R* 254, 5—
ARVERY G RY—#edd LAk F 2L, B X (Ve
L-(CR%),R* (V)

& R* Z NRR'. CONR'R’. CO,R®. OR®# R®, R*, R®#= RO4&X
(D 6 2 LA A LMARP GITEY,
F AAFiE £ 7 k@R (D)2 E,
*fRFAETRY AL,
<A X (e a4k 4 7 —FF X (DL b-4 .
TP F BT 3R 6 3 RIEA L.

ExE@F, AARYRBLLAR, vXNE. LELRA. ZAM
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A MER (40 DMF)F, E4 5B E (40# 100°C)TF #47
EHEbO)F, BEAALKRERRNE, LLRA. HRATE
W o B A) AT, EEMER (4o DMF 2 28 it 47,
K (kA4 =T 18 it 4% X (VI E-4:

R20
1
X.
R Xy OH
R® N7
(VI)

& R R e R BXADT E L, S5RMA (b RABLR)R L, #
FALXS L 4 B R 5 BB K

N(VINL A4 T Bl AARIRw HLay 7 k41 &

& ) AATR T LB AR T i, TR (G- stA 4 5 —H ()
e,

AR A 5L RO 84 K R 6Y 52 49) 814538 1 S5 AR BRAXUR T 5] A B
R BRI B BRI A A B A6 BAL RURL, 1X 8k
77 ik 6 XA A0 B B RALF AR IS 8 . 2T 5 SR AR E) P A
. Bide, @iTE FALH (e BAABLA)A L, THEA R AARAE K
#, mZARABAAY THATFERARLE. 545, THARRK
AR & RAAL AR & RARBRARE, %;ﬁ%T@ﬁL@ﬁ
A, BATFANAMBLARF ABREEBLA L, RGHELAE SR
AL 3R A4 A Bl

FLAR LT E ERARER AR, THLE SR
Fa AR AP L4540 T W .F McOmie 453, Plenum Press (1973)H 5 4%
“Protective Groups in Organic Chemistry” # vA & £ % = i T.W Greene
& P.G.M.Wuts, Wiley-Interscience(1999) & kg 9 “Protective Groups in
Organic Synthesis” W 3%if |

JAK3 /-5 69 R m Q46 KIE . RB MR R I L RE M IR,

AL BE SR —FEh BB, ZA AR F(a)s 57 Rkt
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ARETHEMHER. BRAE. SLMBLRE. £ROEHED K. FH
BE. 1 RAB OB AAB R TR E . BIE. Hd. B K
A5G EMTFRBAER. ZTHWHLEHE. Crohn K5, B AR%ESK
. AR Fe LT f g SRR R R IARRE, KA (D) H]E 5L
P (LFEA) T & G B A BB 2K Janus $8& 3 (JAK3), #4464
ERBAER TE R RAAEN TR IR LA F LTEZH
HAR T BT T e BAR,

AZ P RILER Tig o7 %7, RRUEH XD K A8 Tt
M H /A AR .

REORIE B —F 25 F e0b-4, Z 640 T(a)é 77 T ik
B THAMAMHEF. R, ZAMBARK. ERIHET L. 4
B I RAB R RAAB R R JE . RE. E%. BR FEMAKX.
B & 2B TR AER. THEEM K. Crohn KB, B R3E5HKK
A, AR FeEE S RIS RO R AR RIE, A (D) F)H 5L
A (LFEA)F E G B A BR % B 2 Janus #85 3 (JAK3), Z4046-4 6,
FER AR T X2 R SRR 6 E A R AR A A S T-m 0 % 547 4
A RIAKBIRESN K LY REHF LTHELOE, URABF LT
LA BAR,

AL ORL 5 BATHIH IS M (LI T & & BE Z BB X Janus
B3 JAK) W 7 ik, ZH ik LIEL ST AL HMA KX 14b
MREHF LT Z e,

BT O FTRAL G FIRBAAKX AL, EH M) FE, HREH
MAHmEAL, FTHEETIEELHT. ZHEMHEL 0.1-100mg/kg
EOHOE

ST AL A M. R AR, HFA L E 7 KT8 718 X,
4o L 2,47 64 4o Turbuhaler® 84 B A # B F 44 4 %'J i&f’%%ﬁ%\%, 4o

’T’WJMD/X“%"&L, KEFEEFHH, Bldedidl B F L. AR K
R MEEA. Ji%hlﬁﬁuw%%,X%%ﬁui =17

#
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WERNBRBRYNEMEL D, XA BT HeHH X Lme

R

.

LS

TR L B ARG P KBt R AR XA s, o
R R LA 65 AR K PR A VA B Bh B L T AR S ey IR . S Bk
FRBAR. AF R R T AA 485 A4 A (do il SR )89 40 i 49 4046
.
$iw%A%%+%%ﬂ#m&m%ﬁ£MTk =y N
BN, 3TFBRALD, THARAO MR ,H AW @ K.
?Aﬁ&%%%A%%ﬁﬁﬁ%ﬁ%%ﬁﬁ@H%me A A
F T E A BRI H R T, Ao CCop RS 3 (do 8
BR). MRBREL. BRAE. WMAMEL. 2 EM R E CASY AR EMR
”ﬂ%ﬁﬁw#LT&x%\ﬁJ
ii2i3ﬂ4&‘*¢bxgﬁfk.x.%;$b%1)\%§éﬁx.¢n A2, IZBN T VA
RBFNERSHNEBENE, Fo T Ll ZoFRIR ) o) FABNE .
*%ﬁm ot meg e BARM MR, . R E .
BB R T 2 ABRMRE, EAOBMREAE, Wwillg. R, 4%
FAE. B, FUEERR. A FAERE. EEAE. EaE. HEAERE. VA
By . Ab, THEE SRR mnibetBid s — AR, &
Tz RSB EPBIRE T, FERESH FERTHERL
4.
»#W“%%ﬁﬂﬁﬁ@%xmlﬁ~%.”~ﬁ£ﬁAﬁ
PP BRI XA IR I AL A E) B RN E (e L Ao d
Turbuhaler®)#4 2 df% E F, Z BN F 7 §$4i¢+f£ FIT 325K 0% 7)
T, RAehEHEN. AR AL, EAXLBEAMAT, THE
Pt 4 B
ﬁ%uw %, TAEE ALY BB KB, doFAE. 4B
LELEE . B EAERE, Ay, wDRAERH. BRI R AR
;%%%ﬁi%;%éﬂ S IR AR T e A IR B, e/ SR

3

\

A
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F, o fEBRsk. RASERAS. RO B, ¥ LHFRS, RE
JEHIRHA . e REBORAA, THde LIRS &69 7 S KYE 6
BB OR, EBEET AR AR, B, BoH. R/
4REF. AN, TR R R R SRR T 5 T AER GG H HUEF] P 4L
0% KLk,

AR EHRARIRE, THEITRMEY S5 E it b AR B
e, BRI E T A A AR LA R P ATIR B AR F 6 iZ e
YRR . BT A51% 25 4 0 AR SR BAREI ) L A B R I I IR

2 AR ) 6 R AR B R T AR AR A SCREF M X B4R AT
HAAA) . FEAERCEE. K. HibhA R B4 RA MY IER. X
WRARBI LT SR A ER . AR ABEX A/ KA A EHF 69K
WA VA B RATIRIFH AN T #edm & 2 K A

T HEALPSME LT R TiE7 LA RmEGLE MRS L

hiss

AL BT R B KRB “EFETT RIEGIEAEASRLCHIL T
R BARN AT TG . B WA R85 £, RiE 9477 # 9%
51L” Fl LA,

F %) 52 5645 A5 5180 R LA .
il ik

BAAE, FTARNHETR. RAT, EFTBERENE P
HAT. LR QTR B AR AR T He X 69, A Merck £/ 60
(0.040-0.063mm)i#t 47 4| &-#£ I E 4. )% HPLC 428 Kromasil KR-
100-5-C18 #:(250x20mm, Akzo Nobel)Fe Z5/K 64 ib-4, FAik
10ml/min. & ¥ 038 i$ 44 HPLC /& 254nm F 147, 4% 8 Kromasil
C-18 4£(150x4.6mm)A= 5-100% Z A 44 AR (4 0.1% = 8. L8 )89 4
JLBRM, ik lml/min, RAREBALM, ERHEREZWCT, BE
THRATENGRE. FeyTIRAE 40C T RERAT.

'H-NMR 3%,4# % A Varian Inova-400 2% Unity-500+/X &35, 1%

17
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R &5 -d(8y 7.27ppm). = F TAR-dy(8,, 2.50ppm) K, F 82-d,(5,, 3.35ppm)
0P RIEFVEAE A N AR . KPR LR A £ 4 APCIL & F 15 ¢
Hewlett Packard 1100 LC-MS % % 3 /5.
J Merck #£/% 60 (0.040-0.063mm)# 47 4| &£ 1 A7 . 4|4 HPLC
1% A Kromasil KR-100-5-C18 4£(250x20mm, Akzo Noble)Fw Z /7K &4
Bad, ik 10ml/min, B ¥ Mid it 4547 HPLC £ 254nm F #47,
1% ] Kromasil C-18 4£(150x4.6mm)F= 5-100% Z % ¢4 7K & (4 0.1%
ZRCEB)HE RN, Ak ImUmin, KA ASERLML, ERFHE
FAOVCT, BATHATENGEL, FHe)THRAE A0C TRARAT,
FVATF E34 69 'THNMR #0348 F, quintet & =& 4, mult &
T35,
£ 1
6,7-= LRI -4-{[2- LA -3-(1H-sfmd- 1- 45 9 2O K A B ) odooh3- 7 Bk
fi
a) 0,7- = LAMA-4-{[2- TA-3-(B R F )RR A Bok-3- F BLiE
AATRRRAL A AR 48 WO02/092571 ¥ FF ik 84 7 i &) &
b) 4-{[3-(RA T A&)-2-TA R AR A)-6,7- = LR A B o%-3-F Bl
©) 6,7- = LRA-4-{[2-T A -3-(F2 8 F )R A B4 ) oEok-3-F Bk
Be(1.1g, 2.7mmol) £ = & F 4 (7ml) P 49 Z3% % F Ao N L EBLE (0.7,

BLEL 12 AR 1,152 (100%), H& G5

'H NMR (400MHz, CDCls): 8 12.5 (1H, s); 9.12 (1H, s); 8.69 (1H, br s); 8.08 (1H, br s);
7.52 (1H, d); 7.45 (1H, s); 7.33 (1H, t); 7.23 (1H, d); 6.63 (1H, s); 4.92 (2H, s);

4.18 (2H, q); 3.72 (2H, br s); 2.83 (2H, brs); 1.39 (3H, t); 1.17 (3H, t): 1.05 3H, 1)
APCI-LC/MS m/z: 428.4 [MH"]

6,72 L B A[2- T (I Horkeb 1 P A5 A ) B B T 3
faz
oK (110mg, 1.6mmol)su A F) 4-{[3-(R ¥ £)-2- L £ K] &
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& 3-6,7- = TR A Sok-3-F BrAe(40.2mg, 0.094mmol)/E 1-F A-2-s,
A% BR(2ml) o 4Gk F . %%A%ﬁchmmzdw AHET
B, RKHAE. Tz s &8 HPLC sk, SAFRE, B34
e, AHaeR,
'"H NMR (400MHz, DMSO-ds) § 10.96 (1H, s), 8.88 (1H, s), 8.30 (1H, ), 7.70 (1H, s), 7.63
(1H, s), 7.22 (1H, s), 7.09 (1H, 5), 7.04 (2H, 1), 6.93 (1H, s), 6.87 (1H, d), 6.60 (2H, d), 6.55
(1H, s}, 5.31 (2H, 5), 4.14 (2H, q), 2.85 (2H, q), 1.36 (3H, t), 1.02 (5H, dd)
APCI-LC/MS m/z: 460.2 [MH")

ARAEH ZAF) | MG H X, B & FEe5) 2-115 6947284054,

k1) 2
6,7-= LA -4-{[2-F £-3-(1H-1,2,4- = w1 - £ 9 )3 A B ) o oph-
3-F Bl

APCI LC-MS m/z; 447.5 [MH+]

F 4 3

6,7-= LA -4-{[2- TA-3-(vFoph-4- 2L T A R 2R B obk-3- F B
'H NMR (400 MHz, DMSO-ds) 8 10.97 (1H, s), 8.87 (1H, s), 8.29 (1H, 5), 7.60 (1H, 5),
7.21 (1H, s), 7.03 (2H, d), 6.98 (2H, 1), 6.61 (1H, s), 6.56 (2H, d), 4.14 (2H, g), 3.57 (5H, 5),
3.51 (34, s), 2.87 (2H, q), 2.38 (4H, 5), 1.36 (3H, 1), 1.24 (3H, 1), 1.01 3H, 1)
APCILC-MS nvz: 479.4 MH+)

SEAEH] 4
6,7-= LAS-4-{[3-(1H-oR - 1- 20 T R)-2-F A R &R S hobk-3- F B
.

APCI LC-MS m/z: 446.5 [MH+]
L4 5

4-{[3-(F RA T 2)-2-F A KA R} -6,7- = LRASHH-3-F Bk
APCILC-MS m/z; 421.5 [MH+]
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E 3] 6

6,7-= T k-4 {[2-F A-3-(4H-1,2,4- Z vk 4 £ P A)F AR b
3-F B

APCI LC-MS m/z; 447.5 [MH+]

A T

4-{[3-({[4-(B A s B )F AR 2L ) F40)-2-T AR A]
A A Eok-3- F Bt

APCI LC-MS m/z; 550.4 [MH+]

ggw
i
o
B
Iy

S 8

4-({2-T A-3-[(1H-1,2,4- Z e -5- AR F AR AL A )-6,7- 2 F 8L
Bopk-3- T BLik

APCI LC-MS m/z; 448.2 [MH+]

E ) 9

4-{[2- T H-3-(TH-km-1- 0 F ) R AR AR -6,7- = F SUAR B op-3- F Bt
iz

1H NMR (399.99 MHz, DMSO-ds) 6 11.01 (s, 1H), 8.90 (s, tH), 8.32 (s, 1H), 7.72 (s,

1H), 7.64 (s, 1H), 7.25 (s, 1H), 7.09 (s, 1H), 7.06 (d, 1H), 6.93 (s, 1H), 6.87 (d, 1H), 6.64
(d, 1H), 6.56 (s, 1H), 5.33 (s, 2 H), 3.88 (s, 3H), 3.17 (s, 3H), 2.86 (g, 2H), 1.03 (t, 3H)
APCI LC-MS m/z: 432.4[MH+])

F 345 10
6,7-= T F A -4-({2- T A -3-[(FR-2- 2 B T AR A ) 2 i oih-3-
¥ Bt

APCI LC-MS m/z; 487.1 [MH+]

80



200580011909. 6 oo 5E46/1031

FE a4 11

6,7- = LAK-4-[(2- T A-3-{[Q-F AR T &AL F A KAL) A4S
h-3- 1 Bl

APCI LC-MS m/z: 507.5 [MH+]

A 12

6,7- = CR-4-[(2-TA-3-{[G-Emp A F ) 2] F A R A& AE
oh-3- F Bl

APCILC-MS m/z: 505.6 [MH+]

A 13

6,7- = T A -4-({2- TA-3-[(1H-wkrk-2- 2 AR ) F AR R A L A rEoik-
3-F Bl

APCI LC-MS m/z: 492.6[MH+]

34 14

6.7-= T B AA-([2- T 2-3-(RR Bobkd- 1 F 1) 5 R Bk ) oooth3-
B fie

APCI LC-MS m/z: 495.6 [MH+]

k) 15

6,7- = LEA-4-[(2- THA-3-{[G-Ep A T A)ZA]F A ) KA &2 A]E
ok-3- F B

APCI LC-MS m/z: 505.6 [MH+]

FE A 16

4-({2- T AR-3-[(A-AH - TH-oR - - 20 W AR RR L 8RR )-6,7- = F Ak
oh-3- F BLiE

APCI LC-MS m/z; 477.2 [MH+]

81



200580011909. 6 oo 5E47/1031

kA 17

4-[(2- T A-3-{[4-(E A T A)-TH-2od-1- 2] F A K )R k-6,7- = F
A Bok-3- W R = BB (2h)

APCI LC-MS m/z: 462.5 [MH+]

s34 18

4-({2- L A-3-[(2-F -1 H-skoi- 1) F AR PR 8L )-6,7-2 W B A%
#h-3- F Bl

APCI LC-MS m/z; 446.5 [MH+]

S 19

1-G-{[3-(AAHHAK)-6,7- = F B I Soh-4- A B A -2- TARFA)-1H-K
-4 5

APCI LC-MS m/z; 476.5 [MH+]

E A5 20

4-(3-[CGR AR FAR]2-TA R R )-60,7- = F A ok-3-F it
i3

'NMR (400 MHz, DMSO-d;) 8 11.03 (1H, s), 8.87 (1H, s), 8.28 (1H, s), 7.59 (1H, s), 7.22
(14, s), 7.12 (1H, d), 7.00 (1H, 1), 6.63 (1H, 5), 6.57 (1H, d), 3.87 (3H, 5), 3.73 (2H, s), 3.19
(3H, s), 3.03 (1H, t), 2.86 (2H, q), 1.73 (2H, mult), 1.61 (2H, muly), 1.46 (2H, mult), 1.35

(2H, mult), 1.21 3H, t)
APCI LC-MS mv/z: 449.2[MH+]
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4] 21

4-{[2- T A -3-({[2-(1H-zkr-4- 1) TR F RO KRR -6,7-= F
A bk-3-F B — (Z R B 2h)

'H NMR (400 MHz, DMSO-ds) 8 9.20 (1H, 5), 9.00 (2H, d), 8.60 (LH, 5), 8.07 (1H, 5), 7.52
(2H, s), 7.48 (2H, d), 7.37 (2H, mult), 7.23 (1H, d), 6.67 (1H, s), 4.34 (2H, s), 3.94 (4H, s),
3.40 (3H, 1), 3.20 (4H, s5), 3.11 (3H, t), 2.81 (2H, 5), 1.14 3H, v

APCILC-MS m/z: 475.2[MH+]

At 22

4-[(2-TA-3-{[2-F A1 1-ZF A AR F A R EA)RA]-6.7-=
¥ A ok-3- F B

'H NMR (400 MHz, DMSO-ds) 8 11.03 (1H, s), 8.87 (1H, s), 8.28 (1H, s), 7.59 (1H, s),
7.22 (1H, 5), 7.12 (14, d), 7.00 (1H, t), 6.62 (2H, 5), 6.58 (2H, d), 4.59 (1H, 1), 3.86 (3H, s),
3.68 (2H, s), 3.25 (2H, d), 3.19 (3H, s), 2.87 (2H, d), 1.23 (3H, t), 1.02 (6H, s).

APCI LC-MS mvz: 453.1[MH+)

) 23

4-({2- T -3-[(1 3o vk-2- 2L 2R ) F AR R A 8K )-6,7- = F Aok
3- 9 B

APCI LC-MS m/z; 464.1 [MH+]

% ] 24

4-[2-TA-3{[R- AR L) FA)F A RA)RK]-6.7-2F 5 A2
3-W Bz

APCI LC-MS m/z: 439.3 [MH+]

AP 25

4-[(2- T A3 {[2-FA-2-FRA TR EA]F AL FF)RAK]-6,7-ZF &
Hoh-3-F B (S A L)

APCI LC-MS m/z: 501.3 [MH+]
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FE 34 26

A-{[2- T A-3-({[4-(F A aB ) F K88 P AR AR A-6,7- =7
FA R -3- F B

1H NMR (399.99 MHz, dmso-ds) 6 11.03 (1H, s), 8.88 (1H, s), 8.34 (1H, 5), 7.8 (2H, d),
7.63 (2H, &), 7.57 (1H, s), 7.22 (1H, 5), 7.16 (1H, d), 7.03 (1H, 1), 6.63 (1H, 5), 6.59 (1H, d),
3.87 (3H, s), 3.84 (2H, 5), 3.76 (2H, 5), 3.18 (6H, 5), 2.83 (2H, d), 1.17 (3H, 1
APCILC-MS mvz: 549.3[MH+]

FE A 27

4-({3-[(FARA)F A]-2-TARKARHA)-6,7- = F A Bok-3-F BLlke
1H NMR (399.99 MHz, DMSO-dg) § 11.03 (1H, s), 8.88 (1H, brs), 8.27 (1H, br s), 7.60
(1H, s), 7.33 (4H, mult), 7.22 (2H, mult), 7.16 (1H, d), 7.03 (1H, v}, 6.63 (1H, s), 6.59 (1H,
d), 3.87 (3H, 5), 3.73 (4H, d), 3.18 (3H, 5), 2.81 (2H, q), 1.16 (3H, 1)

APCI LC-MS m/z 471.3[MH+]

#4528

4-({2-TAR-3-[(3-F A-2,5- = aRokm - 1-20) F AL R R} Uk )-6,7-—
¥ A k-3 F BL

APCI LC-MS m/z; 478.5 [MH+]

5 #6145 29

4-({2- T A -3-[(1H-ma ek -5- R 2R ) AR )RR ) 204K )-6,7- = F AU Bk
3-FEthr —(Z 8 L)

APCI LC-MS m/z: 449.2 [MH+]

% #.4) 30
4-({3-[(5-F A -TH-vgvd-1- ) F J]-2- TR A &K )-6,7-=F k8
#h-3-F Bl (= AL B 3h)

APC] LC-MS m/z: 4492 [MH+]
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FA4) 31
4-{[2- T A-3-({[2-Q2-FuRokrd - 1-4) T AR A T AR A A A -
6,7- = F A oS obk-3- B B

1H NMR (399.99 MHz, DMSO-ds) 6 11.03 (1H, 5), 8.87 (1H, s), §.28 (1H, br s), 7.60 (1H,
brs), 7.22 (1H, s), 7.13 (1H, d), 7.01 (1H, t), 6.62 (1H, s), 6.58 (1H, d), 6.22 (1H, s), 3.87
(3H, 5), 3.77 (2H, 5), 3.29 (2H, 1), 3.19 (SH, mult), 3.14 (2H, 1), 2.85 (2H, q).

