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1. TEXDOESHELEF ETHEZ G

B 2
R'R A&k i FTo 694 H:

RS ARFRE—F EE M RRTN,
Z REAFRHBAXARE, -CHNH,, -NR°R”X-CN,
ZRASERHBRERE, CHNH,, H-CN,
alk AR ZIEHA KT MK,
TH&%& S, O3 NH;
RZAKAK £, -Cis btk CONR®R’, -Cp3#ttk COCrattdh, -Cos Aok
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R -COCradnik, HR-Ci3luik COH;

X REFLEIFOLEEV—MNEAONKSHERFHSKR6 AT
RAEFHELETL, BARAMERE 02 Nk A FTHHEARAMBRAK X%, -CN,
Cra sk, -Cou s M &, -CF3, -NR°R®, -NO,, -N(C 14 %2 )(CHO), -NHCOC,_4
¥k, -NHSO,R®, Costtik ORY, -C(O)RS, -C(ONR’R®, -S(O),R®, &
-S(0),NR°R";

Y RAEGQL B FR6RAL &, BF, -CN, -Cralik, -Co 83 5,
-CF3;, -NR°R®, -NO,, -N(Ci4##4)CHO), -NHCOC,4 ¥4, -NHSO,R®,
Coa %23k ORY, -C(O)R®, -C(ONR’R®, -S(0).R®, K-S(O),NRR®, K #(ii)
FEIEOASEV—ANLEH O NRSHEEFHSR6 A FHERIEFhE
A, S EMELA 0~2 Nk f TR AR ATEBRA: B&E, -CN, -Ci ki,
-CF3, -(CH),NR°R®, -(CH,),N'R*R°CH,CONH,, Co.#ti OR?, -C(O)RS,
-C(O)NR°R®, -S(O).R®, -S(O),NR°R®, =0, 3 N &4, -CHO, -NO,, A
-N(R*)(SO,R);

R*Fe RO ZHNER, -Croltth, RAELHLATEEN NRET R R
5.6 7T R&R, ZENMELOSFHIMGALA O. NS HRRET, 1Fih
CLa AT, E SA#RAERFAELM O TN, BPAREK S(O)y;

REKRE-Cig 3t i

RIRAER-Cre A

n A& 0~2,

2. HIERFNER 1 9O ARRAF ETHEZHE, L+ YARK>GOR
B TH 6B E: &, KBE, -CN, -Ciutih, -Cuuii, -CF;, -NRR,
-NO,, -N(Cy.4 %23 )(CHO), -NHCOC, 4 $2.4 , -NHSO,R®, Co4 #2.5 ORY, -C(O)RS,
-C(ONR’R®, -S(O)R®, #K-S(O),NR°R’, (ii) #Fit#k 0~2 Mk § FHI &9 A H
BARMEL: KE, -CN, -Ciu¥i, -CF;, -(CHp).NR?R®, Co4tiz ORY,
_C(O)R®, -C(O)NR’R®, -S(0),R°, -S(0),NR*R?, -CHO, -NO,, Z-N(R*(SO,R),
(iii)) @22V —NLEHONKSHRERTHSR6 N FhRIEFHRRIREL,
EA Akt f FHIOEARERMK: -S(O)R® -S(O),NR°R’, -NO,,
-N(R*(SO,R").

3. RERFNER 2 HNEMARLAZ L THRTHE, £F

(iv)% R'RA T 7 A A ot
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-(02_3)a1k—®z

.
&,
3

-(C2_3)a1k-(/}72' . . i
S £, alk REBREARTHL,

Y REEAEV—ANEAH O NKSHERTFHSR6 RFARIEFH%
A, SRARMERE 2L FHHEARMBNK: BE, -CN, -Cult
£, -CF;, -(CH,)NR’R®, -(CH,),N'"R*R’CH,CONH,, Co.4 ¥ 5% OR?, -C(O)RS,
-C(ONR®R®, -S(0),R%, -S(O),NR’R®, ¥ N &/t#, -CHO, -NO,, A&
-N(R*)(SO,R).

4, RBRAER | GILEMBRAEBF LTRSS, £F

R' KAt To ey A H:

IO e,

~C
T
/I N\ g
-(cz-s)alk—GZ s Ay,
-(C2_3)alkﬂ—z ’
S

Z REAFRGBREDE,

alk KA T A R B,

TA& % S, O NH;

RPKE 4

X REFAREOQLZYV —NMEAONRKSHERTFHSRG6 A F#%
RAEFHLHRE, BEAFhk 0~2 ML TH R E BN HF%, -CN,
Cia i, -CF;, -NRR®, -(CH,),OR®, -C(O)R®, -C(O)NR°R®, -S(O),R°,
-S(0),NRR"; "

Y R A&k B FTHGRKL: &, BE, -CN, -Ci ¥4, -CF;, -NR'R",
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-(CH,),OR", -C(O)R®, -C(O)NRR®, -S(O),R®, -S(O)NR’R®, A (ii)F X
HEOLHFEV—ANEH O NRSHERTHSK6RFARIEFHRRAL,
BB F AT 0~2 ANk g TSR FA BN B%, -CN, -Ciutti, -CF;,
(CH,),NR°R®, -(CH,),OR®, -C(O)R®, -C(O)NR’R®, -S(O),R®, -S(O),NR'R;

RiFe RO T AL R, -Cletith, RE 5 LAY NRTFT—RY &
5. 6K 7 RAK, ZERELOLFIMGEH O. NK S ¥4 BT BRI
C b R ATEBAR, B S B RFiEikik O FTBA, BPAREK S(O);

R K & -C.¢ ik,

n K& 0~2.