APCI LC-MS mv/z 493.3[MH+]

A4 32

4-{[2-TH-3-({[(2S)-2- 2 AR T A VR ) F AR AR -6.7- 2 F &
AER-3-F B —(Z A LB H)

APCI LC-MS m/z; 479.3 [MH+]

S| 33

4-({2- A3k -4- A 2 F A IRA B H)-6,7- = F Sk Soh-3-
W Bt fl

Z(ZR B

APCI LC-MS m/z; 464.3 [MH+]

= #.45) 34

A-{[2-TA-3-({I(IR)-1-(F2 A F 20)-3-F A T A& T AR AR L) -
6,7- = ¥ R AL obk-3- F Bl

APCI LC-MS m/z; 481.5 [MH+]

F 4] 35

6,7- = LAAA-[(2-T A-3-{[4-(3-F AA KA )kd-1-4)F 24 KR
A |Eek-3- F B

APCI LC-MS m/z; 584.6 [MH+]
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FE ) 36

6,7- = LRAA-[(2- TLA-3-{[4-G2 A F A )kom-1- 2 7 4 K AR A
k-3 B A

APCI LC-MS m/z; 507.5 [MH+]

5 #ef5) 37

6,7- = LRA-A-[(2- L HR-3-{[2-(B A F A)7 7 -1- 2] F 24 X ) E A4
Popk-3- B B A

APCI LC-MS m/z; 507.5 [MH+]

3.4 38

4-{[3-(147-BRok e -1 - L F A5 )-2- TR AR I} -6,7- = T ok -3-
¥ B

APCILC-MS m/z: 560.7[MH+]

A4 39
A-[G-{[4-(BAF ) TR-1- K F K -2- LA R RA]6.7-— T EAE
Ao-3- F Bt

APCI LC-MS m/z: 520.5[MH+]

k4] 40

A-[(3-{[4-2-RAR LRS- 1- ] F A} 2-TARLRA]-6,7-Z L&
Hfopk-3- F B

APCI LC-MS m/z: 579.7[MH+]

A5 41
A-[(3-{[4-(5-R A -2- )k B~ 1- K] F A ) -2- T AR ) &R A]-6,7-=
TR h-3- F Bk

APCI LC-MS m/z; 580.6[MH+]
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F ) 42

6,7- = LRA-4-[2-TA3-{[G-krm A F AR A)F AV R L)AL S
oh-3- F Bk

APCI LC-MS m/z; 489.5 [MH+]

A 43

6,7- = LEA-4-[(2- T A-3-{[4-Q- A TH )T R-1- 4] F £V K L)EAA)
Hooph-3- F B AR

APCI LC-MS m/z; 522.6[MH+]

F k4 44

6,7- = LA -4-({2- TH-3-[(4-F2 A okmm-1-20) A A ) R g ok -3-
Bt

APCI LC-MS m/z; 493.5 [MH+]

k) 45

4-{[3-({[2-(1,3- R 8] Z AL IR R M-5- ) TRV AL ) FA)-2-T AR
B -6,7-2 T B k-3 F B

APCI LC-MS m/z; 557.6]MH+]

= He4) 46

6,7- = LA A -4-{[2- T AR -3-({[2-QFrp L) TA R F A F LA A
Sopk-3- T B,

APCI LC-MS m/z: 519.5 [MH+]

A 47

A-{[3-({[(2,5-=F A -3-skml 20 ) F AL 8K ) F AL )-2- T AR R &AL ) -
6,7-— TR A AAR-3-F Bl

APCI LC-MS m/z;: 517.6[MH+]
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KA 48

6,7- = T A -4-{[2- T A -3-({[3-(2- BuMhmikobb- 1 - Ay Ry AL LR | 7 AR)
P-4 E-§ QL SR

APCI LC-MS m/z; 534.6 [MH+]

45 49

4-{[3-({[2-C-AFXA) TR EA FH)-2-TEFLA]|RE-6,7-Z TR
A dok-3- 1 B,

APCI LC-MS m/z; 547 .5[MH+]

34 50

4-{[3-({[2-(4-BFRA) LA EA T AR)-2- T AR KR} -6,7-Z LA
Hokok-3-F B,

APCI LC-MS m/z: 547.6 [MH+]

F 4] 51

A-{[3-({[2-2-A R A) TARIRA ) T A)-2- TR A RA}-6,7T-Z LA
i ohoh-3- F B,

APCI LC-MS m/z: 547.6 [MH+]

A 52

6,7- = LRA-A-[(2-TLA-3-{[(2-F A-2- R A AR T A KR
- ok-3- 7 B

APCI LC-MS m/z: 529.6[MH+]

A 53
4-({3-[(RRA B F A)-2-TAFRA N HI)-6,7-= T B A Eok-3-F B
APCI LC-MS m/z: 477.5 [MH+]
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£ #645) 54

6,7-= TEIA-4-{[2- TH-3-({[2-(1H-skrk-4- 1) TR JR A T )R A
B -ofobk 3P B

APCI LC-MS m/z; 503.6[MH+]

R34 55

6,7-= LA -4-[(2- T A-3-{[4-(2-"Bobh-4- - T A ok d-1- 2] T AL R A
FUK|-Eok-3-F BLE,

APCI LC-MS m/z: 591 7[MH+]

34 56

4-{[3-({[(2,2-= F £ -1,3-Z R RER-4-H) F IR A FA)-2-TAFRKA]
A }-6,7- = LRI EA-3-F B,

APCI LC-MS m/z: 523.5 [MH+]

E 34 57

6,7-= LRI -4-({2-TA-3-[(1 3-8k -2- K 2R F AR A B4 )20
-3- ¥ Bz

APCI LC-MS m/z; 492.5 [MH+]

S| 58

6,7- = LRA-A-{[2- TA-3-(1,3-F b -3- 8 T A ) F AR A Bok-3-F
B i

APCI LC-MS m/z: 481.5 [MH+]

#4539

6,7-= LE-4-[(2- T & -3-{[(2-wre-2- 4k T O FA T AR KA A K]
Soik-3- W B

APCI LC-MS m/z; 514.5 [MH+]
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% A4 60

6,7-= LA -4-({2-T % -3-[(1H-1.2,4- = =3 K £ F AR AL B
ook -3- B B A

APCILC-MS m/z: 476.6 [MH+]

A 61

6,7-= L RS -4-{[2-T A 3-({[4-Q-8m ) F AR A FA)RA]RAS
k-3 F B

APCI LC-MS m/z: 581.5 [MH+]

Akt 62

4-{3-({[4-(RA B F AR FA)-2-TAFRAIRA}-6.7-2 T
Bk ooph-3- B Bk

APCILC-MS m/z: 578.6[MH+]

3.4 63

6,7-= LA -4-{[2- T £ -3-({[2-(TH-73|=k-3- ) T A ) A L F )R A
R Eok-3-F Brig

APCI LC-MS m/z; 552.6 [MH+]

#1564

6,7-= LA A -4-{[2-T A -3-({3-(4-F £ okd-1- ) A A |2 AT AR
AR oi-3- F B

APCI LC-MS m/z; 549.7{MH+]

3045 65

6,7-= L AR -A-[(2- T A&-3-{[(1- T fokr-3- ) B A F A KA &4
ohopk-3- 1 Bk fe

APCI LC-MS m/z; 520.6 [MH+]
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%A 66

6,7-= LA H-4-[(2- T HE-3-{[4-(tb o -4- 2 F B )wkh-1- 4] F A R A)
A Jook-3-F B

APCI LC-MS m/z: 569.6 [MH+]

FE A 67

6,7-= LEA-4-[(2- T A-3-{[(Fthrg-4- 2 F A E L) F A K )R APE
#h-3- F BLi

APCI LC-MS m/z;: 500.6 [MH+]

LA 68

6,7- = T A A -4-[(2- T A-3-{ (o -3- A T A BT A R AR AR
#h-3- F Bz

APCI LC-MS m/z: 500.6 [MH+]

527645 69
4-((3-[(F AR T £]-2- CEF AL RA)-6,7- = LEIAEH-3-F Bk
APCI LC-MS m/z: 499.5 [MH+]

FHe] 70

6,7-= T A -4-[(2- L A-3-{[(2-"km A F )BT A )RR A E
k-3- F Bk

APCI LC-MS m/z; 489.6 [MH+]

L] 71

6,7-= CRAA-[(2-TE3-{[2-F AA TR AL T A KA AAE
ohk-3- F B A

APCI LC-MS m/z: 467.5 [MH+]
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FAA) 72

6,7- = LEA-4-[2-TA-3-{[(2-B2 A R A EA] T &) KB EA -
39 B

APCI LC-MS m/z; 467.5 [MH+]

kAP 73

6,7-= LAS-4-{[2- TR -3-({[4-(TH-wbo-1- ) F AR A T )R 4]
B h-3- F BLE

APCI LC-MS m/z; 565.6 [MH+]

A4 74

A-((3-[({2-[4-(RA B AR AR A BT A2-TARAIRA)-
6,7- = LRSS o-3- F Bl

APCI LC-MS m/z; 592.7[MH+]

L] 75

6,7-= LRH-4-{[2- T HA-3-({[2-(1- F Arid ki -2-2) T AR AL F &)
FARJRA ) BoR-3-F Bl

APCI LC-MS m/z; 520.7 [MH+]

53645 76
4-[3-{[(4- B F )R F £ )-2- T AF )R A]-6.7- = T A AEoH-3-
1 B

APCILC-MS m/z; 533.5 [MH+]

At 77

4-[(3-{[(1-F Fokme-4- ) B T A} -2- LA R A RA)6,7-Z T RA
wheopk-3- B B

APCI LC-MS m/z; 582.7 [MH+]
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34 78

6,7- = LAEIA-4-[(2-TA-3-{[(-F AT RORAF AR A RAPE
opfk-3- B Bk P

APCI LC-MS m/z; 529.5[MH+]

et 79

6,7- = LERA-4-[(2-TH-3-{[(4-F BAFRRA] T A R L) R APE
k-3~ B e

APCI LC-MS m/z; 529.7 [MH+]

5 3.45) 80

6,7- = LA I-4-{[2- T A-3-({[3-(TH-okr-1-A) R A 2R F )R]
B hoph-3- BB

APCI LC-MS m/z: 517.6][MH+]

5t 3.45) 81

6,7-= L B A-4-{[2- T £ -3-({[(1R,2S)-2-#2 }-2,3- — A -1H-F -1- £ | &,
AT A)RA]EI ER-3-F R (= R LB )

APCI LC-MS mv/z: 541.5 [MH+]

A1) 82

6,7-= LRS-4-{[2- T A-3-({[2-52 A-1-(1H-312R-2- A F L) T AR A )
TR AR -3 F BB Z A LB &

APCILC-MS m/z: 582.5 [MH+]

53615 83

6,7-= LR -4-{[2- T A -3-({[(1IR)-2-F AA-1-F A TR} T AR
BB EAR-3-F BRI (Z A TR

APCI LC-MS m/z: 524.5 [MH+]
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% #45) 84

6,7- = LEA-4-(2-TA-3-[2-£ K- 1-F A EA FEA-RARL)-F
A F A RE) ok 3-F R ( A TR L),

APCI LC-MS m/z; 529.5 [MH+]

3t 85

6,7-= LAE-4-{[2-TA-3-({[(1IR28)-2-2 -1-(A A F )R K] 24}
AR AR ek-3-F Bt —(Z A L8R )

APCI LC-MS m/z; 497.3 [MH+]

A1) 86

6,7-= TR H-4-{[2- T A&-3-({[(IR.2R)-2-F A-1-(2 A F ) A4 )
TR -3 F B (= A LB )

APCI LC-MS m/z: 497.5 [MH+]

%34 87

N-(3-{[3-(B A )-6,7- = T RS both-4- K B | -2- LA TR 2B
(= AL LB L)

APCI LC-MS m/z: 511.3 [MH+]

F A1) 88

6,7- = LR -4-{[2-TA-3-({[2-#2 4 -1-(F AT A T AL F XK
A8 A BoR-3-F B (8. T )

APCI LC-MS m/z: 483.5 [MH+]

5% #e.5) 89

6,7- = LHEA-4-{[2-TA-3-({[1-GE A F A)-3-F AT AJRAF AR
R)EA o Boh-3-F Bl —(Z A LB )

APCI LC-MS m/z; 509.5 [MH+]

94



200580011909. 6 o 5E60/103m

5345 90

6,7- = LR A-4-[(2-T F-3-{[(2-w8d-1- 4 TA)E T £ F A&
Aok 3-FE = (Z AT E)

APCI LC-MS m/z; 506.5[MH+]

45 91

6,7- = LEAL-4-{[2- T A-3-({[(1S,2R)-2-#Z £ -1-(Z A F A)R AR L)
AR A RA  E-3-F it —(Z AL TB &)

APCI LC-MS m/z: 497.3 [MH+]

S A614) 92

6,7-= ZARAE-A-{[2- T A-3-({[(AS)-1-(F2 A T &)-3-F A T A& A} T
AR AR ) ok-3-F B —(Z 4 LB &)

APCI LC-MS m/z: 509.5 [MH+]

345 93

6,7-= ZAK-A4-{[2- T A-3-({[1-G2 A F £)T A 184 F A RA]RA)
oph-3-F B (A LR

APCI LC-MS m/z; 495.5 [MH+]

5 94

4-{3-[(1-8A T B A-2- 2 - A A S )-F A ]-2- T A-F R 58 -6,7-
LR Eok-3-F B (A LB )

APCI LC-MS m/z: 510.4[MH+]

F ] 95

6,7-= LAAA[(2-TH-3-{[[(IR2R)-2- £ -1-F £-2- KA AT
HO)EAR)F AR RAEA-3-F Bl —(Z AL LB H)

APCI LC-MS m/z; 557.5 [MH+]
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F ) 96

6,7- = LAK-4-[(2-TA-3-{[(2-FFA-1-F A-2- KA TR AL FALFK
B A Peo-3-FEle —(Z R %)

APCI LC-MS m/z; 543.5[MH+]

L] 97

4-{[3-({[2-(3.4- = A R A)-2-2 A TRV T H)-2-TEFR AR
£ 1-6,7-— LRSI TR —(ZATE )

APCI LC-MS m/z; 561.5 [MH+]

£ 4] 98

6,7-= LA -4-[(2- THA-3-{[2-HF A RA)EA]F & ) KAL) Z LRk~
3-WEth —(Z A LB )

APCI LC-MS m/z; 467.5 [MH+]

) 99

6,7- = LAA-A-[(2-TA-3-{[2-F A-1-F A TH)EA]F A KR
A Eoh-3-F Bk — (= A LB k)

APCI LC-MS m/z; 467.5 [MH+]

4] 100

6,7-= LAAA-[(2- TA-3-{[(2-# 5k TH )R] T A ) R A B E -
3-HEE (AR )

APCI LC-MS m/z: 453.5 [MH+]

sEae ] 101

4-[B-{[Q23- = A R A)BR]T &) -2- T AR L) RA-0.7-= LAAE
h-3-F BLe (= A LB )

APCI LC-MS m/z: 483.5 [MH+]
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g4 102

6,7-= L RI-A-{[2-TA-3-({2-(F A F AR AR TR L)AL
Bok-3-FEE I —(Z AL 2B &)

APCI LC-MS m/z: 515.4 [MH+]

£ 34) 103

A-{3-(L(AS)-1-F E-2-Z A T K] BAF A)-2- CAFR LRI} -6,7-=
L RS R R-3- T B Z AL L ER 3

APCI LC-MS m/z; 549.6 [MH+]

k34| 104

A-{B-({[2-(=F &) CAIRA} FA)-2- CARK)RAL)-6,7- = TR
HEok-3-F Bl = (Z A LB )

APCILC-MS m/z: 543.5 [MH+]

E364) 105

6,7-= L RAA-4-{[2- LA-3-({[4-(F st L) R A8 FARAIR
A eEoR-3-F Bk —(Z A LB )

APCI LC-MS m/z; 480.4[MH+]

% 464 106

0.7-= LRAAA-{[2- T A-3-({[(1S)-2-72 A-1-F A T A JRUL ) F AR A
R Eoh-3- FBLE —(Z A LB )

APCILC-MS m/z; 563.5 [MH+]

F 45 107

6,7-= LRAA-A-[(2- TA3-{[QR)-2-(F A F Hmtwdbi-1- 4] F A R
BAER-3-F B —(Z A LB &)

APCI LC-MS m/z; 529.5 [MH+]
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64 108

6,7-= LR A-4-{[2- T A-3-({[(1S,28)-2-72 - 1-(32 A ¥ £ )-2- KK TA]
FA)FAEANRL ) NI PRl (Z A8

APCI LC-MS m/z: 493.5 [MH+]

345 109

6,7- = LR A-A-[(2- T A-3-{[(2-"Hok-4- 2L T )R] F A KA R
droth-3-F Bl = (Z A LB 2h)

APCI LC-MS m/z: 559.5[MH+]

645 110

6,7-= Z B -4-{[2- T £-3-({[(IR,29)-2-£ £-2-(4- B A K HL)-1-F AT
1R T AR AR EH-3-F B (= A LM

APCI LC-MS m/z: 522.4[MH+]

F 45 111

6,7- = LESA-4-{2-TE-3-({[(IR2R)-2-F 2 £ -1-(Z L FHA)-2- KA T
R F AR AR ER-3-F Bl (= AL )

APCI LC-MS m/z: 559.5 [MH+]

FE e 112

6,7- = LRAA-A4-(2-TH3-[(2- 7 A-1- A F A-2- R A- T AR T A]
KA A Ek-3-F R (A LB )

APCI LC-MS m/z: 559.5 [MH+]

k375 113

4-[(3-{[Q-FA T H)E L] T A)-2- CE R EI]-6,7-= T A Aoph-
- (Z A LB H)

APCI LC-MS m/z: 462.5 [MH+]
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) 114

6,7-= L RSAA-{[2-TAS3-({([1-(B AT A)2-FTAAAIRL) TR
BB bk-3-F B (S AL LB

APCI LC-MS m/z; 495.5 [MH+)

x84 115

6,7- = T BRI -4-{[2- TH-3-({[4-(F Amrme L) F AR F ) FAIR
A eok-3-F B —(Z 8 L8R E)

APCILC-MS m/z: 577.5[MH+]

K345 116
3-{[3-(RAEHH)-6,7- = LRAEMH-4- K] E I -2-TAFEARA TR
# T A B

B 4-5-6,7- = TR ER-3-F BEA(96.5mg, 0.33mmol). 3-F A&
- A AR T B AT A BE(FRHE WO 02/092571) (119mg, 0.476)
£ NMPQ2ml)¥F 69845448 115°C Tl &, AHE, ¥ZEiA
KA, IR BANBAC. B L8 LS (3X)ANIZ K M P 3R IR BT iR
oty . HREBYRKEX). EARC)RAE, FHR(NNSO,), AR
7%, 8 4 4 B FR B AT #9540 (CH,CL/MeOH), 1§ 2] 105mg (62%)A7A2 k.4
#, Ha ek,
lH NMR (299.946 MHz, DMSO-d6) 610.98 (1H, s), 8.86 (1H, s), 8.27 (1H, s), 7.58 (1H, s),
7.19 (1H, s), 7.00 (2H, mult), 6.56 (2H, mult), 4.22 (2H, d), 4.12 (4H, mult), 3.40 (1H, s),

2.81 (2H, d), 1.39 (9H, s), 1.33 3H, 1), 1.17 (3H, t), 1.02 BH, 1)
APCI-LC/MS m/z: 509.4 [MH+]

FE A 117
4-{[3-(R & F #)-2- THAFRKI AL }-6,7-= T A Eoin-3-F B

® A28 3-{[3-(RAHI)-6,7- = CRAB-4- A 2L} -2- T A
F A AL TR T B (105mg, 0.21mmol)d) — £ F i (4ml)is &+ he
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A TFA(mI), £ 0CTF 40 9415, RLEN. BREMWERT TH/
FUkegimk P, 24)& HPLC ghifh, AATIRE, FEAaEH K
KRR A-an(36me, 42%).

14 NMR (399.99 MHz, DMSO-dg) 8 10.97 (1H, s), 8.85 (1H, 5), 827 (14, 5). 7.57 (1H, 5),
7.19 (1H, s), 7.17 (1H, s), 7.01 (1H, t), 6.63 (1H, s), 6.54 (1H, d), 4.13 (2H, q), 3.80 (2H, s),

2.81 (2H, g), 1.35 (3H, 1), 1.18 (3H, 1), 1.01 3H, ©)
APCI-LC/MS m/z: 409.2 [MI+]

52 #649) 118

4-{[3-(RA T H)-2-F A FA)RI}-6,7-= T RHE0R-3-F Btz
BET FAE 117 877 R B &AL .

APCI-LC/MS m/z: 395.2[MH+]

EH#A) 119
6,7-= L B -4-({2- T A-3-[(L-B& A BL A ) F AR A 2 A )ewh-3-F
Brie —(Z A LB ),

%) boc-L-F& £ B (45mg, 0.16mmol). HATU(61mg, 0.16mmol)#=
DIEA(26mg, 0.2mmol)& NMP/ =& Fix(1ml) ey e4 ¥, Ao 4-
([B-(FAAL F £)-2-T A K AR }-6,7-= T R EoR-3-F Bz

¢ DCM 3, 1ml), ¥R RS MEHLIE 1 D, RAEIE R
K(1.0m)##, 44)4& HPLC ¢k, B TR R, Ak
20ml/min, A& FIRIZRSME, FEULE A 20%6 4704 .
lH NMR (400 MHz, DMSO-ds) §9.39 (1H, s, ); 8.98 (1H, s, ); 8.85 (1H, 5, ). 8.54 (1, s, Y,

8.20 (3H,s, ); 8.02 (1H,s,); 7.28 (1H,s,); 7.16 (1H, s, ); 7.04 (2H. d, J=8.5 Hz), 6.72 (2H,
d, J=8.5 Hz); 6.65 (1H, s, ); 449 (1H, s,); 4.34 (1H, d, J=11.3 Hz), 4.20(2H,q, =70

Hz); 3.99 (1H, s, ); 2.96 (2H, t, J=6.7 Hz); 2.70 (1H, d, J=27.3 Hz); 1.39 (3H, t, J=7.0 Hz);
1.13 (6H, t, J=7.5 Hz); 1.07 (9H, ¢, J=6.7 Hz).
APCI-LCMS myz; 572.6 [MH+)

AR EAL T 119 895 %, A 4-{[3-(BAF£)-2-TAKRA]
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FUR}-6,1- 2 T RAEHI- P B . 4-{[3-(RE T £)2- L AR LA
A 3-6,7-Z T F A EAR-3-F Bz & 4-{[3-(AA T £)-2-F A FE AR
A6.7-2 F Sk R-3- T B A0S 5 9 RAR. BRALLR REES,
#) & 447 120-183 644744

A4 120

6,7- = LHEAA-{B3-({[( T AR HAAA ) T A)-2-F AR A]RAL)
Eoth-3-F Bt

APCI LC-MS m/z; 466.5[MH+]

A4 121

A-({3-[( TR A RA) T A]-2-F A F R RH)-6,7-= T AASH-3-F it
Bz

APCILC-MS m/z: 437 4[MH+]

F 5 122

6,7-= LAZ-4-({2-F A-3-[({[(4-F &-2,5- Z R kb o -4- ) F 2L ) 5%
Btk B F AR 2R ) Eh-3- F Bk

APCI LC-MS m/z: 585.1[MH+]

53645 123

4-((3-l(TBAEE ) F AL 2- TR A H)-60,7- = F AL S ok-3-F Bk
figz

APCI LC-MS m/z: 423 4[MH+]

54645 124

4-{[2-TA-3-({[( TARA) B A EA L FHORAIRA-6,7-—F A4
oopk-3- F Bk e

APCILC-MS m/z: 585.1[MH+]
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FE A 125

4-[(2- TA-3-{[(F A s B A BN ]F A ) KA EA]-6.7-= F A B odk-
3-F B

APCI LC-MS m/z; 459.2[MH+]

KA 126

4-({2- T A -3-[(L- B 5Bt 2 ) F AR A 20)-6,7-2 F AUk B oR-3-F
Bz

APCI LC-MS m/z: 480.2[MH+]

Lt 127

4-[B-{[(3-FF T A-L- S ABLA) A F A} -2- T AR LK) RHA]-0,7-=F
FAAER-3-F Bz,

APCI LC-MS m/z: 534.5[MH+]

F A 128

6,7- — L RAA-4-({2- TA-3-[(L-F A ABLE ) T AR A | 28 ) Eoik-3-
Wikt (A LB ),

APCI LC-MS m/z: 540.5[MH+]

5345 129

6,7-= LA -4-({2- TH-3-[(L-FH A B A ) F AR R A B R ok-3-F
B —(Z AL ),

APCI LC-MS m/z: 506.4[MH+]

x84 130
6,7-— Zaik;k 4- ({2 TA-3-[(L- A 2B AL T AR R 2R -3 F
APCI LC-MS m/z: 510.4|MH+]
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=4 131

N~1~-(3-{[3-(RAHH)-6,7- = T F A Eoph-4- K| 2K} -2- C A F K)-L-
AR (ZA LK),

APCI LC-MS m/z: 538.5[MH-+]

k4] 132

6,7- = LEAA-4-({2- LA-3-[(L- B 8 BL A ) F A R U rEdR-3-F
Bl —(Z A LB )

APCI LC-MS m/z; 508.5[MH+]

Fae4) 133

4-({3-[(L-47 2B R A) F AR ]-2-TARA )} 2 H8)-6,7-= T A A EA-3-F
B = (Z A LBk )

APCI LC-MS m/z; 565.6[MH+]

kA 134

4-({3-[(L- A 2B 2L ) F 2R )-2- T KA 8 4)-6.7- = TREEH-3-F
Bl —(Z 8 LB i)

APCI LC-MS m/z; 480.4[MH+]

A 135

6,7- = L AI-4-({2- LA -3-[(D-££ RBLEA) F AR A 2R )-8 7Hk-3-
FifiE (A LB )

APCI LC-MS m/z; 496 4[MH+]

5% #6545 136

4-[B-{[(G-FF TA-L-A BB RA]F A} -2- C AR ) RA]6.7-2C
A ER-3- T —(Z A LB )

APCI LC-MS m/z: 562.5[MH+]
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S| 137

6,7-= TR F-4-{[2- T H-3-({[(4S)-1,3-v& ke Jz-4- s A A 7 HOK
R)E R eok-3- W B —(Z 8 L83

APCI LC-MS m/z: 524 4[MH+]

5 5645) 138

6,7- = LEA-4-{[2- T -3-({[(4R)-4- 72 A -L-Ft B BL) R L F A KA
B ER-3- T B —(Z A TR H),

APCI LC-MS m/z: 522.5[MH+]

] 139

6,7-= LRI -4-({2- T H-3-[(D-Z ABLEA) T ADPREA ) 2L e oi-3-F
B —(Z sL LB ),

APCI LC-MS m/z; 522.5[MH+]

25 140

N~1~-(3-{[3-(BA # 2)-6,7- = T A Bobk-4- A ) &R ) -2- LA FK)-L-
RABSGE Z(Z A LB )

APCI LC-MS m/z: 523.2[MH+]

) 141

6,7- = CESA-4-{[2- TH-3-({[2S)-Tkmm-2- 2 5 )R F AR AR
AV ebok-3-W B (S AR

APCI LC-MS m/z; 520.5[MH+]

k4] 142

4-[3-{[(3-FA THA-D- R ABL ) EA] T AL -2- CARE)RA]0,7-= 8
A E-3-F Bl —(Z AT B E)

APCI LC-MS m/z; 562 .5[MH+]

104



200580011909. 6 o 5E70/103m

L) 143

6,7- = LRI -4-{[2- TA-3-({[QR)-7R "= -2- A H AR R ) F 8- F AR R
A PERR-3-F B (= A LB

APCI LC-MS m/z: 520.5[MH+]

%364 144

A-{[3-({[2S)-2-FA A& R4 B A R T A)-2- T AR AR} -6,7-=
LEASM-3-F B —(Z A LB

APCI LC-MS m/z; 506.5[MH+]

A5 145

A-{[B3-({[(2S)- A A A T H-2- A B KB A} F A)-2- LA KRR A} -6,7-
ZLRAER-3- T B (A T8 )

APCI LC-MS m/z: 492 4[MH+]

F 314 146

6,7-= LRI-4-[(2- TLA-3-{[(5-F A-L-E T & BA)RA] T A FA)
BEER-3-F Bl (= A B &)

APCI LC-MS m/z: 536.5[MH+]

A5 147

6,7-= LA -4-{[2- T -3-({[(4R)-1 3~ i -4- A s A JER ) F AR
AEA eR-3-F B (A T8 )

APCI LC-MS m/z; 524 4[MH+]

E 5] 148

6,7- = LEI-4-[(2- TA-3-{[(4-FHA-D-K A 2B )R] T A FA)
AAVEMR-3-FEE (A TR E)

APCI LC-MS m/z: 601.5[MH+]
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%764 149

A-{[3-({1(1-2A-2,3- = E-1H-% - 1-B)BR )2 T A)-2- CRFA]R
A}0,7-= CREEM-3- TR = (Z AT M )

APCILC-MS m/z: 568.5[MH+]

sEAeH] 150

4-{[3-({[(1- B4R TA)BA)RA )} FR)-2-THARAIRK})-6,7-— T
F Aok -3-F Bl —(Z AL LBR )

APCILC-MS m/z: 534.5[MH+]

F 4] 151

6,7-= L EM-4-{[2- T H-3-({[(3R)-1,2,3,4-19 & Fobh-3- 2 3 £ [ A L)
W) R A R ek -3- TR (AT B L)

APCILC-MS m/z: 568.5[MH+]

] 152

4-{[B-({[QR)-2- Bk -4- K S T B S} T J)2- LR R KB )-6,7-
ZLRAER-3-F B (A LB )

APCILC-MS m/z: 570.5[MH+]

FAe) 153

6,7- = LA A-{[2- THE-3-({[(35)-1,2,3,4-13 &, F-hok-3- £ B A A L)
W) AR ohk-3- T B (2 A LB B )
APCILC-MS m/z; 568.5[MH+]

o

E34) 154

6,7- = LEA-4-[(2- TH-3-{[(4-%kmz -4- A -L-F R BLAO) B A F ALK
A)EAER-3-F B = (Z A TB )

APCI LC-MS m/z; 589.6[MH+]
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EAep) 155
4-[C-{[G-RA-L-ARBA)RA] T A}-2-TEAFB)EAL]6,7-= LA

REM-3-F ok (A OB H)
APCI LC-MS m/z; 495.4[MH+]

E 4] 156

6,7-= LR -4-({2- LA -3-[(D-R A ABEA) T ARA ) HA)EH-3-
gt — (AL )

APCI LC-MS m/z; 556.5[MH+]

kA 157

4-{[3-({[(28)-2-F A -4-F A T B 2R ) T 40)-2- T AR AR} -6,7-
LR ER-3- TR (A LB )

APCILC-MS m/z; 570.5[MH+]

k64 158

6,7-= LERHAA-{[2- TA-3-({[3S)-k=-3-A AR} F AR AR
K )rboh-3-F Bt —(Z A LB H)

APCI LC-MS m/z: 520.5[MH+]

A7) 159

6,7- = LEK-4-{[2- T H-3-({[BR)-wkz -3- 2 AL | B A T AOR AR
A eok-3-F B —(Z A L)

APCI LC-MS m/z; 520.5[MH+]

F 4] 160

4-{[3-({[(28)-2-RA-2-F A LB R} T A)-2-TAFRKIRA}-6,7-
ZLRASHR-3-TEE (R TRE)

APCILC-MS m/z: 542.5[MH+]
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345 161

6,7- = LEL-4-({2- T A 3-[(L- B ABLEL) T L)AL )Edhk-3-F
Bt (A G H)

APCI LC-MS m/z; 522.5[MH+]

k&4 162

6,7-= T A -4-({2- T A -3-[(D-F R BRI ) F AR A 2L )Ed-3-F
Bl —(Z #R LB 3E)

APCI LC-MS m/z: 506.5[MH+]

x4 163

4-{[3-({[(28)-2,5- = &-1H-sites-2- g A )R A F 3H)-2-TAKA] R
H£1-6,7-= LREASH-I-FBIE —(Z A TEH)

APCI LC-MS m/z; 504.4[MH+]

=14 164
6,7- ...Z);m;k-4 ({2- T A-3-[(H R B AL T AR A R ) 2ok-3-F Bt
APCI LC-MS m/z; 466 4[MH+]

] 165

4-{[3-({[2- B -4-(T A B ABA) TR R F A)-2-TARA]IR
H£1-6,7- = LRI SAR-3-F B (Z A TEHE)

APCI LC-MS m/z; 556.5[MH+]

5345 166

6,7- = L RS -4-{[2- T & -3-({[3-Q-k w2 )-L- A A B R} FA)RAK]
F ) ok-3- T B (AT BR )

APCILC-MS m/z; 546.5[MH+]
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) 167

6,7-— LEA-4-[(2-T £ -3-{[B-vtbrz-2- £ -L-AmAB AL TR IR
B)RAPEMR-3-TBE Z(Z AR E)

APCI LC-MS m/z; 557.5[MH+]

34 168

6,7-= LEA-4-{[2- T A -3-({[3-2-E% 2)-L- R 2B 2k F ) K A]
R A ak-3-F b —(Z A LR )

APCI LC-MS m/z; 562.4[MH+]

5 #.45) 169

6,7-= TS -4-{[2- T A-3-({[3-(1,3-F ek -4-£)-L-F A BRI EL ) T 2)
FANBA Y Eo-3-F B Z(Z A LB H)

APCI LC-MS m/z; 563.5[MH+]

364 170

4-{[3-({[(28)-2-2 A -2-2F KA OB ) RA S T A)-2- CRF AR -
6.7-= Btk hoh-3- T BB = (= LR )

APCI LC-MS m/z: 534.5[MH+]

F 35 171

4-{[3-({[(2S)-2-F A R-4- 3B A | R} F A)-2-T AR AR A )-6,7-—
LEAEN-3-FBLE —(Z A B &)

APCI LC-MS m/z; 504.4[MH+]

3645 172

6,7-= LB SA-({2- T A-3-[(L- 51 FBLE) T A E A ) SR )okk-3-
Pk (2 A LB )

APCILC-MS m/z: 508.5[MH+]
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A4 173

4-{[3-({[(2R)-2- R A& -2-FK A THB AR} F H)-2- TE R AK]RHA}-6,7-
ZCRAREUR3-F B (A LB

APCILC-MS m/z: 542.5[MH+]

k) 174

6,7-= T EA-4-{[2- T A -3-({[(4R)-4-F2 L -D-pi 2 BL] 2k ) F ) F A
BAEMR-3-F Bk —(Z 8 B )

APCI LC-MS m/z; 522.4[MH+]

4] 175

4-({3-[(B-A B BLEL) FA]-2- A KL} 8H)-6,7- = T AAEMH-3-F
B (S A LB )

APCILC-MS m/z: 480.4[MH+]

#4176

6,7- = LEI-4-[(2- T H-3-{[(B-wboz-3-A-L-R A B AV EL)F A K
A)ESL PR3- T B Z(Z A LB H)

APCI LC-MS m/z; 557.5[MH+]

L) 177

6,7-= LA -4-[(2- T H-3-{[(B-vkme-3-A-D-H A B A RA|F ALK
AR EoR-3- T B = (Z 4L CELHE)

APCI LC-MS m/z; 557.5[MH+]

A 178

4-{[3-({[IN~5~-(RA#A)-L- B 2B 2R} F H)-2- TAFK AR R -
6,7-= LR A ER-3-F LIk —(Z A LB E)

APCI LC-MS m/z; 566.5[MH+]
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EAp) 179

6,7-= LEL-A-[(2- T H-3-{[(5-F 4£-D-iE
B eok-3-F B _(Z A CER ),
APCI LC-MS m/z: 536.5[MH+]

B RA] T AR

ek
il

sk #64) 180

4-[(3-{[(2,3-= A-1H-F73| - 1- A AR F AR} -2- T AR R )R]
6,7-— LR Bh-3-F o —(Z A LB H)

APCILC-MS m/z: 554.5[MH+]

s34 181

6,7-= T A -4-({2- T A -3-[(L-F T ABAL) T AR A R )EH-3-
Tk (A LB )

APCI LC-MS m/z; 522.5[MH+]

5345 182

6,7-= T B -4-({2- T A -3-[(D-MABL A T AR AL /A EMH-3-F
Bl —(Z A LB )

APCI LC-MS m/z: 508.5[MH+]

A4 183

4-{[3-({[(1- B AR S A)H AV ER ) FA)-2- T AR E]RA}-6,7-=
F A Eok-3-FEA —(Z A LB E)

APCI LC-MS m/z; 520.5[MH+]

5 3645 184

2 )-6-F FL 3T 8L
B 4-{2- T A-3-(BA TR REIAL-T-B-(F A AR A A
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H]-6-F E A A k-3- F BLAR(R4E WO 02/092571 & Frid 7 ik #l &
10mg, 0.021mmol). = ZA(0.2ml)f£ NMP(Iml) ¥ 698& ¥, AT
T8 BEF(3.8mg, 0.024mmol). Ei& T, HREMHEHIR. HZER
Rl KR, Fipe& HPLC shit, AATHRE, 155 6.7mg (59%)
RS, Ha e K.

1H NMR (399.99 MHz, DMSO-d) 5 11.03 (1H, s), 8.87 (1H, s), 8.28 (1H, 5), 7.60 (1H, s),
7.21 (2H, mult), 7.04 (1H, t), 6.65 (1H, d), 6.59 (1H, d), 5.16 (1H, t), 4.60 (2H, d), 4.46 (1H,
quintet), 4.13 (2H, mult), 3.23 (1H, 1), 3.21 (3H, d), 2.81 (3H, mult), 1.96 (2H, s), 1.19 (3H,

1), 1.12 (3H, t), 1.05 (3H, d), 0.98 (3H, d), 0.90 (3H, d)
APCI-LC/MS m/z: 537.3 [MH+]

R 5 ks 184 K7k, AiE S WA, BLA AR
s 4| & T %) £ 464 185-202,

15 185
T-(3-[LBLA(F AA)ER]A AL -4-{[2- T A-3-(F AT OFRLIR
A -6-F F b ak-3-F BLAz,
14 NMR (399.99 MHz, DMSO-ds) § 11.07 (1H, 5), 8.87 (1H, 5), 8.29 (1H, 5), 7.61 (1H, 5),
7.24 (1H, s), 7.19 (2H, d), 7.05 (14, t), 6.65 (1H, d), 6.60 (1H, d), 5.16 (1H, V), 4.59 (2H, d),
4.44 (.SH, 1), 4.12 2H, dt), 4.00 (.5H, quintet), 3.23 (1H,t),3.21 (3H, d), 2.79 (2H, q), 1.97

(5H, mult), 1.19 (3H, t), 1.08 (6H, mult)
APCI LC-MS myz: 509.3[MH+]

) 186

6-2-( LBLA B ) T RS ]A-[(2- T AR EK]-T-F A A E-3-F Bt
fiet

APCI LC-MS m/z; 423 2[MH+]
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E 45 187

3- W B fr
APCI LC-MS m/z: 437.2[MH+]

5t #1) 188

6-{2- LB R EA]) LR A4-[2- TERA) A T-H AHE
wh-3- F BEAR

APCI LC-MS m/z; 465.2[MH+)

464 189

4-[(2- TAEFA)RA]-6-2-[F TBA(F )AL AL -T-FRAS
wh-3- F BLA%

APCI LC-MS nv/z: 465.2[MH+]

% 365 190

U2 T A FA)BA]6- (2-[F T B (5 )R B 77 Fk
o3 B

APCI LC-MS m/z; 493 .3[MH+]

A4 191

7-{3-[ LBLA(TF ) BB A A4-{[2- T A-3-( A T AR A RA}-
6-F F A Eobk-3- F BLAE

APCI LC-MS m/z: 481.5[MH+]

A6 192

4-{[2-T#-3-(BA T A)RARIEA-T-3-[F TBA(F HRA]A A
A }-6-F F AL Eoih-3-F B

APCI LC-MS m/z; 509.6[MH+]
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5k #45) 193

7-(3-[ LB ACGR AR AR PR} -4-{[2- T A3-(B AT H)RLIR
A& }-0-F A& EOR-3-F Bt

APCI LC-MS m/z; 507.6[MH+]

65 194

7-{3-[3F m ARG T BLA) R R B ) -4-{[2- TA3-(R A T A K KR
A} -6-F B oph-3- F BhA%

APCI LC-MS m/z: 534.7[MH+]

%4 195

7-[3-(T B AR I) B FAR)-4-{[2- LA -3-GR A F AR AR} -6-F A
Holok-3- 1 B

APCI LC-MS m/z; 467.3[MH+]

4] 196

4-{[2- TA-3-(F A FRORKRA}-T-3-(GF T BLA R A AL]-6-F
F A R-3- F B

APCI LC-MS m/z; 494.7[MH+]

A5 197

6-{2-[(3F A ABI)(F )BT AL} 4-[2-THAEFKLRE]T-F A
A ok-3-F B,

APCI LC-MS m/z; 463.2[MH+]

F 45 198

6-2-[GRAAZ IO AR EA] T RA-4-[2-TAF)RHA]-T-F
FALEh-3- T B

APCILC-MS mv/z: 491.2[MH+]
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k4P 199

4-{[2- TA3-(B AT A)RRK)BLL-T-3-[F AA(F A5 RA]A
R }-6-F B ER-3- F B,

APCI LC-MS m/z: 545.3[MH+]

5k 3645 200

4-{[2-TA-3-(FBA T AR AR -6-F FA-7-(3-[(F A ) 2]
P B e ok-3- F Bk

APCI LC-MS m/z: 503.6[MH+]

L4 201
(3-[G-(AABA)-4-{[2- T HE3-(BA T HOX AR} -6-F F A Aok
T-3) B R A AARAE T EBRART Ads

lH NMR (399.99 MHz, CD;0D) 8 8.79 (s, 1H), 7.28 (d, J =7.2 Hz, 1H), 7.20 (s, 1H),
7.12 (t, T =7.8 Hz, 1H), 6.81 - 6.74 (m, 2H),4.75 (s, 2H), 4.16 (t,J = 5.9 Hz, 3H), 3.36 -
331 (m, 2H), 3.28 (s, 3H), 2.94 (q, ] = 7.4 Hz, 2H), 2.14 - 2.04 (m, 2H), 1.42 (s, 9H),
1.30 (t,) = 7.5 Hz, 3H), 1.16 (d, J = 6.8 Hz, 6H).

APCILC-MS m/z: 567.3[MH+]

= 3645 202
4-{[2- L A-3-(B AT ) F AR} -T-G-{F R A RARK)HA]
FARY R EIR)-6-F B ER-3-F B

lH NMR (399.99 MHz, DMSO-d¢) § 11.04 (s, 1H), 8.88 (s, 1H), 8.29 (s, 1H), 7.61 (s,
1H), 7.24 (s, 1H),7.19(d, J =7.2 Hz, 1H), 7.05 (t, ] = 7.7 Hz, 1H), 6.66 (s, 1H), 6.60(d, ]
=17.6 Hz, 1H), 5.61 (d, ] = 7.8 Hz, 1H), 5.17 (t, ] = 5.4 Hz, 1H), 4.61 (d, ) = 5.4 Hz, 2H),
4.22 (quintet, J = 6.7 Hz, 1H), 4.12 (1, ] = 6.2 Hz, 2H), 3.76 (quintet, ] = 6.8 Hz, 1H), 3.22
(s, 3H), 3.18 (t, J = 7.3 Hz, 2H), 2.80 (9, = 7.5 Hz, 2H), 1.99 - 1.87 (m, 2H), 1.20 (¢, J =
7.4 Hz, 3H), 1.06 - 0.97 (m, 12H)

APCI LC-MS mJz: 552.3[MH+)

AR3E WO 02/092571 & Bk 6 77 sk %) & F 5 £ 445] 203-233,
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5 3645 203

7-[3-CGRAARL) R EA]-4-{[2- TA-3-(BA T LR A]IRAL)-6-F &
FrEuk-3-F B

APCILC-MS m/z: 465.4[MH+]

k4 204
6-[3-CR A A RH) A BA]-4-{[2- TA3-(B A T OFRAIRL}-T-F A
Hotk-3-F Bk

TH NMR (399.99 MHz, DMSO-ds): 8 11.02 (1H, 5); 8.88 (1H, s); 8.29 (1H, brs); 7.61 (1H,
br s); 7.23 (1, 5); 7.18 (1H, d, T = 7.4 Hz), 7.04 (1H, 1, J = 7.8 Hz); 6.65 (1H, s); 6.60 (1H,
d,]=7.7 Hz); 5.19 (1H, br s); 4.61 (2H, s); 3.88 (3H, s); 3.37 (2H, 5); 2.80 (2H, q, J = 7.4
Hz); 1.9 (1H, dquintet, J = 6.7, 3.4 Hz); 1.57 (2H, quintet, J = 6.6 Hz); 1.20 (3H,(, T = 7.5
Hz); 0.34 (2H, 1d, J = 6.4, 4.2 Hz); 0.15 (2H, dt, ] = 6.1, 3.7 Hz).

APCI-LC/MS mvz: 465.4 [MH+]

kA4 205

7-(3-[2- A TH)F A)RA] A AL A-{B-(BA T £)-2-F A RH4]
B} -6-F R BoM-3-F Bl —(Z LB A)
APCI LC-MS m/z: 478.3[MH+]

364 206

4-{[3-(F AR T A)-2- F A F AR ) -6-F FE-T-[3-(2-F Avke-1-45)
P SR oR-3- T Bz

APCI LC-MS m/z; 493.3[MH+]

E A 207

7-{3-[2-F TA)(F )R] R A -4-{[3-(F A F 4)-2-F 28]
R }-6-F A ER-3- F B

APCI LC-MS m/z; 478.2[MH+]
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5 345 208

4-{[3-(G A F #£)-2-F AR F AR &AL} -7-[3-(3-F ke -1-20) & R )-6-
F A - ok-3- F Bk

APCI LC-MS m/z: 495.3[MH+]

5 #.45] 209

4-{[3-(B A F £)-2-F AR AR} -T-[3-(4-52 A vkom-1-2) & R AL -6-
¥ B SL-aok-3- F Bl

APCI LC-MS m/z: 495.3[MH+]

E#45) 210

6-F FA-4-[(2-F AR EE]-T-[3-(2- F A okom-1-4) & B AL -2oit-
3-% Bhhs

APCI LC-MS m/z: 463 3[MH+]

F 34 211

7-[3-(3-# okt -1-48) A AR ]-6- F B -4-[(2- F K 2R oh-3-
¥ Bt fa

APCI LC-MS m/z; 465.3[MH+]

A 212

7-[3-(4-#2 F ko -1-4) & B ]-6- F R -4-[(2-F A )RR Eok-3-
¥ B

APCILC-MS m/z: 465.3[MH+]

SEHA] 213

A-{[3-(F 2 T )-2- T A K AR -T-[3-G-5 Kot - 1-90) A Uk -
6- % Ak -3 F WA

APCILC-MS m/z: 481.1[MH+]
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] 214

4-{[2- T A -3-(F A T A)FAEIA)-6-F FA-T-[3-(1H-1,2,4- Zoik-1-
E)REAERR-3- Tt _(Z 8 LB )

APCI LC-MS m/z: 477.6[MH+]

k) 215

7-2-CGRAERL) TRAA-{[3-(B AT A)-2-FARL|RA)-6-F A
Aok-3-F B —(Z A LB )

APCI LC-MS m/z; 437.5[MH+]

) 216

6-[2-(3R A A RA) CRATA-{[3-(F A FHL)-2-FEAXA)RAL-T-F &
Aook-3-F B —(Z 8 LB )

APCI LC-MS m/z; 437 2[MH+]

kAep) 217

6-[2-(3F A A RA) TEIK]-4-[(4- AR ) RA]-7-F RAAAM-3-F B
s

APCILC-MS m/z: 421.5[MH+]

=345 218

6-[2-C3F R AL T AR -4-[(3- LA F )R- T-F A EoR-3-F Bt
i3

APCI LC-MS m/z; 421.5[MH+]

645 219

6-[2-CR A AR L) T AL -7-F F-4-[(2-F A5 FAA P8ok-3-F Bt
e (Z A LB )

APCI LC-MS m/z; 407 2[MH+]
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5k 364 220

6-{2-[(2- R TR RA] T AL -4-{[3-(F A T 3)-2-F 2K KR4 -
7-F f A EoR-3- F B —(Z R LB 3h)

APCI LC-MS m/z: 450.2[MH+]

A4 221

6-[3-CGR A AR A EA]4-[Q-T AR AR A]-T-F A EAH-3-F Bt
fee —(Z R LB )

APCILC-MS m/z; 435.3[MH+]

sk 364) 222

6-{3-[(FA F AR A A} -4-[2- THA K EA]-T-F B A £ AH-3-
B

APCI LC-MS m/z; 434 3[MH+]

LA 223

6-[3-(FA T BLE T H-FL)-B BHE]4-2-TE-KRALA)-T-T A5
wh-3-F Rl —(Z A LB )

APCI LC-MS m/z; 452.3[MH+]

k34 224

N-[3-({3-(RABA)-4-[(2- TAF AR ]-7-F A 2k-6-4 ) AL
RAIH AR T B (=AM E)

APCILC-MS m/z: 467 3[MH+]

5 #e45] 225

7-G-FA R EA)-4-{[2- TA-3-(F A F AR FRA R ) -6-F AR Eodk-
3-FBLI = #l LB H (H)

APCILC-MS m/z; 4352[MH+]
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k7| 226

TR 2-[(B-(RAHH)-4-{[2- TA-3-(FA T L)X AR} -6-F Rbbs
h-T- ) ER] CBE = A LB ()

APCI LC-MS m/z; 568.5[MH+]

k&4 227

6-[2-(3F A A B TRA-4-[(2- T AR A RA]-T-F R A EH-3-F B
e

APCILC-MS m/z; 421.1[MH+]

SEAep) 228

7-[3-(2,5- = ARt egdt-1- ) 8 BR]-4-{[2- T AR-3-GR A T AR AR
A }-6-F B ok-3- F BEAE

APCILC-MS m/z: 507.6[MH+]

k3645 229

4-{[2-TA-3-(B AT A)FRAIRA)-6-F 2IL-7-[3-3-F A&-2,5- 2 A
sked bt~ 1- 25 R B e oik-3- F B

APCI LC-MS m/z: 522.6[M+]

A6 230

4-{[2-THA-3-(B AT R)REIRA}-6-F AAL-T-[3-(3.44-= F K-2.5-
AR -1 R EAR PR3- F B

APCI LC-MS m/z; 550.5[MH+]

L4 231

T-(BR A B4 {[2- T HR-3-( A T AR F KR EAL 1 -6-F R 2R-3-
Sl S

APCILC-MS m/z: 436.2[MH+]
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53645 232
6-(FR Sk B A)-4-[(2- THEFR F)BHA]-T-F B bok-3-F Bt
APCI LC-MS m/z: 406.5[MH]

45 233

1-{3-[(3-(BRIAHI)-4-{[3-GB A F 2)-2- F A A 2R }-6-F 5 Eok
-T-A) B R ARG -1-F A S i s

6 7-G-2A EH)-4-{[3-(FFA T H)-2-F R A 8L )-6-F 84

wdeopk-3- B B4 f2(0.050g, 0.116mmol)#4 & &R(4.0ml)iR A4 F An A 1-F
A oteR4%,(0.040g, 0.46mmol)Frativéh, FiRAHME 60°C T et 24
QB ARG, RK RBR, ERELRAH A K (2. 0m) R, 2 4] & HPLC
sy, JA TRE/KASEHBL, ik 20ml/min, % R4 A A TR E,
FR AR .

'H NMR (400 MHz, CD,0D) § 8.80 (1H, s, ); 7.27 (1H, d, J=7.2 Hz); 7.22 (1H, ,); 7.14
(1H,t, J=7.6 Hz); 6.86 (1H, d, J=7.5 Hz); 6.81 (1H, s, ); 4.70 (2H, 5, ); 4.26 2H, t, J=5.2

Hz); 3.61 (7TH, m, ); 3.14 (3H, s, ); 2.38 (ZH, m, ); 2.36 (3H, s, ); 2.25 3H, m, ); 1.91 (3H, s,

)
APCI-LC/MS m/z: 479.4 [M+]

3645 234
4-[B-(RIHA)-4-{[2- T E3-(2 R T BOFANRA -6- F Rsootk-T-
BBk -1- F B T A B

W 4-{[2- TA3-(BA T A RAIRA-7- 5 K4-6-F R A AA3-
W ELA(112.6mg, 0.31mmol)(1R4E WO 02/092571 & Ff if #) 75 i #14-).
A-[(F A AEBA) BRI -1- T B T A B5(99.7mg. 0.36mg)fe sk BL
#,(158.5mg, 0.49mmol)4y = F LHR(2ml)&4E4 4 70°C F e 10 )5
B, BT R A R, KB LB LB A KA B, A LR
Rk, ZMBANTIR, ik, AERE. REWERE B
f, B RPR/TEO.604)5kM, A M, HEEHR
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(39mg, 23%).

11 NMR (399.99 MHz, DMSO-de) 8 11.06 (1H, 5), 8.87 (1H, s), 8.37 (1H, 5), 7.69 (1H, s),
7,32 (1H, 5), 7.17 (1, 5), 7.05 (1H, 5), 6.65 (2H, ), 6.62 (2H, d), 5.16 (1H, 5), 4.59 (2H, d),
3.69 (2H, mult), 3.19 (SH, 5), 2.79 (2H, d), 2.02 (1H, 5), 1.53 (2H, mult), 1.39 (9H, ), 1.19

(3H, 1)

APCI-LC/MS m/z: 551.4 [MH+]

%3645 235
A-({3-(RAEFEH)-4-[(2- TAFFIA]-T-F 8 Eok-6-4 ) FH )%= -
1- 9 BR AT 2L B8
AR L) 235 F AT B B ARARAL A4
APCI-LC/MS m/z; 521.4[MH+]

St 236
3-(BRAFA)-4-[2-THA R EA]-T-F BB oM-6- K R b2-2-F1 BR B
(sulfonate)

¥ 4-[(2- TR AR HA)-6-72 4 -7-F R Eok-3-F Bl = 8. LB
(A48 WO 02/092571 F Frik &g 7 =414 (77.2mg. 0.17mmol). =
ZA(0.5ml, 3.6mmol)E 1-F 3 -2-vthr&t BR 69 I & P, A A Fde-2-
#B.2.(0.1ml, 0.89mmol), Fi& FTH I 48 L E. ¥R ERSME
LB LB AKX ] B, HHMER Kk, 2B TIE, A%
Rz, RBM%ZEE HPLC 4hiit, FEAFAAESY ., Hda EER
(24.6mg, 32%).
131 NMR (399.99 MHz, DMSO-ds) 8 11.14 (1H, 5), 9.01 (1H, s), 8.36 (1H, s), 7.70 (1H, 5),
745 (1H, s), 7.34 (1H, dd), 7.20 (1H, s), 7.14 (2H, t), 7.07 (1H, td), 6.75 (1H, d), 3.94 (3H,

s), 3.13 (1H, t), 2.70 (2H, q), 1.17 (6H, d), 1.16 3H, t)
APCI-LC/MS m/z: 444.1 [MH+]
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5 #645) 237
4-{[2-TA-3-(FA AT R F LR} -6-F B -T-(Ok 2 -4- L A B ok
3-F B

H FE ) 235 b ATiA &Y A-[G-(RAEH A )-4-{[2- T HA-3-(GBAFH)
FA)BAY-6-F B Eok-T- ) B ke -1- F BAR T AR 85 (32mg,
0.06mmol A g F kb4t — K& FHGm) ¥, mAZ A B(Oml), £
BTHE LG, RAESN . REMEHE& HPLC 44k, 15247
iS4y, HE e R(Tmg, 26%).
lH NMR (399.99 MHz, DMSO-ds) 611.03 (1H, s), 8.84 (1H, s), 8.25 (1H, s), 7.56 (1H, s),
7.24 (1H, s), 7.16 (1H, d), 7.03 (1H, t), 6.62 (1H, s), 6.59 (1H, d), 4.63 (3H, 5), 3.17 (3H, 3),

2.93 (2H, q), 2.77 (24, q), 2.60 (3H, 1), 1.95 (2H, dd), 1.44 (2H, mult), 1.18 3H, 1}
APCI-LC/MS m/z: 451.2 [MH+]

k] 238

4-[(2- TAEFEA)EL]T-F B -6-(Fkr2-4- 2 F b )rdomk-3-F Bl
ARAR L) 238 F AT A GATALL S

LH NMR (399.99 MHz, DMSO-ds)  10.83 (1H, s), 8.88 (1H, s), 8.29 (1H, br 5), 7.62 (1H,

br s), 7.32 (1H, dd), 7.25 (1H, s), 7.04 (2H, quintet), 6.67 (1H, s), 6.60 (1H, d), 3.87 (3H, s),

3.54 (1H, mult), 2.77 (4H, mult), 2.20 (2H, d), 1.48 (2H, s), 1.21 (SH, mult)
APCI-LC/MS avz: 421.2 ([MH+]

S H#4) 239

6-[3-(FF A A EIL)-2-2 A R BA]4-[(2- TR L) RA]-T-TF BRS04
-3-F Bz

6] 4-[(2- T AR ) RIL)-6-F -7-F A Eoh-3-F Buie(1R % WO

02/092571) (0.070g, 0.2mmol)#=4% & 4£(0.100g, 0.3mmol) £ NMP (3.0
ml) ¥ ¢y iRA M P, ho kg X B (epibromohydrine) (0.034g,
0.25mmol), R AE 90CTFAnik 0.5 N0, A3, I AIKEE
(0.05g, 0.87mmol), ¥ EAME TOCTFhRiLR. A5, ¥R
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BAY A KQ.0m)AEE, 24 &8 HPLC 44k, B TR/ /KA SR
JAig 20ml/min,
lH NMR (299.99 MHz, DMSO-ds) 8 10.89 (s, 1H), 8.89 (s, 1H), 8.29 (s, 1H), 7.61 (s,
1H), 7.34 - 7.31 (m, 1H), 7.26 (s, 1H), 7.09 - 7.06 (m, 2H), 6.68 - 6.66 (m, 1H), 6.65 (s,
1H), 4.83 (d, 1H),3.90 (s, 3H),3.70(q, 1H), 3.29 - 3.18 (m, 2H), 2.72 (q, 2H), 2.55 -
2.45 (m, 2H), 2.05 - 2.00 (m, 1H), 1.25 (t, 3H), 0.36 - 0.33 (m, 2H), 0.18-0.14 (m, 2H)
APCI-MS nvz: 451.5[MH+]

BB 5 L) 239 RdH K, & £E4) 240-247 ey 4R
5.

£ 7645 240
6-{3-[(2-FA CHE)EA)2-F AR AL} 4-[Q-TAFL)RL)-T-F 4
Foboik-3-F B

APCI LC-MS m/z: 464.1[MH-+]

34 241

4-[(2- T EFE L) EI)-6-[2-F 4-3-2-F Aot t-1- ) A BAL-T-F &
Hodopk-3- F B

APCILC-MS m/z; 481.3[MH+]

% 315 242

4-[(2- T A FH)BI]-6-Q-F2 K -3-9%%-1- 2 R B )-T- F IR Soik-3-
7 B

APCILC-MS m/z: 480.3[MH+]

kA 243

6-{[2R)-3-(CFR A A R H)-2-F2 A -2-F K A AR} -4-[(2- TAEA KRR
A)-7-F B H A3 F B

APCI LC-MS m/z: 465.6[MH+]
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S 34| 244

6-{[(25)-3-(3F A IR )-2- 12 22T 2 9 AT BA J-4-[(2- LEFA)ER
A]-T-F B AREH-3-F Bk

APCI LC-MS m/z: 465.6[MH+]

A4 245

6-[3-(F A A RI)-2-2 AR AA]4-{[2- T A-3-GB A T AR ER]RA)-
7-F B gopk-3- F B

APCI LC-MS m/z: 481.2[MH+]

k745 246

6-{[(2R)-3-CGFr A AR )-2- B A R LB} -4-[(2-TEF ) AL]T-F
AL dobk-3- F B

APCI LC-MS m/z: 451.5[MH+]

LAt 247

6-{[(25)-3-CGF A A R )-2-F A R AR} -4-[(2- AR ) RK]-T-F
U B eR-3- T B

APCILC-MS m/z;: 451.5[MH+]

5 #.45) 248
2-F AR ABR 3-(RAHE A)-4-[2- TAR L) RA]T-F B L ok-6- 25 BE
APCILC-MS m/z; 408.4[MH+]

& #645) 249
6,7-= LI -A[(4-F o 1-FfK-1.2- = R R o5 H) B ko3
iy

3B WO 02/092571 ¥ Frik, & 5-Fh-4-F & 5 gok-1(2H)-8A
Fa 4-2-6,7- = T BRI Eo-3-F Bl $) G A7 AN
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lH NMR (399.99 MHz, DMSO-dg) 5 11.28 (1H, s), 11.26 (1H, d), 8.85 (1H, s), 8.27 (1H,
s), 8.11 (1H, d), 7.58 (1H, s), 7.33 (1H, 1), 7.22 (1H, 5), 7.11 (1H, d), 6.99 (1H, d), 6.64 (1H,
s), 4.14 (2H, muit), 3.37 (3H, mult), 3.25 (2K, mult), 1.35 (3H, 1), 0.92 (3H. 1)
APCI-LC/MS m/z: 433.2 [MH+]

= A64) 250
6,7- = LR I-4-[(4-F £-1-84K-1,2,3,4-9 & Fdobk-5- £ ) £ IL e obk-3-
¥ B

B WO 02/092571 ¥ AT £ty 7 X, & 5-R4A-4-F 4-34-
SR F B 1H)-BR A 4-8-6,7-= T RA S -3- F Bl b &7 2240
2/

1H NMR (399.99 MHz, DMSO-ds) & 11.28 (1H, s), 11.26 (1H, d), 8.85 (1H, s), 8.27 (1H,
s), 8.12(1H, d), 7.58 (lH,~s), 7.33 (1H,1),7.22 (1H, s), 7.11 (1H, d), 6.99 (1H, d), 6.64 (1H,
s), 4.14 (1H, quinterd), 3.37 (3H, dg), 3.23 (4H, mult), 1.35 (3H, 1), 0.92 (3H, 1)
APCI-LC/MS mv/z: 435.3 [MH+]

P

kA& 251
S-{B3-(RAHK)-6,7- = LR BA-4- KR} -3.4- S FEoik-
2(1H)- F 8RB T A B

¥ 4-2-6,7-— T B IS HR-3-F Bz (178mg, 0.61mmol, 4EE WO
02/092571 414, S-F A3 4- =G Ffbah-2(1H)-F #adx T A ES
(198mg, 0.80mmol). Z&(7ul)£ NMP(3ml)# 44284 £ 110C F Ao
WAL, R RAWIE I, RIEE LR LEEFBK BR S 40 15 R 219
oBe. WA AER Kk, BRBATIR, ATRE. REHWEHk
i& EATehik, A CH,CL/MeOH(10:0.5)2e00, 433|784 54%, #i%
R EAHR(214mg, 69%).

111 NMR (399.99 MHz, DMSO-ds) § 10,63 (1H, s), 8.84 (1H, s), 8.24 (1H, br s), 7.58 (LH,
brs), 7.22 (1H, s), 7.06 (1H, 1), 6.95 (1H, d), 6.65 (2H, 5), 6.61 (2H, d), 4.53 (2H, 5), 4.15
(2H, q), 3.59 (2H. 1), 3.49 (2H, d), 2.70 (2H, 1), 1.39 (9H, 5), 1.36 (3H, 1), 1.06 (3H, 1).
APCI-LC/MS m/z: 507.2 [MH+]
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) 252
6,7- = LEH-4-(1,2,3,4-19 & FEobh-5- K S ok-3- F Bk

B AA 117 % TR R A0 7 X B S AR
1I-I NMR (399.99 MHz, DMSO-d;) 8 10.62 (1H, s), 8.84 (1H, s), 8.24 (1H, s), 7.58 (1H, s),
7.22 (1H, s), 6.96 (1H, d), 6.80 (1H, d), 6.70 (1H, s), 6.52 (1H, d), 4.15 (2H, d), 3.85 (2H,
s), 3.51 (2H, s), 2.98 (2H, 5), 2.61 (2H, s), 1.37 (3H, s), 1.15 (3H, s)
APCI-LC/MS m/z: 407.2 [MH+]

E ] 253
4-{[3-(F FA T 2)-2- LRI RIE ) -6-[3-(F ® A B RIL]-T-F
Bk roth-3- F B

BRERS 1P ARAMGF K, B & RAHHEATAIAY .
APCILC-MS m/z; 490.3[MH+]

E 35 254
4-{[3-(RA T A)-2-TAF R R} -6-3-CRAAEA) R AK]-7-F A
A R-3- F B

P8 WO 02/092571 ¥ Bk ¢y 75 ik, A S%4e-#E Fn L34 253 F
B i 6940 -4 4] S AT AL a4
APCILC-MS m/z; 464 3[MH+]

L5 255
4-{B-(RA F H)-2-TA KA RAE}-7-3-[F TBLAF R A EA]R R
A }-6-F F AL Bvik-3- F B

B E M) 255 KAty 77 ik, B K4S 185 F ik 694L6-4h 4|
HAFAALAHY) .
APCI LC-MS m/z; 536.4[MH+]

127



200580011909. 6 oo 5E93/103m

x| 256
4-{[3-(& RATF H)-2- CAF KR} -6-B3-CRAAEHL)-2-B AR E
R ]-7-F B A AR-3- T B
BB L) 240 KAy ik, Bl EARALEH .
APCI LC-MS m/z; 506.6[MH+]

x4 257
4-{[3-(RA T 2)-2- TA KA R} -6-[3-CGR R A 28 )-2-2 K R UL ]-
7-F E AR Eoik-3- F B
PR E A 254 KK T ik, | EARRALEW) .
APCI LC-MS m/z: 480.6[MH+]

SE#6) 258
4-({(3-[(TB AR F AR]-2- TAFRK 2 HK)-6-{3-[ LBLACGRRA) R
A]-2-F A R AR} -T-F A B3 T BLAE

B EAA) 119 KAty ik, RWEH 257 Fo LER BT 4) G474
e,
APCI LC-MS m/z: 564.6[MH+]

BB R 239 Re) ik, H1EFHP) 259-261 ¢ AR A
4.

kA4 259

6-[3-C3F A A EIR)-2-F2 2 A AR ]-4-{[2- T A-3-(TH-2R - 1- AL F R
AJEI)-T-F S EAR-3-F BLE:

APCI-LC/MS m/z; 480.6]MH+]
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I #4) 260
6-[3-GR A ARA)-2-F A R AA]-4-{[2- T A -3-(1H-ribrk-1- 2K F 35K
AR -T-F B -3-F Bl
B BB A 239 AT, A 4-{[2- T A-3-(1H-sked-1- 2 B A E
AVEHK}-6-F4-7-F S8 0-3- Tk, REKEMIAE, 4%
A RRAS-H
14 NMR (400 MHz, DMSO-ds) 5 11.00 (1H, s, ); 8.90 (1H. s, ); 8.32 (1H, 5, ); 7.72 (1H, s,
); 7.64 (1H, s, ); 7.26 (1H, 5, ); 7.11 (1H, 5, ); 7.05 (2H, t, J=7.8 Hz); 6.94 (1H, 5, ); 6.77
(1H, d, J=7.6 Hz); 6.62 (2H, mult, ); 5.34 (2H, 5, ); 4.89 (1H, d, J=4.3 Hz); 3.90 (3H, s, );
372 (1H, s, ); 2.83 (2H, g, J=7.2 Hz); 2.06 (1H, mult, ); 0.35 (2H, mult, ); 0.16 (1H, d,

J=1.8 Hz)
APCI-LC/MS m/z: 531.6 [MII+]

A5 261
6-{[(29)-3-(3R Fa A B A )-2-2 K A A B} -4-{[2- T A-3-(Fok-4- K F
H)FIKEAL-T-F Bk ebof-3- F BLi:

APCI-LC/MS m/z; 550.7[MH+]

At 262
FHA6,7- = TREA-[2- TAK L) RAER-3-28 ) F 88

EBAT, 4% Red-Al (5.3 mg, 0.13 mmol )& & Ae A | AR 45
WO02/092571 ¥ A& 7 ik #1449 6,7-= L RA-4-[(2- TAR )R]
4opk-3- F BEA(10 mg, 0.26 mmol)4g THF R4+ . £ 50°C FHidk 18
DBt EAFE 6 RA A KA, KA AUE R BB T B, 1LIE,
R, 1336948 F A HPLC E4h4k, 452 Ilmg (2.62mmol, 10%)F7
FZRE Y.
APCI-MS: m/z 382.5 [MH+]
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E B 263
6-[3-(3F & A R ) A B4 {[2- T A -3-(TH-2hr-1- 8 F )R A&
3 }-7- 9 B AER-3- F B
IR LA 253 R F ik, HIEAFRALEHY.
APCI-LC/MS m/z: 515.4[MH+]

5 345 264
4-{[2- T A -3-(1H-of k- 1- K F )R KR} -6-F BR-T-2-F AL T
F A ) Eok-3-F Bl
a) 4-{[2- T A -3-(B AT )R AIRA}-6-F 5AE-T-2-FRATAL)
opk-3- F Bk
H 4-{[2- TA-3-( A F AR AR -7-F 45-6-F A Eo-3-
¥ B (AR4E WO 02/092571 Arit 44 7 ik %)4) (32.2mg, 0.09mmol). 2-
8 7 A ¥ A Kk(23.7mg, 0.17mmol). B & 46(45 3mg, 0.14mmol)F= NMP
(1 mh#yiREan £ 60C TAeth 4 b it A5, FRLRSWN KM
#, 244 HPLC #h4k, 32| 19mg Fri&ibo4s.
APCI-LC/MS m/z; 426.3[MH+]
b) HP8 LA 1 RN 7 kBl AT
L1 NMR (399.99 MHz, DMSO-dg): 3 11.02 (1H, s); 8.89 (1H, d, J = 5.2 Hz); 831 (1H, br
s); 7.72 (LH, s); 7.64 (1H, brs); 7.26 (1H, s); 7.09 (1H, s); 7.06 (1H, d,J = 7.7 Hz); 6.93
(1H, s); 6.87 (2H, d, J = 7.5 Hz); 6.64 (1H, d, J =7.7 Hz); 6.57 (1H, s); 5.33 (2H, 5); 4.22
(2H, t, J = 4,3 Hz); 3.70 (2H, t, ] =4.4 Hz); 3.31 (2H, brs); 3.18 (3H, brs); 286 (2H,q,J =
7.4 Hz); 1.03 (3H, t,T=7.4 Hz).
APCI-LC/MS m/z: 476.4 [MH~+]
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5k 3645 265
6-( T A BRI )-4-{[2- LA -3-(1H-skmt-1- 48 F )R &
#K-3- F Bti
a) 6-( LA R )-4-{[2- TA-3-(1H-ofrok- 1- K TR KR )-7-F £
deopk-3-F 8L T B

f£— schlenk B & ¥, £ HRATHANRE FHG] | ZUEZHE
69 6-if-4-{[2- T A-3-(1H-okr-1- 8 F ) KA RA -7-F B A Ek-3-
¥ B2 CBg(71.2mg, 0.14mmol). = (=& X & &F)=4e(0)(12.1mg, 0.01
mmol). —(=FA)1.1 £(283mg, 0.05mmol). #%A46(83mg, 0.26
mmol). Z&(0.34mg, 7.6mmol)F= ¥ X(10 ml), HZz X EL4, A 75
CTFAndt 48 1B, ¥R ERESMEH, REE OB LEEF K6 4>
B, ¥AVELHRBMATER, $&, AZRE. REHE4)& HPLC
Ak, 133 24mg FrE K e41bi4h .
APCI-LC/MS m/z;: 474 3[MH+]
b) FrEMA(Sme)FeF — TR FH iR E T A i&’i@?’ﬁw 69 ALK H B%
(10mD) ¥ . ¥4 1% schlenk 4, A 65°C FAndh 50 N0, B B_FRA
M, RERZTRE. REWE4 4 HPLC %4&, 5 2| AR ARG

Y, #AéaE&BKR@Bmg, 13%).
1

%
¥
jﬂw
g
W

0
g

H NMR (399.99 MHz, DMSO-ds): 5 10.65 (1H, s); 8.73 (1H, s); 8.23 (1H, br s); 7.68 (1H,
s); 7.56 (1H, brs); 7.12 (1H, s); 7.06 (1H, 5); 6.98 (2H, 1, ] = 7.8 Hz); 6.92 (1H, s); 6.81
(1H, d,J = 7.5 Hz); 6.47 (1H, d, J = 7.8 Hz); 6.05 (1H, s); 5.29 (3H, m); 3.91 (3H, s); 2.84
(24, d, J = 7.2 Hz); 2.52 (1H, br s); 1.02 (3H, t, = 7.4 Hz); 0.75 3H, t, } = 7.1 Hz).
APCI-LC/MS m/z: 4453 [MH+].

1% B8 L8] 265 KAty 5 R A& E A1) 266-268 9 AFRAL A4 .
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£ 4] 266

6-[(2,2- = F £ TA)EAK]-4-[Q- TAF L) R AL]-7-F B A AR-3-F
Bl

11 NMR (399.99 MHz, DMSO-dy): 5 10.61 (1H, s); 8.75 (LH, s); 8.24 (1H, s); 7.57 (LH, s);
7.28 (1H, m); 7.16 (1H, s); 7.00 (2H, m); 6.50 (1H, m); 6.24 (1H, s); 5.24 (1H, 1, ] = 5.8
Hz); 4.15 (1H, t, J = 5.5 Hz); 3.94 (3H, s); 3.12 (6H, s); 2.73 (2H, g, ] = 7.5 Hz); 2.65 (2H,
t,J=5.7 Hz); 1.26 (3H, t, T = 7.5 Hz).

APCIL-LC/MS nvz: 425.4 [MH+]

FE 3| 267

6-[(3,3-= ZAL B A)EA]4-[(2- LA KAL) EA]-T-F f L oh-3-F
WS

"H NMR (299.946 MHz, DMSO-ds) 8 10.58 (1H, s), 8.73 (1H, 5), 8.28 (1H, brs), 7.62 (1H,
brs), 7.24 (1H, mult), 7.13 (1H, s), 6.98 (2H, dquintet), 6.51 (1H, mult), 6.14 (1H, s), 5.42
(1H, t), 4.32 (1H, t), 3.91 (3H, s), 3.49 (2H, mult), 3.36 (2H, mult), 2.72 (2H, g), 2.53 (2H,
q), 1.51 (2H, dd), 1.25 (3H, t), 1.08 (6H, 1)

APCI-LC/MS mvz: 467.4 [MH+]

£ 7614) 268

[2-({3-(BA A I)-4-[(2- TAF L) RA])-T-F Ak boih-6-2L} 2L T4
B F BT A B

APCI-LC/MS m/z;: 480.3[MH+]

=45 269
{2-[(3-(RABA)4-{[2-TA-3-(F AT ROF AR }-T-F A A Ewh-
0- ) B TR T B4 T A B
a) 6-38-4-{[3-({ [ T A (= F L) ¥ A E £ |84 T £)-2- L AR A A,
A }-T-F B A EAR-3- T AR B

EEER. RAT, #6-i2-4-{2-TH-3-(BATR)RKIRA}-T-
WA s ok-3-F B2 2 B5(406mg, 0.89mmol). R T A(EAK)= F 24t
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}%(0.95g, 6.3mmol). =r4(1.9g, 27.9mmol)4y DMF(Gml)R-E-& K+

48 B, KRB R L RAWME LR LB AKX 48, KA HER

Kb, ZRBATER, TR, AZRE. REMWEREEITHEWL,
ZR T/ FEE(OT:3) kb, B4, AR EHRK(309mg,

60%).

lH NMR (399.99 MHz, DMSO-d¢): 3 10.24 (1H, s); 9.01 (1H, s); 7.54 (1H, s); 7.37 (1H, s);

729 (1H,d,J =74 Hz); 7.11 (1H,t, T = 7.8 Hz); 6.81 (1H, d, J = 7.8 Hz); 4.79 (2H, s5); 4.31

(2H, q,J =7.1 Hz); 3.94 (3H, 5); 2.76 (2H, q, = 7.5 Hz); 1.32 (3H, t, J = 7.1 Hz); 1.15 (3H,

t, 7 =7.5 Hz); 0.89 (9H, s, J = 2.9 Hz): 0.09 (6H, s, ] = 3.1 Hz).

APCI-LC/MS mv/z: 573.1, 574.2, 575.1 [M+],IM+1],[M+2}

b) 6-({2-[( T ALK L) BRI LA} 2 H)-4-{B-({(IRT A= F AT
SR EIR ) T AD)-2- LA R 2R -7-F Sk odobk-3- F B2 U Bs
f£— schlenk 2B ¥, ERAT, BN 6-2-4-{[3-({[RTHE£(=
)T At AR T H)-2- CARAIRE-T-F R E9R-3-F B T
§(250mg, 0.44mmol). =(=EF K &HBE)=42(0)21mg, 0.02mmol).
Z X1 A(48mg, 0.08mmol). A%E£46(230mg, 0.71mmol). N-
- & )AL FERR T AE(101mg, 0.63mmol)F= ¥ K (8ml). #
BEEEH, ESSCTHRALRSMMMIIR, A, REHKRAE
AW E OB LB AR Z R L. A AR R Kk, ZeEsnT
M, iR, AR, RE MR BT, A 8 F 5/ F 82(100:3)
BL, 1FEARAILSY, HFEHRQ05me, 73%).
'H NMR (399.988 MHz, CDCly): § 10.21 (1H, 5); 9.03 (1H, 5); 7.25 (1H, d, J = 7.3 Hz);
7.21 (2H, s); 7.06 (1H, t, J = 7.8 Hz); 6.76 (1H, d, J = 7.8 Hz); 4.83 (2H, s); 4.64 (1H, br s);
4.54 (1H, brs); 4.43 (2H, q,J = 7.1 Hz); 3.97 (3H, s); 3.00 - 2.83 (5H, m); 2.83 - 2.61 (4H,
m); 1.48 - 1.43 (13H, m); 1.31 (3H, t,J = 7.5 Hz); 0.98 (9H, s, J = 2.8 Hz); 0.16 (6H, 5,J =

3.0 Hz);
APCI-LC/MS m/z: 653.3 [MH+]
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©) {2-[G-(RAEHI)-4-{[2-TE-3-GB AT AR AIRA}-T-FRAE
Hh-6-F) B ] LA B T AR T AL

E—FHEMT, AN O6-({2-[(TAARKLBA] AL EA)4-
{B-({[ARTA(=FAR)FAEAIRA T E)-2-TEARK|RE-T-F R
H ok-3-F B2 285 (148mg, 0.23mmol). #AL4P(7mg, 0.1mmol)F=
Ao Aty oK FEBE(10ml). H20RMEH, £ 55C T Aeth 96 N H,
b, REEZRE, BREME R T A& KEH(150mg,
0.57mmol) £ w9 Sk (SmD)FHH | haf. FR A RS A LB TES
FokZ 18 4oBe. HBHEIER Kk, 2ABRMTE, LE, AR
4. R G Y% % & HPLC 4k, FE AR EH, A& F &4 R(52mg,
44%).

I F ) 266 RAUEF N, 1R 6-8-4-[(2- LA FIO)RK]-T-F
F A R-3-F L LB A (3- R AR A)- IR A - B TR T 2B, )
EAF AW, ARIE TP 117 ik, A TFAREZRA TR T A
BeATAEY .
1H NMR (399.99 MHz, DMSO-de): 6 10.69 (1H, s); 8.73 (1H, s); 8.21 (1H, brs); 7.53 (1H,
brs), 7.16 - 7.07 (2H, m); 6.96 (1H,t,J = 7.7 Hz); 6.70 (1H,t,J = 5.3 Hz); 6.45 (1H, d, J =
7.8 Hz); 6.10 (1H, s); 5.37 (1H, 1, =4.8 Hz); 5.12 (1H, (, J = 5.3 Hz); 459 2H,d,J=53

Hz); 3.90 (3H, s); 2.81 (4H, m); 1.36 (9H, s); 1.27 (2H, s); 1.21 (3H, t, T = 7.4 Hz);
APCI-LC/MS m/z: 510.3 [MH+]

F 34 270

6-{[3-(3F A A F) R AR }-4-[(2- TR F ) RALT-F B MH-3-
¥ B

a) 6-38 -4-[(2- T A K E)EA]-7-F S Ewh-3-F B L B4R WO
02/092571 4%,
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TH NMR (399.99 MHz, DMSO-ds); 8 10.12 (1H, s); 9.01 (1H, 5); 7.67 (IH, 5); 7.44 - 7.38
(2H, m); 7.25 (1H, t, ] = 7.3 Hz); 7.16 (1H, t, T = 12.5 Hz); 6.93 (1H, d, ] = 7.7 Hz); 4.27
(2H, g, J =7.1 Hz); 3.98 (3H, 5); 2.71 (2H, q, J = 7.5 Hz); 1.32 (3H, . = 7.1 Hz); 1.21 (3H,
t,1=1.5 Hz).

APCLLC/MS m/z: 429.1, 431.1 [MH+]

b) 3-& - A)- IR A A-RA TR T A 8
HAAG-#ZEAR)BA TR T AR

 3-i2 R-1-85(4.5g, 32.4mmol). A H&E(12.4g, 216.5mmol)Fn
9 S ok v (40ml) ey iRAH A 60°C T Ak 7 5. 4R R A b 30
E2FIR, AR, AwArkH0ml) = 2 8(10ml) ey o #5
ﬁﬁiﬁ%o@ﬁ%%¢mA#%&#ﬁT£%0Q,%MMML
Ak i (G0mh) A = The(5ml), HFiZEFRA SOC Ttk %
HEZTR, ACBHE, TiE, ATRERR. REWEREEH
Ak, B R T/ FERBL00:3), REFFHIAY, HAEHK
#(3.1g, 44%).

'H NMR (299.944 MHz, CDCly): §3.56 (2H, quintet, J = 5.7 Hz); 3.38 (2H, t, J = 6.1 Hz);
2.45 (1H, ddd, J = 10.8 7.0 3.9 Hz); 1.70 (2H, quintet, J = 8.1 Hz); 1.46 (9H, s); 0.77 - 0.68
(2H, m); 0.62 - 0.56 (2H, m).

3-i% RACRAR)EA T BT A EE

A 20 5%, X AAG-FEARDEL T BT LB5(1.6g,
7.4mmol). ZFKEB(2.5g, 9.7mmol)F=w9 S ek v (25ml) 4G A 2064 8%
FeAvTE4LB 32g, 9.7mmol), £ 0CTF, #ima-mitik 30 o4,
REFEZZER, TRTIINE, ¥REALSMYE LR, Tk
RERIE. BERAZTRYE, REWEKREEFL, A ZRTKE/
BIESB(2:D), FEAFAMAY, HREHKRM( 22, 59%),
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"HNMR (399.988 MHz, CDClL): 53.39 (2H, t,J = 6.7 Hz); 3.33 2H, t,J = 7.1 Hz); 2.49

(1H, septet, ] = 5.1 Hz); 2.11 (2H, £ ¥4, = 6.9 Hz); 1.45 (9H, 5); 0.75 (2H,1d, T = 7.1 5.1
Hz); 0.60 (2H, m).

3-F RARACGRAL AL T8 T 2 B

ZRT, #3-2RACRAL)RE T ER T ABE(1.1g, 3.9mmol),
& FAC#H(0.33g, 5.1mmol)Ae 1- 1 Jh-2-stbok 48R Tml ) oy iR 4y .44
R, FRERASMAE LB UBEARZ B 8, 5 ER Kikik,
BB TR, TR, AERE. REB2KE AL, i

FAL B, FEAFRLSY, HAEHKM0.92g, 96%).
1

H NMR (399.988 MHz, CDCl,): §3.29 (4H, q, J = 13.1 Hz); 2.48 (1H, septet, J = 5.7 Hz),
1.82 (2H, quintet, J = 7.0 Hz); 1.45 (9H, s); 0.74 (ZH, m); 0.59 (ZH, m}.

(-2 -RA)- A A-FA TR T L ES
EIAKUELAT, # 3-8 8ARACGRA L) EE FRRT A
B5(0.9g, 3.7mmol). 5%k 48 (60mg)fE .8 (15ml)d= L8 2 E(15ml)
F o iRAe BIZBEH 19 10T, AR IR, HEARFKE 2 K.
IRMEARA], R IRR, FEARRE S, H L EhKRM(0.79¢, 98%).
1H NMR (399.988 MHz, CDCls): § 3.27 (2H, t, J = 6.9 Hz): 2.70 (2H, t, ] = 6.8 Hz); 2.45

(1H, dt,J = 6.9 3.4 Hz); 1.76 (2H, 5); 1.69 (2H, & ¥, ] = 6.9 Hz); 1.44 (9H, s); 0.72 (2H,
dd, J = 12.2 6.9 Hz); 0.57 (2H, m).

¢) 6-{[3-(3F A AE )RR R} -4-[2- T AR KA K)-T-F B Lok
3-W B

ARSE 54 266 KAt F X, 12 6-12-4-[2- LA R ARAL])-T-
TR A obk-3- 5 B8 LB A0 (3- k- B 2)- IR B - FUR T B AR T AR,
B EAFRAA Y . RIE T 117 695 %, A TFA b 4 9 8R
TAEBRITAY.
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lH NMR (399.99 MHz, DMSO-ds): 8 10.57 (1H, s); 8.73 (1H, s); 8.22 (1H, br 5); 7.55 (1H,
brs); 7.27 (1H, m); 7.13 (1H, s); 6.99 (2H, m); 6.50 (1H, m); 6.14 (1H, s); 5.65 (1H, t,J =
55Hz);3.92 (3H, 5); 2.74 (2H,q, T =74 Hz); 2.58 (2H, q, } = 6.4 Hz); 240 2H, 1,1 = 6.2
Hz); 2.00 - 1.89 (2H, m); 1.35 - 1.22 (SH, m), 0.33 (2H, m); 0.17 (2H, m).

APCI-LC/MS m/z: 434.5 (MH+]

BB EiR ik ey KAL) F ik, R\ & Ekp) 271-274 AR A
.

FAEp 271
4-(2,3- —&-1H-2-1- K 238 )-6,7- = F F A SoiR-3-F BLis
APCI LC-MS m/z: 364.1[MH+]

5645 272

6,7-= L RIE-4-[(2-F A IR T ) F ) Eok-3-F Bz
APCI LC-MS m/z: 372.3[MH+]

A 273

4-{[(3S)-1-(F Ik TBLA )R 5-3- R | B }-6,7-= F Ek B ohc-3-F Bt
23

APCILC-MS m/z: 384.1[MH+]

=45 274

4-{[(3S)-1-(RA T A )R -3- 2 | AR }-6,7- — F Sk eioin-3- F BLik
APCI LC-MS m/z: 398.1[MH+]

B TR
JAK3 HTRF X%

JAK3 Bl iX 3o H) ) —#F &5 GroEL/S & £k £ K AT H L o4 —F+
BRAE G (5B S-5: 4 85(GST)#A 404 Jak3 g 1K), 74
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B BRI IS VB SR AR 3 o B AT 44K, 5% 8 A 10mM Tris-HCL. 150
mM NaCl. 5% &8, 2mM 2-3i ik T8 A0 30% Him ik, R BsR
T % 4R A UM 12 89 JAK3 89 § SR BRI R ) R R AL
k(% 4% -LPDKDYYVVREPG). X%t 4oF: £EiR T . -4 JAK3,
ooty Fa & A 42 25mM Trizma #%. SmM MgClL. 5mM MnCl,. 0.05%
TritonX-100 #2 2uM ATP ¥ F 45 54F. BULARARA 20uM. Je A
by ok AR 4R B 1A 3] 100uM EDTA, &5, A A2 50mM Hepes.
0.5M KF #= 0.1%BSA ¥ ¢ 0.065mg/ml PT66-K F= 10.42uM SA-
XL665, F 60 4475, f& Discovery A3 Liki

Fir ik & 52 445|404 0 1C50 18/ F 10uM,
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EA

1. —FXOewr:

X
_R
R2N
1
R X
XY TNH,
2
2 N
R 5

REHF LT 2 ERBEA S, LT

X ;2 -CHOH #,-C=0;

R' A= RP T A AR SR E), RAEAA. RA. CCetett. C-Cy
REL. 4. FHE. Y(CR)NR'R’. Y(CR’),CONR'R’.
Y(CR?),CO,R®. Y(CR?),0R®. Y(CR’),R®. Y(CR?),OCOR®,

£# R' = R? i 4 £ —#2 2 -OCH,0- K -OCH,CH,O-:

RARRIZA. C-Cotsk. £, C-GRALREHE;

pA20. 1. 2. 3. 4 5;

Y 2 4. CH,. -OSO,-% NR’;

RIAR EAMIREARLA FHMAR: C-Cotid. C-Cy
AL, -CO-(C-Coti k. -CO-(C-Co)FRd k. -SO,-(C-Co)l & . -
CO-(C-Co)tr B AL . -CO-NR'-(C-Coltn it . Co-Cs T2t , PR A A
BT —R % NEA. . -CONH, -CO-(C-Cy) bt B AAT R BAX,,
RER AR HHEEGEET—RHAR AT A, WFaR ik L RR
%, ARRE®RESH —RENLOA. ARASHF I RRT, EZH
AKETHE Mk gL C-Cli. =0. C-Cotx B IE H(Ci-Cy
#EAH)-CO-a BRARIATA RN, KA R R P2 —HAK C-Cs iz,
B, T H—ARAEEASH BN E. FRREE T4 5-R 6-LARINH A

REZ A, CrCemARgHE—RENEL. fAE. SZTRA
A BR), A FE. -COC-Co)m R AMA R I8 4-7 TIK, EH

iy
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TERSH —REANL AR BERAGERT, ZRRFTRE) —
Mg g C-Cettdh. C-Cetn k. =0. C-Cg it #£-CO-2,(Ci-Cy St &
F)-CO-t9 B A LI, HFAHAT C-Co b A AFR AR — N B A5
A RA BEREEBRK;

R’ Z &3 C-Co it i

R* Z &2 Ci-Cs bt A

R¥it ) C-Cedn k. Ci-Ce IR A R @S — K% Nk A £ BABL
02 BT 4 Fe I 4-7 FUIR, H P AT Ca-Co R R S A A £ 20 84
47 LT —R SR EE. BRA. fA. 24 &, -CONH,-,
Ci-Cs bk, (C-Cett)CO-. Ci-Co st B A K (Ci-Cy i B HL)-CO-89 3L
AAFLIAR, 3 HAEAT C-Col . (Cr-Ce 5 £)CO-. C-Co B 2,
(Ci-Cs i BH)-CO- LA AFH—REMNL A A, FRA. R &
AR R E GBRAREERIAAR; K R ZEHA Ar;

Ark A FA . WEARL. gl el ZSeH AL 1A
R23-ZaA0H A, gl RS BERZAFEA. W
S HA R ERE A A, HE 8 TH—HEANTAAE SR
Flégit f T 7] 89 L ALK COR®. CONRR'. C;-Cglt-NR®-
C-Cs k. C-Cstih- CONRE-C-Co gk . C-Co 5 £ -CONRR,
NR*COC;-Cs ek #—KEANLEL. B RAIRESAR TR
Ci-Cstn k. Ci-Cstt & -NR'R™?, C-Cg#.4-OR". Ci-Cs b4 -SR';

R®Z 5. C-Cy itk

R F= RO & g sk 2 S C-Ca ik

RH g 2.3x Ci-Cg }fﬂz%,

RZZ &Rk f C-Catg k. -(CRP)RY, -CO-(CRP)),RM. -
SO,-(CR,),R'™ ¢4 £ A ;

n % 0-5;

REPAEHMs ZEA. C-Colsh. #5. C-Cett L. £4(C-Cy)
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A BRARKE;

R“Z AL A FFHI49AR: -NRPR. C-Cotndh. Co-Co bl 2
Cp-Cy . -COOH. -S(Ci-Cgizt). -SO(Ci-Cett4h). -CONRPR'™,
-CO(Ci-Cs g 4k). -CO-0-(Ci-Cy d 20 ) KA to e R T4 A 6 4-10 LIK,
BIMFRSA —REANL AR, BARAYERT. MALRSE 8 TH
—R Ak H TFHRERFERIRA: B C-Colr i AS Tk 4-
T AMFRAAEFGG AT S F MR R AR T R RAE
BB, EHR—REMNEA. BECCoih. C-Colti. AR,
-CONH, # A /F12 B X)), C-Ce b k. C-CsFZ L. -C=0. L.
A&, A, B§E. C-Colt A agmh b S R s BE A R H A0 A £ 3084
4-7 THAFRIBAR, ZIHRTELESH —RE R 5. B RR
¥

A R'" A R"” 5 L& 869 LR T —RM R 4-10 Tiafe R R o4
BRI R, EHRIERESA —RE AN AR AR TR R
F, ZRAFE—REANEA. BAC-Cotilh, C-ColnA(A KRS
AR 4-7 A Ae X R Faty . AFLEH A MR, AR THHIR
FRAFRIA, BRI —REANEL, (C-Cel ). Cr-Cen k. Rk,
-CONH, £ B 1F£58U4%). A, #3L. -CONH,. #J. =0 K-COOH
HA R FE AR R IR 4T TUIAE LB, IR TELRASH —REA
%R BRREET, FETH—KE ML E C-Cotish. C-Cy
155 B (Cr-Co B2 A8 )-CO-# BRARAAT L IRAR, VAR

RP A ROTlAaR R AR, RAR. C-Cstik. -CONH, X-
C(NH,)=NH;

MRAE, &

R*2Z Ar, X 2-CO, AR FR* = ZmME. #h. C-Coik,
C-Cs B, £&£. F£. Y(CR)NR'R’. Y(CR’),CONR'R’.
Y(CR?),CO,R®. Y(CR’),0R’. Y(CR*),R®. -CHy(CH,),OCOR®, &%
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R' fo R? if 4 /£ —# 4 -OCH0- K -OCH,CH,O-, st R A F & A #5
ZE. CCGlrik. BEARFRE, R'FAR SR KRELAN C-Cy
KA, BA R e R B Hi 469 FUR T —AH B AR 4-7 A
FHRBIRR, ARREESA FIHE. X NRAH, %R
FRFZ—HEKC-Colesk, MB—ARIERAH B IR, B
RBFH 5-R 6-LLHHKA; AR A L. (C-Cot. -COC-
Cobetk. ZABRNC-Colrh. EBK(C-Cotrsh. KERF
AR,

|

Ar % f A FER A . AR A WA Skl K EAK
w9 Rk ak, H& g TARRARIAK,

KA Ar M E S —/Nik f T IIBRARARR G FL: & RARK
4 Ci-Ce btk . Cr-Ce#p & -NRVR™. C-Cy £ 3-OR™ &, C1-Ce #5245 -
SR, £+ R7i& f-(CRP)R". -CO-(CR>,),R"™. -SO,-(CR',),R™,
HA R Am R 5 i 1864 RUR T — A & 4-10 A Fo 3, T4 Aa ) 2
HH %, ZRRFESH —REANLHE. AR B IR EF,
EIRRF R —REANEE. BEAC-Comi. C-Coln (R G 7Tak
4-7 Ao Fa R TR Fa by . AR AR B IMY R AR EE T L BRI A4
BB, HHRE—REANEL . (C-Cen ). C-Ce £ . A £ . -CONH,
A AAEERBAR). AL, B, -CONH,. &4, =0 H-COOH # A &,
FHA0F LI 47 AFALR I, EIRTIERASH — X % ik B &
R RRT, FETHR—REN L H C-Crrih. C-ComBA K
(C1-Cg 32 FE)-CO- 84 AR AL BRAX,,

BHRA A R R —RE A% A FTHEARRKGEL: C-Colrit
NR'"-C}-Cg 2. C1-Cs 5 5-0-Cr-C t 2 3K, C1-Co £5 Brik B C-Cg
B

2. —HBAIERR 114, £+
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EV—AREZC-ComAKE, &K

RYF= R’ 2 —ik HAE IR -CO-(C-Cotn . -CO-(C1-Cy)3R
. -SO-(Ci-Coilp k. -CO-(Cr-Co)tr Bk . -CO-NR'(Cy-Cy)is £ 5%,
Cy-CeFftidh, RAR'FR 5LSENERTF—RHAIRAL 47 T
YRR E ARG, HIRAERASA BN A, R NROAR,

R®i% ) -CO(Ci-Ca)if A AT IR M 404 £ IR 49 4-7 LIR, R
TAELSH —RE ML R BARGRET, ZHRTHRE S —Aik
A Ci-Cotrk. Cr-Cetrfdh. =0. C-C 25 -CO-K(C-Ce 8 IL)-
CO-t4 AR BATL AR, P44 C-Co p AT ik — R ZAEL . &
A ERALBK,

3. —FARAERK 1 a9t ed, Hb

Ar ZAHE T —ANE A T 5 e BAREIAAR A L & RIEBRKY
Ci-Ce k. C-Cs s &E-NR'R™, C-Cg 45 #£-OR'%, C1-Cy 45 £ -SR'%2,
£+ R™ik §-(CRP)R™. -CO-(CRP)R™. -SO,-(CR";),R",

4. ARFEAFEK 1-3 FE— 904, £+ X £ C=0,

5. ARFEAAER 14 FE—ReGE4, EF R%EH C-Coitx
AL CG-GHREARLES—RENL A R BARY LR THMFE I
49 4-7 LR, HFAEAT Ci-Co TR A KA A £ 304 4-7 LHAE— K S A
wHHEA BFRA. RA. &K ¥#E. -CONH-. C-Cednk. (Ci-
Cs J2.38)-CO-. Ci-C St BRI (C)-Cy 3t A EL)-CO-84 2 I 4FL BRAX, FF
BAFAT C-Ce #i k. (C-Cy 32 2h)-CO-. C-Cy £ B 3K (C1-Cy 5 B )-
CO-ARAFH—RENMLALL. BRL. 4. 54 IERE
A BAR AR BUR,

6. RFAF|EZR 1-5 FAE—RGMESY, BF R 25 —REA
% B R BAE) 22 R T 694050 3069 4-7 UK, 1Z IR — R S /> C-Cg
sk, (Cr-Ce 1 25)-CO-. C-Cs BRI K (C1-Cs bt BL)-CO-AFR BRAR,,
Frd A BEam—REMNLAAEL. BRA. REA &% 8%, -
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CONH,-. Ci-Cg st (Cr-Co i BAL)-CO- 3 R A IR F AT L BRAX,,

7. AREFERAZR 1-4 FAE—REGLE4, £+ REZLAH Ar,

8. FRIBAAIEK | & 2E—FeGo4h, P Ar Zi—RZ A
TR KB 6t A TR ARMERRARGEL: K&, £#4. &
#£. C-CeJr k. COR®. CONRRY, C-Cg 5 2 -NR®-Ci-Cy 5 4
C1-Cs $2.3-CONR®-C-Cy #2. 4k . C1-Cs 52 A-CONRR'?. NR®*COC;-Cyq
A, Ci-Colnaidk. C-Glr (A FM—A SN EL. ERARRL
BB TAERIK). C-Co s h-NR'R, C-Cg #24-OR®. C-Cg 4,
#£-SR",

9. RAFERA| BRI R84, £F Ar ZHWE S —ANikh T
T ARG KA & BB C-Ce . Ci-Cg ka4 -NR'R'>,
C1-Cg #2.4:-OR™ . C1-Co#2.4£-SR™, £ & R % f-(CR',)R™. -
CO-(CRP)R™. -SO-(CRV)RY, #7482 Ar R M —H SNk g T
5| A B R C-Colt A-NR-Ci-Cs bk . C-Cy 32 #.-0-C-Cg
B Cr-Co B A Cr-Coln A,

10. AR\/ARA)E K9 94, £ Ar £ —K % A~-CH,NR'R®
A B R

11, #REARFER 10 ¢94eod, R+ R AR 5 LR
T—ARH 410 TAeFo A TI0F 0 IR A, BT A FLESA —R S
MNMEH R ARAN A RRT, EARARAETH—REANAELL. £
A(C-Cot . Cr-Cotn A (LR F Tk 4-7 AR Ao Aty . fFid 4
A AR ARER TR AAFRIAR, ZE—REAEA
24 (Ci-Coyln k. C-Codndh. A, -CONH, A B4 BAR). AL,
#F. -CONH,. &k, =0 2-COOH # H R H ikt A= #3084 4-7 7LIR
LB, ZRTELER —REN LR BFmgLRT, 0
T —HE Ak C-Colrth . Cr-Co bt B R (C-Cs AL )-CO-44 3R
RIAT LI,
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E

12. RERAER 111 FE—F 91 b4, £+ R RIS A

& Ci-Ce A . Y(CR?),NR'R’. Y(CR?,),CONR*R®, Y(CR?,),CO,R®.
Y(CR’),0R®. Y(CR’),0COR®. Y(CR*),R°,

13, #RIBARA| K 12 694bbdh, L9 RUF= R2#2 C-Cyin B,

H R FREFZ—R C-Celi ik, ®%—A 2 Y(CR,),NRR,
Y(CR?),0R® %, Y(CR>,),R°,

(D)

)

3)

(4)

)

(6)

()

(8)

©)

(10)

14, REFEAAEK | 9104, Frdieddh .

6,7- = LRI -4-{[2- LA -3-(1H-skr -1 2 T 2 ) A FUE ) otiobe
3-¥ Bz,

6,7-= LRAA-{[2-F £-3-(1H-1,2,4- Zvk-1- 35 F H)F A RA)
Seopk-3- T B,

6,7-= L R-4-{[2- T A -3-(Bobk-4- 24 F ) F AR ) donbh-3-
% BtAz,

6,7- = LA -4-{[3-(1H-sk vk - 1- 28 F 20)-2- F 2 KAL) S ook
3- 9 B,

4-{[3-(F& RA T A)-2-F AR AIRA}-6,7- = TRLAHH-3-F 5t
Bz,

6,7-= LEA-4-{[2-F £-3-(4H-1,2,4- = v 4- 5 F H)F AR
whobh-3- T B,

4-{B3-({[4-(R A AR BT R )R FA)-2-C A KA R HALL-6,7-
= A R-3- T BLAE,

4-({2- T A-3-[(1H-1,2,4- = e -5- K ) F AR A R 30)-6,7-=
¥ AR R-3- T BLAE,

4-{[2- T A-3-(1H- R -1 F )RR R} -6,7- = F B A doihe
3- ¥ B,

6,7-= LRI-4-({2- TA3-[(Fe-2- A 2L T AR A R4S
#h-3- F BhE,
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(1D

(12)

(13)

(14)

(15)

(16)

(17)

(18)

(19)

(20)

2D

(22)

(23)

(24)

6,7- = LRIA-[(2-TE&-3-{[2- AR TR RA]F AL RDA
A ok-3-F BLAE,
6,7- = LRA-4-[(2- LA-3-{[GEmp & F AR F A4}

A Jrak-3- F B,
6,7-= LR -4-({2- T A -3-[(1H-s e 2- £ 5 AR) T LR AR
H)deobk-3- F BLAE,
6,7-= LRH-4-{[2- T H-3-(BARDobk-4- £ F )3 A 5L ) Sk
-3-¥ B,
6,7-= LA -4-[(2- T HA3-{[G-EH £ FH) &
A ok-3- T BLAE,
4-({2- T A-3-[(4-P A - T H-sk e - 1-30) TR R B )-6,7-= F
Fk obok-3- F B,

4-[(2- ZA-3-{[4-(GB AL F 2)-1H-skek- 1K) F A X)) R L -6,7-
= F R A ER-3-F B,
4-({2- T A-3-[(2-F A -TH-skrd-1- ) F A KAV R H)-6,7-—F
F o3 F B,
1-3-{[3-(RAH&L)-6,7- — F R bof-4- L] R -2- TAF £)-
1H-wf ok -4 B,
4-((3-[CGRAARIL) FH]-2- THFRE L R H)-6,7- = F A A ok-
3- 9 BhAE,
4-{[2- TA-3-({[2-(1H-mk e -4-35) LA UL 7 AR AR S ) -
6,7-= F Fkdoik-3- F LA,
4-[2-TA-3-{[2-FA-L1-ZF A )AL F AR EL)-
6,7- = F Rk dobk-3- F B,
4-({2- LA-3-[(1,3-8 e -2- K 2R F AR PRAA L 8U0)-6,7- = F £,
A dk-3- F B,
4-[(2- TA-3-{[2-F A RO FA] T A R ERI]-6,7- = F A L

ESE

w?«#

ﬁm
L}}:t
-1
et

FER
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I

(25)

(26)

27)

(28)

(29)

(30)

G

(32)

(33)

(34)

(33)

(36)

(37)

wopk-3- T B,

4-[(2-THA3-{[Q-FE2-F A A F AT AV X HFRH]-6,7-
W AAER-3-FEE (AR E),
4-{[2- TA-3-({[4-(F AmBA) T AR} F AR L)AL} -6,7-
ZF Bk k-3- F Bk,
4-(B-[(F AR F A]-2- THARA L RHA)-6,7- = F Ak Sook-3-
¥ B,
4-({2- T A-3-[(3-F A-2,5- — ARk - 1- 20 7 A R A B AL)-
6,7- = F B ok-3- F BLiz,
4-({2- T AR-3-[(1H-m9 o -5- 2 2O F AR 84L)-6,7- = F &
Hodok-3-F B,
4-((3-[(5-RA-TH-m9 v -1-20) F 2K ]-2- LR R A R AL)-6,7- = F
FI -3 W BhAE,
4-{[2- TA-3-({[2-Q- Bkt~ 1-2) LA R A F AR A A
A}-6,7-= F U EaR-3- F B i,
4-{[2- TA-3-({[(2S)-2- £ A IR T A B ¥ ) KA 1R L )-6,7-
ZF RS R R-3- F B,
4-({2- TA3-[(Ro-4- R 2R T AR 86)-6,7- = F %
wk-3- F BLAz,
4-{[2-TA-3-({[(AR)-1-(F A F 45)-3-F A T A T8 TR A]
2 H&}-6,7- = F A Aak-3-F Bz,
6,7- = LAIAA-[(2- THA-3-{[4-G-F AR )R- 18] F 4 )
F IR B Ek-3-F Bl
6,7- = LEA-4-[(2- TA-3-{[4-(HF A F )R- 1- A F AR H)
Bk Juk-3- T B,
6,7- = LAI-A-[(2- TA-3-{[2-(BA F A )k 1- 4] F 2 XA
AR EoR-3-F BLAE,
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(38)  A-{[3-(1,47-BRYR=Z-1"- 2 F HR)-2- AR A RHA}-6,7- T EIAE
Hoik-3- F BLAE,

(39)  A-[G-{[4-(RAHA)KE-1- K] F A )-2-C AR A RHL]6.7-—
TR S ok-3-F Bl

(40)  A-[G-{[4-C-RAERL)KAH-1- L] F A -2- LA KL A A]-6,7-=
LR AEHR-3-F BLie,

(41)  4-[G-{[4-(5-FArog-2- )k R-1-2 | F 2 -2- T A R A& AL-
6,7-= L E S k-3- F B,

(42)  6,7-Z LREAA[2-TA3-{[Bh% A F A RA]T A FIA
Heok-3-F B,

(43)  6.7-= LRA-A-[2-TA-3-{[4-Q- A TR )RAH-1- L] F K
A B ]ER-3-F Bz,

(44)  6,7-= TRIK-A-({2- TA-3-[(4-F hokom-1-20) T AR AL B
wopk-3- O B,

(45)  A-{[3-({[2-(1,3-KFF A — R4 K S M-5- 1) AR FH)-2-2
AR EI}-6,7-= TR -ok-3- F BLA:

(46)  6,7-= LAK-A-{[2-TA-3-({[2-Q-Bn ) CAIRA FHOXK
A JRIE e ok-3-F B,

(47)  A-{B-({[2.5-=F A 3ok ) F AR FR)-2- A XA A
H)-6,7-= L RS SAR-3-F Bl

(48)  6,7-= LRA-4-{[2- TA-3-({[3-(2- Rkttt 1-20) B K B
AR A I k-3 F B,

(49)  4-{B-({[2-G-8FAE) LAIAA FL)-2-C A K EH L -6,7-=
TR H k-3 F BhAk,

(50)  4-{3-({2-(4-"2F L) TARIRA) FH)-2- T A KA R &L L-6,7-=
LRI R-3-F BLAE,

(1) A-{B-({[2-C-2F ) LAIRA FA)2-TA KA RHALL-6,7-=
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LRI EAR-3-F BLi,

(52)  6,7-= LRI [(2-THA3B-{[Q-FA-2-F A THFAR]F AR
A)RA]-EoR-3-F B,

(53)  4-({3-[CGRARLARL) T H]-2- THE KK RH)-6,7- = T RS A oih-
3-¥ Brhke,

(54)  6,7-= LARK-A-{[2- TA-3-({[2-(1H-2krk-4- ) ] BHA ) T )
FA R -Eobk-3- F Bh A,

(55)  6,7-=TARK-4-[(2-TH-3-{[4-Q-"Bobc-4- K T A )ok%-1-34] F
AR )R] -Eo-3-F BL,

(56)  4-{[3-({[(2,2-=F #-1,3-— AKIR-4- 1) F A £H4) F £)-2-2
AR LR Y-6,7-= TR BAR-3-F B,

(57)  6,7-= LAIK-A-({2- TA-3-[(1,3-rs - 2- K £ F AR &
H)-ok-3-F Bz,

(58)  6,7-= L EA-4-{[2-T #-3-(1 3-Eed f5-3- 5 F AR AR AL S
#h-3- F B,

(59)  6,7-= TRF-4-[(2-TA-3-{[Q-whm-2- A T )R] F AR L)
B Eok-3-F B,

(60)  6,7-= LEI-4-({2-TH-3-[(1H-1,2,4- = v 3- 2 F A F A ]|K
AL BRI )EHR-3-F Bk,

(61)  6,7-= TRA4-{[2-TA3-({[4-Q-F%n A)FAIEAF AR
AJERA ) Eok-3-F BhAz,

(62)  4-{[3-({[4-(RAAEBI)FT AR} F A)-2- CHAF AR} -6,7-
= LRSS k-3- T BLEE,

(63)  6,7-= LAIK-4-{[2- T A&-3-({[2-(1H-731-3- ) T AR F )
R oik-3-F Briig,

(64)  6,7-=LAIK-4-{[2-TH-3-({[3-(4-F F%%-1-5) R A RA L F
A)FA R Eok-3- F BLA,
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(65)  6,7-= LRKA[2-TH-3-{[(1- T AIKR-3-2) FA] T2 K A)
B ik 3- P B

(66) 6,7-=— T a&-A4-[2-TH-3-{[4-(vtrz-4-2 F & Yook -1-£] Ly
FA)E o3 T B,

(67)  6,7-= LRA-A-[(2- LA {[(HR-A4-K T R)ER] T AL E
A Jot-3- T B,

(68)  6,7-= T AI-A-[(2- T 2-3-{[(Hr-3- 2 F ) FUE] T £ ) H AR
A Jhotke3- T B,

(69)  A-((3-[(FARI)F A]2- LA FHAIEA)6.7-= 2 R Aoh3-

T B,

(70)  6,7-= TRE-A-[(2- TA-3-{[(2-&7h A FAOLA] F A FLE
A Eok-3- F Bri,

(7D 6,7-= TRAE-4-[(2-TA-3-{[2-F A TH)EA] F A KR
A Jok-3- F B,

(72)  6,7-= LRKA-[(2-TA-3-{[Q-Z A R AR T L) KAL) RL]
"opk-3- T WL,

(73)  6,7-=TRA-4-{[2- TE-3-({[4-(1H-vtbr-1-£)F 2R A T 2)
FAR] RS ) Eok-3-F Bl

(74)  4-((B3-[({2-[4-(RABBAO R AR LA FA) T 4-2-TAKA)
BH)-6,7-= TR A Aok-3- F Bl

(75)  6,7-= LRI-4-{[2- TA-3-({[2-(1- F hotbrbbi-2- 5£) AR
WA F AR B ) oSoik-3- F B,

(76)  4-[G-{[(4-BF 2RI T A} -2- LA R RA]6,7-— LR &S
Wh-3- F Bl

(77)  A-[G-{[(Q1-"F Ak m-4- )RR F A )-2- T AR E)RIL]6,7-—
L ERAEHR-3-F B,

(78)  6,7-= LRAA-[(2-TA-3-{[G-F AAFH)EL] T ALK A&
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FRPER-3-F B,

(79)  6,7-= LRAAA-[(2-TF-3-{[(4-F RAF L RA] T A XA
AJEw-3-F Bie,

(80)  6,7-= L AA-4-{[2-TA-3-({[3-(1H-krd-1- ) A A ] R 7 &)
FAR) R k-3 F BLAE,

(81)  6,7-= ZRIL-4-{[2-T 4£-3-({[(1R,28)-2-# #.-2.3- = £ -1H-Zh-1-
AR} F AR R Ek-3- T B (2 AL LB 3 ),

(82)  6,7-= LESL-A-{[2- T A-3-({[2-5 2 -1-(1H-33| R0 F £)7,
FR)EA TR A eR-3- TR S Z A T8 3,

(83) 6, 7-=TAHKA{[2-TA-3-({[(IR)-2-HA- - XA LA RAL T
AR A)RA ) Eo-3-F B (Z R OB ),

(84)  6,7-=TAAEA-(2-TA3-[2-A A 1-FTARLATRA-AAR
A)-F AR R -k-3- T BL AR,

(85)  6,7-Z LA A-{[2-THE-3-({[(IR2S)-2-5 f-1-(B A F 1) B £ ]
AR} T AR RIR ) vh-3- F BLs,

86)  6.7-= T AI-A-{[2- T A-3-({[(IR,2R)-2- 2 £ -1-(2 L F 1) A&
AR T AR R Eok-3- 7 BLike

(87)  N-G-{[3-(RAHI)-6,7-= LRI Sohk-4- 3] RA)-2- LR FR)
LERBTEER(ZRTHE),

(88)  6,7-= L AIA-{[2-TA3-({[2-FA-1-(BATFT R TAIRL T
AV R Boik-3- F BRA,

(89) 67-=CAKAA-{[2-TA-3-({[1-(AAFH)-3-FATAIEL F
A)F KB ) oik-3- F Bz,

(90)  6,7-= LAK-A-[(2- THA-3-{[Q-ibekin-1- A TH)RA]F ALK
A)EA Ek-3- T BLA,

91 6,7-=TRI-4-{[2- L A&-3-({[(1S,2R)-2- 2 K- 1-(F A F )R £
AR} T AR ROE ) eak-3- F B
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(92)  6,7-Z= T RKA-{[2-TA-3-({[(1S)-1-Ga A F 4)-3- F A T AR
A AR R ook-3- F BhAE,

(93)  67-ZCRA4-{[2-TA3-({[1-(EATFT L TAIRA F L)X
AR B ok-3- F B,

94)  4-3-[(1-2A FHA-2-ZA-AARIL)-FTA2-TE-KEA
K }-6,7-= LRI -Eok-3-F Brik,

(95)  6,7-ZZRAEA[2-TA-3-{[[(IR2R)-2-F £ -1-F L 2K £ 7,
AJ(FARRA]T AR R E9R-3-F BLiz,

96)  6,7-= LAKA[(2-TA-3-{[(2-F 4 -1-F 3 -2-F A TA)RA]
WA R UL R-3- T BL AR,

07 4{B-({[2-GA4-=2 A X ) 2- AR THIRA T X)-2-TAK
AR }-6,7- = TRHASH-3-F Bz,

98)  6,7-= LRIK-A-[(2-TH-3-{[Q- A RA)RA] T A4 ) KA R4
dopk-3- B BhAE,

(99)  6,7-ZTRAEA[2-TH-3-{[Q-#4-1-F AR RA]F LK
H)EIEAR-3- T BLAE,

(100) 6,7-= L AK-A-[(2-TA-3-{[2-F K TH) R T 4 XL HAL]
dok-3- F Bk,

(101) 4-[3-{[2.3-=ZAAA)RA]F £}-2- AR A)AL]6,7-=
F A oR-3- T B,

(102) 6,7-= L AZ-4-{[2- TA-3-({[2-BA T ROFRAIRL T H)XK
A JEIK ) k-3- F BhA,

(103) 4-{[3-({[(AS)-1-F F&-2-F A THAJRA ) T A)-2- CAF L)AL -
6,7- = LA Eobh-3-F B S Z A LB 3 ),

(104) 4-{[3-({R-(=F &L TAIERA) FH)-2- LA XL RHALL-6,7-=
LA oR-3-F B,

(105) 6,7-= LAAAA-{[2- TA-3-({[4-(F A#B )R AR T )

i
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AR EE ) k-3 F B,

(106) 6,7-= LR H-4-{[2- T H&-3-({[(1S)-2-F - 1- KL T A 2K} F
)RR -3 F Bk,

(107) 6,7-= LEHA-4-[2-TH-3-{[QR)-2-(B A F )bk be-1- K] F
A F IR F k-3 F BR AR,

(108) 6,7-= L ARH&-4-{[2-TA&-3-({[(15,25)-2-72 - 1-(R L ¥ #)-2-K
A KRG T )RR R Eak-3-F B,

(109) 6,7-= L AIK-4-[(2- TLE-3-{[(2-"Bor-4- K TR T A KAL)
FAEwk-3- T B,

(110) 6,7-= T & H&-4-{[2- T £-3-({[(IR,28)-2-5 £ -2-(4- 2 L K #)-1-
WK CA R T AR R Eok-3- F Bz,

(111) 6,7-= LAF-4-{[2- CA3-({[(IR,2R)-2-F2 A -1-( A T £)-2-K
A TR} F AR R RS Eoh-3-F Bk,

(112) 6,7-=Z8H&-4-{2-THK-3-[Q-A - 1-A AT ER-2-FIR-THER
ESLIE-AES € @ I o SCAL

(113) 4-[(3-{[2-RATH)ZA]F A }-2-THEKE)EK]6,7-ZTaA
ok-3- F BLEE,

(114) 6,7-= THRIE-4-{[2-TA-3-({[1-(B AT 2)-2-F AR A]REA} T
AR R ooi-3- F B,

(115) 6,7-= LA -4-{[2- T H-3-({[4-(F £ ag B L) F L5 T H)
FAJ B Eok-3- F Befe,

(116) (3-{[3-(AKEHH)-6,7- = TLASEoh-4- KR} -2-THEF )R
A F B4 T AL BS,

(117) 4-{[3-(BA&F £)-2- T A KA }-6,7- = T A Eoh-3-F Bt
fz,

(118) 4-{[3-(AHA T A)-2-F AFKK]IRI}-6.7-= T RIEoh-3-F 8L
e,
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(119) 6,7-= L AIK-4-({2- TA-3-[(L-BE RBLEIA) F AR A} RS
w-3-F Bz,

(120) 6,7-Z CARA-4-{B-{(TAER)BAI R T £)-2-F L K]
B} ofok-3- F BLAE,

(121)  4-((3-[(TBLAZI) F AR ]-2-F AL R H)-6,7-= T A Aok
3-FBLE:,

(122) 6,7-= T AI-4-({2-F A-3-[({[(4-F A£-2,5- — ARkt -4-4)
AR B  ER) T AR R )b ok-3- F Bz,

(123) 4-({3-[(TBLARA) T A-2-TAFE Y RA)-6,7-= F F Ik Sok-
3-F A,

(124) 4-{[2- TA3B-({[(TARDBERIRA FHROF L] RA}-6,7-=
F RS Aok-3- F B,

(125) 4-[(2- TA-3-{[(F A4 B SR F A R )R HL-6,7-—F &
Fotopk-3- 9 B e,

(126) 4-({2-TA-3-[(L- BB B L) F AR L) RA)-6,7-ZF R LA
-3 F BLAE,

(127) 4-[G-{[3-F TA-L-SABA) RA]F 21 )-2- LA FA)VRAL-
6,7- = ¥ AL Eoik-3- F B fiz,

(128) 6,7-= ZRH&AE4-({2-THA3-[(L-FAEABLAL) T LA £

pk-3- F BLAZ,

(129) 6,7-= TRA-4-({2- T & -3-[(L- RBLEA) F AL B )d
wk-3- 7 BLEE

(130) 6,7-= T AA-4-({2-TA-3-[(L-F RBEL) TR AL ) B )4
h-3- F BB,

(131) N~I1~-QG-{[3-(2AHI)-6,7- = LR So-4-L R4 }-2-TAF

F)-L-o-2- R Bhfee
(132) 6,7-= THRA-4-({2-CA3-[(L-HABRL) T AIRA VR LS
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H1TH

(133)

(134)

(135)

(136)

(137)

(138)

(139)

(140)

(141)

(142)

(143)

(144)

(145)

-3 F B,

4-({3-[(L-# RBLRA) F HR]-2-THE KA RH)-6,7- = CRAS
#R-3-F B,

4-(3-[(L-AmRaBEL) FA]-2-TEARA L RAL)6,7-Z CRE
oh-3- F B,

6,7-= L RS -A-({2- L A-3-[(D-L A B AL T AL R4S
oh-3- F B,

4-[C-{[G-HRTA-L-AmEBA)RA] FA-2-C AR
6,7- = LRI EoR-3-F B,

6,7- = LRI-A-{[2- TA-3-({[(4S)-1,3-"Krd f5 -4- 2 3% 3 | R )
R F AR Eok-3-F Bz,

6,7- = LEA-4-{[2- T2 -3-({{(4R)-4- % F L1 A BE] £ ) T L)
FAREIL ) aok-3- F Bb A,

6,7- = LERIA-4-({2- T A -3-[(D-F ABAE) T AR L) RS
wh-3-F B,

N~1~-(G-{B-(RAHKH)-6,7- = TRASH-4- LR K} -2- T34 F
A)-L- R ABAE,

6,7-= L EHL-4-{[2- T & -3-({[(2S)-9k" -2- £ B A R A T 1)
AR Eoik-3- F BLiE,

4-[G-{[G-FF TA-D-AABI )R] F A} -2- TA R RA)-
6,7- = T B Jhdobk-3- F BLAk,

6,7-= LRI -4-{[2- TR -3-({[QR)-2k "R -2- A 3 A | L) T £)-
R AR aok-3-F 8L,
4-{[3-({[(2S)-2- A s -4-Hr B AR | R ) F 4)-2-2 &
6,7-= T F Ak ok-3- ¥ BL Az,
4-{B-({[2S)- R H T h-2- A B AR A F £)-2-2
£ }-6,7-— LRI Bok-3-F BLix,

e

M

AR} -

W

B

RAIA
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(146) 6,7-= LAIK-4-[(2- TA-3-{[(5-F A -L-1E 5T A BLA) R T A4}
FA) BRI Eok-3- F Bk,

(147) 6,7-= LEIR-4-{[2- THA-3-({[(4R)-1 3-"E v f5 -4- 2 35 3L 1B
AR AR ) ok-3- F BLAE,

(148) 6,7-= LEI-A-[(2- LA-3-{[(4-AH K -D-K B BB AR T A4)
FA) B Eok-3- F Bhie,

(149) 4-{[3-({[(1-&H-2,3- = A-1H-2F-1- 3 A | B4 FR)-2-T 4
FEJRA}-6,7-= TR S-3-F Bk,

(150) 4-{[3-({[(1-RAZR LAV BA ) FRL)-2- C AR E)RA)-6,7-
L RA S R-3-F BLAE,

(151) 6,7-= ZEE-4-{[2- T H-3-({[BR)-1,2,3,4-19 5 Frdooph-3- 2 5
AR} T AR KRR Eok-3-F BL i,

(152) 4-{[3-({[2R)-2-& A -4-F A TBEA | R A FH)-2- LA K AA
£}-6,7-— LRAEH-3-F Bz,

(153) 6,7-=TAI-4-{[2- TA-3-({[(35)-1,2,3,4-m9 HFEok-3- A B
AR} F AR R eoik-3-F B,

(154) 6,7-= T RFE-4-[Q-TA-3-{[(4-9k2-4- 2 -L-18 A BLAE)E LT
AR EA eo-3- F Bk,

(155) 4-[(3-{[(3-&H-L-A RBLA) B F A} -2- AR L) RHA]-6,7-
= LRI ER-3-F Bz,

(156) 6,7-= L AF-4-({2-TA-3-[(D- KR ABLEINL) T AIFR L RAL)
dopk-3- F BLAE,

(157)  4-{[3-({[(25)-2-2A-4-F A T B AR} F4£)-2- T A KA &
3K1-6,7-— TR A ER-3-F Bhik,

(158) 6,7-= LRI -4-{[2- LH-3-({[(3S)-k 7 -3- £ 3 4 | R ) ¥ 24K
AR P Eok-3- F B,

(159) 6,7-= T RF-4-{[2- TA-3-({[GR)-T& "= -3- A A | R A T A)K
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193

(160)

(161)

(162)

(163)

(164)

(165)

(166)

(167)

(168)

(169)

(170)

(171)

(172)

H IR Ek-3-F B,

4-{[3-({[(2S)-2-2L-2-F R TBEA | 2R} F 4L)-2- T A A&
£ 1-6,7- L B BuR-3- F BL Az,

6,7- = LA -4-({2- T A3 [(L-BABEL FAIEL AL S
oR-3- F BLAg,

6,7- = LRI -4-({2- THA-3-[(D-F RBLEA) F AR L RS
#h-3- F B,

4-{[3-({[(25)-2,5- = - 1H-st2-2- K % R 5L ) F H)-2- T A K
)R }-6,7- = LRI AH-3-F Bhhx,

6,7- = LRI -4-({2- TH-3-[(H RBLEMA) F AR 2 Sk
3-W Bz,

4-{3-({[2-BA-4-(F AL ABLA) T BLA R F2)-2-THAX
AR }-6,7- = TERAEM-3-F Bk,

6,7- = T B -4-{[2- T H-3-({[3-(2-nk i £ )-L- B A BL| BRI F
A)FIR) R PR3- T BLiE,

6,7- = L AL -4-[2-TA-3-{[(3- b -2- A -L-H A B L)AL T
)R ER-3-F 8L,

6,7-= LR -4-{[2- LA-3-({[3-2-&% A )-L-A BB &L F
A)F AR Eoik-3- F BLAE,

6,7- = LA -4-{[2- T A -3-({[3-(1,3-Erk-4- £ )-L- & £ BE ] E L)
R AR Eoin-3- T Bbz,

4-{[3-({[(2S)-2-2A-2-2R KA LB | RUAR T A)-2-T AR
RAY-6,7-— LRI AEWR-3-F B,

4-{[3-({[(2S)-2-B I /R -4- R BE AL BUAR ) F 40)-2- TA R K 2L ) -
6,7- = LRI ERR-3-F B,

6,7-= T A -4-({2- A3 [(L-E SR R B 2R F AR IR A L 28
dok-3- F Bl
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(173)  4-{[3-({[QR)-2-F L -2-F 3L THIK]) R} F 20)-2- LA R AR
A}-6,7- = LRI AM-3-F BLAE,

(174) 6,7-Z= T AA-4-{[2- L A-3-({[(4R)-4- 5 &£ -D-Fii BB 2K} F 4)
AR EA k-3 F B,

(175) 4-((3-[(B-REABEL) T A]-2-TEFRA LR H)-6,7-— LRASE
oh-3- F Bk,

(176) 6,7-= LRI -4-[(2- T A -3-{[(3-tt-3- 2 -L- 7 AL L) R AL T
A YR FAEk-3- F BLAE,

(177) 6,7-= TLRE-A-[(2- TH-3-{[(3-bmr -3-A-D- A A B ) E L] T
YRR RILEoh-3-F BL A,

(178) 4-{[3-({[N~5~~(RAEHA)-L- & BB RA ) F HK)-2- CEFRAE
A }-6,7-= LRI Eok-3- T B,

(179) 6,7-= T AH&-4-[(2- TA-3-{[(5-F 2 -D-iE T RBLA)FI]F 4}
F A B EH-3-F B,

(180) 4-[3-{[(2.3-=&-1H-F"31"R-1- A H IO EA]F A} -2- TARRL)
2AH]-6,7- = T RS obk-3- F B,

(181) 6,7-= L AS-A-({2- T A-3-[(L-F B RBLE) T AL £
wdopk-3- F BLAE,

(182) 6,7-=—Z & A-4-({2-TA-3-[(D-FEABEL T AIRE R S
#k-3-F BLAZ,

(183) 4-{[3-({[(1-BAFR XA B AR} T A)-2-CHERA)RHAL-6,7-
Z LRI EAR-3-F B,

(184) 4-{[2-TA-3-(BAFTHFRAIRNL}-T-B-[F TRBAG AR
AR R -6-F B aok-3- F B,

(185) 7-(3-[TBA(F R BA] R AL} -4-{[2-THA3-(B AT L)X
AR} -6-F FIER-3- F B,

(186) 6-[2-(T B RIAL) TEIK]-4-[(2- TAFI)RA]-T-F R Aok
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3-% B,

(187) 6-{2-[TBAE(FHR)RAI T A} 4-[2-TEAF L) ERAL-T-F A
HgR-3-F BLiE,

(188) 6-{2-[ LBAGH AR LRI} -4-[(2- TAFE)EA]-T-F
FR B o-3-F B,

(189) 4-[(2- LAFL)RA]-6-{2-[7 THA(FT R RA|TRA}-T-F
F -3 B,

(190) 4-[2-TAFL)RA]-6-12-[F THBAGH R AR THKA}-T-
il W SR

(191) 7-{3-[TBLA(F ) RA] R EAE}-4-{[2- TA-3-(B AT )R]
R }-6-F B A A3 F B,

(192) 4-{[2-TA-3-(FA FHR)RAEIRA}-T-3-[F THA(F A)RA]
# AL }-6-F RA S R-3- T Bk,

(193) 7-(3-[TBACRAA)BA]R AL} -4-{[2- T A 3B A F XK
A JEA}-6-F B Eok-3-F Buhe,

(194) 7-(3-[ZRA AT B E K] R FIE-4-{[2-THA-3-GB A F 30
FAJEI)-6-F B Aobk-3- F Bk,

(195) 7-[3-(TBARA) R RIE]-4-{[2- LE-3-(B R T AR AR} -
6-F R A Ek-3- F Bk,

(196) 4-{[2-TA-3-(FA FER)RAIRA}-T-B3-(F THARL) R A
#]-6-F B Eok-3- F BLA,

(197) 6-02-[CGRAAZANTF L)AL TAI-4-(Q- T AR L) RA]-T-
¥ R A Eok-3- F BLAE

(198) 6-{2-[CGRAAHE )G AA)BRA] TR} -4-[(2- AR
A ]-7-F B Ek-3- F BhA,

(199) 4-{[2-TA&-3-(FA FR)FEIEH}-7-3-[F AA(F EmBLA)
B R R} -6-F R ER-3- T BLAE
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(200) 4-{[2- T H-3-(F A F ) RAJ R -6-F BA-T-(3-[(F A8t
AR R AR ER-3-F Bk,

(201) (3-[B-(RALHL)-4-{[2- LHE3-(FA T HR)RKAIRA-6-F AL
dopk-7- ) B R AR+ R EUR T B T A8,

(202) 4-{[2-THA-3-(BAE T H)RKIRE}-7-G-GFFAA[GFALRL)
FANERA ) R RIH)-6-F FEoR-3-F Blke,

(203) 7-[3-CRAARI) R RA]A-{[2-TH-3-(2 A F )R L] RA)-
6-F L Eok-3- F Bui,

(204) 6-[3-CRR AR R EA]A-{[2-TA&-3-(B AT H)FK]RA}-
7-F A ok-3-F Bk,

(205) 7-{(3-[2-RA THENF A AL R AL -4-{[3-(FZA T L)-2-F A
FHJRALL-6-F T R3-F BN (Z A TERE),

(206) 4-{[3-(F A F H)-2-F AR EH}-6- F BI-T-[3-(2- F 29K
1-35) @ B Jeok-3- T Bz,

(207) 7-(3-[-RATHNFR)RAIREL | A-{B-EATH)-2-F A
F AR} -6-F Ak Aok-3-F BLAx,

(208) 4-{[3-(FZ A F £)-2-F R KA HA)-T-B3-G- B A%k 1- D) R E
H]-6-F FIk-Hok-3-F Bk,

(209) 4-{[3-( A F ) 2-F ARKEHE)-7-3-(4-F Ak 1- )R A
H]-6-F F-k-3- F B

(210) 6-F R H-4-[(2-F AR ) EA]-T-[3-(2-F Avkre-1-2K) & A -
eok-3- F Bk,

(211) 7-[3-(3- ko -1-2)F® AHL]-6-F BA-4-[(2-F AR R
Hoopk-3- F BhAZ,

(212) 7-[3-(4-# F ko -1-A) R BHA]-6- F B -4-[2-F AR RA]
dopk-3- F BLE,

(213) 4-{[3-(FAF H)-2-F ARA R} -7-3-G-A A wg be-1-4) R
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FH230

(214)

(215)

(216)

217)

(218)

(219)

(220)

221) 6

(222)

(223) 6

(224)

(225)

(226)

FIL)-6-F BAAA-3-F B,
4-{[2- T 3-(B A T AR AR )-6-F 2UR-7-[3-(1H-1,24-=
Pi-1-30) R AR S -3- T B,
7-R2-(FF A A RA) TRA4-{[3-(B A T H)-2-F AR A RA -
6-F F Ak A k-3- F Bk,
6-[2-CGR A A A TRAA-{B3-(R A T H)-2-F A REIRA)-
7- 9 F A3 Bk,
6-[2-(GR A AR TEAIA-[(4-T A
3-¥ iz,
6-[2-C3R AR L) T R ]-4-[(3- AR FUL-7-F ALk
3- % Bz,
6-[2-(G3F A A EAL) TAA] -7-F BA-4-[2-F AF ) BAEM-
3-W Bz,
6-{2-[(2- 5t AR TR -4-{[3-(Fa A T H)-2-F A K K]
FAL)-T-F B EAR-3- T B,

[3-GR A A F L) R EA4-[(2- TR RA]-T-F B Eir-
3-F BLAZ,
6-{3-[(FA F 2 BA) A R -4-[2- TEFR L) RA]T-F &
wopk-3- F B,

B-(BA F B A -R)-ARM]-4-Q- TE-KERL)T-F
F b ok-3-F BLhx,
N-[3-({3-(A A HL)-4-[(2- LA F A EIK]-T-F fkEok-6-4}
)R A H R BT B,
7-(3-F A R A )4-{[2-TA-3-RA T RORE|RA)-6-F %
eok-3- T B,
8 2-[B-(RAEBL)4-{2- TE3-(BA T HFKLIRL)-6-F
FUE-T- ) AR LB,

;&
‘...

ﬁm
Vs
2
-
el

AR R

s

PN

il
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(227) 6-[2-CGR A ERAL) TRA]-4-[(2- TEFK L) RA]-T-F AAEM-
3- 9 Bths,

(228) 7-[3-(2.5- = E Mtk ti-1- ) AR ]-4-([2- T A-3-(F AT R)
FAJRM)-6-F Bk boi-3-F B,

(229) 4-{[2-TH-3-(B 4 FA)F KR }-6-F BIR-7-[3-(3-F £-2.5-
Z AR - 1- 20 R BR R R-3- F B

(230) 4-{[2-TH-3-(FAFHRORLIRL}-6-F AL-7-[3-3.44-2F
H-2.5- — ARk - 1-20) R B S ak-3- T B,

231) T-CGRALEA)4-{2-CA3-(B AT HRAI R )-6-F AAE
wk-3-F Bk,

(232) 6-(3F R A BA)-4-[(2- CHE R RA]-T-F R A EAR-3-F Bk,

(233) 1-{3-[G-(RALH H)-4-{B3-(F A F H)-2-F AR A]RAL}-6-F A,
Hoebok-7-H)EE R A ) -1-F Ambeg bt s,

(234) 4-[B-(RAHA)4-{[2-TH-3-(B A FHRORA]RA}-6-F AL
deoph-7- 2R ) B [Pk - 1- F BRAR T AR B

(235) 4-((3-(RAEHA)-4-[2-TA R RA]-T-F AAAR-6-1L ) A
ke -1-F B T A BE,

(236) 3-(RAEBA)-4-[2- THARE)RK]T-F R Eor-6-A A bL-2-
RS,

(237) 4-{[2-TH-3-(BA T HRFRAIRAL)-6-F FA-7-(RI-4- 2L A
H)ok-3-F B,

(238) 4-[(2- TAFA)RA]-T-F HIH-6-(FR2-4- 2L B ) Eok-3-F B
i,

(239) 6-[3-CGRAm £ EH)2-2 A R FK4-[2-TAX)RA]-T-T R
HooR-3-F BL,

(240) 6-{3-[2-FIE THYEA)-2- AR A -4-[2- T AFF)RA]-
7-F Ak ok-3- F Buik,
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(241) 4-[(2-TARA)EI]-6-[2-F A -3-(2-F Aotbrb b 1- ) MR -
7- 9 A ok-3- W Bz,

(242) 4-[Q-TEFRE)RRA6-2-5K-3-9k%-1- A REK)-T-F AAL%E
#h-3- F B,

(243) 6-{[(2R)-3-CGR R £ B HL)-2-Z£2-F A AL EHA}4-[2-TAX
H)RA)-T-F FIEoh-3-F BLA,

(244) 6-{[(29)-3-CGRALRA)-2-HEA-2-FEARKIRLIA4-[2-TEXR
F)EIL)T-F B3 F Bk,

(245) 6-[3-GR R AR I)-2-£ 4 A EHA]4-{[2- T A-3-(FA T A KA
FHAY-T-F A E-3-F Bk,

(246) 6-{[(2R)-3-(3R A A R IL)-2-2 L R AR B} -4-[(2- TAR AR
H]-T7-F B E-3-F B,

(247) 6-{[(25)-3-CR A A BA)-2-F2 £ AR B 4-[2-TAFK IR
H]-7-F B obk-3- F B,

(248) 2-F & A8 3-(RAEHA)4-[2- THEF ) RA]-T-T ASAEM6-

£ BS,

(249) 6,7-= LRI -4-[(4-F £-1-8AK-1,2- = S Eok-5-25) S ok
-3-Y BrA,

(250) 6,7-= TS -4-[(4-F H-1-RAK-1,2,3,4-v9 S 3Ek-5-2) 2]
dooh-3- T BLAE,

(251) 5-{[3-(AEBH)-6,7- = TR Eo-4- K| E Ik} -3.4- = B FEoh
2(1H)- ¥ BRA T A B,

(252) 6,7-= T A Hk-4-(1,2,3,4-19 R FEok-5- R R rEoiR-3- F BLE,

(253) 4-{[3-(& A FH)-2-CEFAIRA)-6-B-CRARA R AR
#]-7-F B EaR-3-F Bk,

(254) A-{[3-(RAE T £)-2- CARAIRIAE}-6-[3-GF A A RA) R AA]-
7-F A ER-3-F BLK,
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$26 51

(255)

(256)

(257)

(258)

(259)

(260)

(261)

(262)
(263)

(264)

(265)

(266)

(267)

(268)

4-{[3-(RI T £)-2- TAFRKIRA)-T-(3-[F TBA(F AL R
R B -6-F EAER-3-F Bz,

4-{[3-( B BA T H)-2-CE R AR} -6-3-R A AL)-2-5
A AEHL]T-F B EAR-3-F B,

4-{[3-(BA T 2)-2- THE R KR} -6-3-CRAKRML)-2-72 5
A RIL]-T-F B ER-3-F Bk,

4-({3-[(TBLARA) T A]-2- CHEFRA ) 2H)-6-(3-[ LBLACR A
A)RAN2- AR EH)-T-F RS ER-3-F Bl

6-[3-(FR R L B )-2- 2 K A B ]-4-{[2- T A& -3-(1H-Kmk-1- 2L F
AR AVEAL-T-F B EH-3-F Bk,

6-[3-(3F A AL B A )-2- 5 A R R ]4-{[2- T AR -3-(TH-ttee- 1- 5 F
HOF R Y-T-F I Eom-3-F Bk,

6-{[(2S)-3-CGR AL RAHA)-2- A R A BIL ) -4-{[2- TA-3-(Hok-
A-3 F AR AR -T-F A Sk-3-F Bz,

FIE{6,7-= CRAA-[2- THAF)ZILEo-3-4 ) F 85
6-[3-CR A A R A) B BA]-4-{[2- TA-3-(TH-2n - 1R TR
AJAAY-T-F B Eoi-3-F Bu

4-{[2- T A-3-(1H-2krk-1- K F RO F L) &R -6-F AAL-T-2-F
FA CRA)ER-3-F B

6-( TR EI)-4-{[2- T A-3-(1H-we-1- 5 F )R KR A -T-F
FUEoR-3- F B

6-[(2,2-= ¥ f I THORIK]-4-[(2- TEF ) RAL-T-F BIEE
-3- 9 B

6-[(3,3-= T A A L) EAA-[2- TAF ) RA]-T-F B boik
-3- 9 B

[2-((3-(BAE B A)-4-[2- TEAFRIOEIK]-T-F R EA-6-4 ) &
) TR T BRI T B8
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(269) (2-[G-(RAHA)4-{[2-THA3-(BAFHRFAIRL}-T-FRE
dropk-6-2) B LA R T BRAR T B8

(270) 6-{[3-CGR A AR AATEL}-4-[2- CAF R RALT- T RA
ohopk-3- F i

271) 4-2,3-=£-1H-2p-1- 4 8 H)-6,7- = F B A EoR-3-F Bt

(272) 6,7-=TRIL-4-[2-F AR TR Eor-3-F 8Lk

(273) 4-{[(3S)-1-(F ik TBEA ottt -3- [ AL ) -6,7- = F RAAEAR-3-

F B
(274) 4-{[(3S)-1-(FLk TBLA K -3- KRR )-6,7-— F AA-3-F
Bz

REHF ETHZ & RBEA .

15. —#2h Ao, ©asRAER 1-14 $E—RE KOS
MH A F ETRZ G ENAAEF T L AHBA . R R
K,

16. —Fr#lEA A B R 15 BROH AWM ik, EH kO
AR A B R 114 PE—FRTT LN HE LB F LT ELHE LY
% PG HBA . B RBARRAE .

17. —# A FEFORAER 1-14 FE—RAZ RS H RIS
F R,

18. —#F A T4 77 1 JAK3 A5 49 s Rk 49 AR K 1-14 F
1F—RE RGP R HF LTHRZ .

19. BAIZR 1-14 $E—RERGNASMRLHF LT HZOE
AEEA TR T ERGLH PR BESEBIF. RE.
% % WA . RRGE WX K R RCR 1 BB AR Ao R R I A
Bam. wkvE B X BEBEE. AFSAEBRTRIRER. TAHE
B, Crohn K. B REARKKSA. Ohmi e hHRAIERSA.

20. RERFIEBK 19 A&, ZRRASER T ETHH FE
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AR HEF /B FRERBH®X T R GHY.

21, —HHERAER 1 P XXMM LB F ETHES
RE G F R, Eh kS
(a) 1& X (Mes-4:

(1D
RZO
R! X
N NH,
R N~

£F R Ao R e AR 1+ 2 XRH £ LR 094744, & RY
ABFAR, 5N Y B

R*NH, (111
HF R ot Al 2K 1 P X(DeG 2L RA R LR GITEY, XH
(b) HH&EXDLa4, £+ R A/ R ZLH Y(CRY)NRR®,
Y(CR%),CONR'R’. Y(CR’),CO,R®. Y(CR?,),OR® % Y(CR>),R®, 3t
YA, MR, RN RFRRAZR 1 F2 L, #XAVHLs4:

(Iv)
£ b BRI AH A H YCRLNRR . Y(CR%),CONR'R’ .
Y(CR*),COR®. Y(CR%),OR® & Y(CR%),R®#§ R'% R* 254, 5% —
ANRVEK RY 5 R¥—#e4ovd ks ik(a)d 230, 5 X (VLA R
L-(CR,),R* (V)
£+ R % NRR’. CONR'R’. CO,R®. OR°# R®, B R* R’#R®
AR A E R 1 KD P o) 2 LA R AR e 47 A4,
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S BATR A T k(@) (D)L
TR A,

o & —F0 X (IMLAdp 1Y h 5 —F (DA .
B35 % BT 6 3 RE A,
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