5. RIBRAIER 4 9 MB AL F ETHLGE, L+ YREOLR
fFa WKL &, BE, -CN, -Clutiik, -CF; -NR°R, -(CH,),0R’,
.C(O)R®, -C(O)NR’R®, -S(O).R®, K-S(O),NR’R®, (ii)ffitik 0~2 ML f T
7 A AR E L §E,-CN,-Ciuliik, -CF3, -(CH,),NR'R’, -(CH,),OR",
-C(O)R®, -C(O)NR’R®, -S(O),R®, Z-S(0),NRR", (ii))&4 £ —A& A O.
NRSHRETFHSR6AFHREFALEIL, SABMLE THOLR
FRBAR: -S(O)R°, -S(0),NR°R".

6. HRIBERF|IEK 5 QIO ARRLBFLTERNE, L7

(iv)% R'RATFI AR

«%mk%<:>z

E
(i|
-(Cyp)alk S Z s ¥, alk KA BRI,

HZREAFRGBREAREN, YRELGASES —ALAH O NKS
B2 BFe SR 6 R FaRIEFALIRE, BFARAMFELRM 0~2 L8 THH
AR B BE,-CN,-C 45k, -CF3, -(CHy)NR'R", -(CH,),0R", -C(O)R",
-C(O)NR'R®, -S(O).R®, %-S(0),NR’R".

7. RBEAIER | GAMBERLSF ETHLOE, LEATEHHX
(I1A):
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AF:

-(C, palk 7 Lz A

R A ARERH#-FOE—ANARRTN,

7 RKAEAERABRKLE S E, -CHNH,, -NR'R"%-CN,

ZREAFRGBNRE DX, -CHNH;, H-CN,

alk R A TR TR,

TH&R4&S, O3 NH;

RIZAK &L, -Cp3 ik CONRR®, -Ciadtdk COCl A, -Cps dn ik
K, -COCratik, K -Cizbiik COH;

X REAFABREZOLEV AN LAONKSHERTFHS K6 RF%K
RAE LR AA, B K ALK 0~2 Ni A TRWARBRAK B4, CN,
Ciu i, -CoudEdE &, -CF;, -NR'R®, -NO,, -N(C14 %2 )(CHO), -NHCOC, 4
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¥4, -NHSO,RS, Cyqtii ORY, -C(OR®, -C(O)NR’R®, -S(O).R°, %
-S(0),NR"R";

Y REFARECASEV ML O NKSHERTHSK6 N FHk
FAEE R BTE, S A AERE 02 Mk a FTHOXAMRK HE, -CN,
Ciulot, -CFs;, -(CH,).NR’R®, -(CH,),N'R*R°CH,CONH,, Co4¥%% ORY,
-C(O)R®, -C(ONR'R®, -S(O)R®, -S(O),NR’R’, =0, ¥ N #{t#, -CHO,
NO,, Z-N(R*)(SO.R®;

R*Fe ROMR 2 R E L, -Cralidh, AL LA NERETF R
5. 637 A, HEFFLESHIMGEH O NS R RT, (LK
Cla A FFEAR, B SEZEBRFAERE O AT, BPARE S(O)

R AR E-Cr bt ik,

RIKRE A HR-C e LA

n X%k 0~2.

8. MIEAAIEK | WA WMARLAF ETHZNE, RAATENX
(I0):

XF:
R'R&k A TFHIHAHR:
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Cppa— -z z

A A RFGRE—-FOS—ANANRET,
7 RAEALHHIARA R E, -CHNH,, -NR'R® %-CN,
R EAE L INRE B E, -CHNH,, X-CN,

alk KA BRAXIEHL,

TH&ES, O3k NH;

R2AR & L., -Crs Btk CONR'R®, -Cradtsk COLCio ik, -Crsbnirdok
K, -COCiattt, K-Crykuik COH;

X REFAREOALE ) —ANLEHONRSHERTHSK6RFk
RAEZ LKA, AL FAIFLM 02 Nk i FTHRIGABRAERK B%E, CN,
Cra i, -Cou M 2, -CF3, -NR°R®, -NO,, -N(C14 324 )(CHO), -NHCOC, 4
¥ A&, -NHSO,RS, Costii ORY, -C(O)RS, -C(O)NR'R’, -S(O).R°, A
-S(0),NR"R";

Y Kk g T IRAL: &, BE, CN, -CLti, -Cu#lmX,
_CF;, -NR'R®, -NO,, -N(C4%.#)(CHO), -NHCOC,.+#%#, -NHSOR®,
Cou ik ORY, -C(O)R®, -C(O)NR'R®, -S(O),R®, H-S(O),NR'R;

R ROBEZAREL, -Cotid, A HEAMERN NRT—RY K
5. 6% 7 RAEK, HEFELELFIEA O. N SHRRT, FK
Cia B AP, B SARAERTFELK O FBK, FFRR SO

8



02828224. 8 A B ok P OFE8/1Tm)

R R & -Crg ¥tk ;

R¢ REAX-Cetaik;

n KA 0~2.

9. RIFEAANEZR | 9IS BE R B F LTHEL L, Frfiddmh:

(1) 6-R-N-{(3S)-1-[3-#-2'-(F & BLIL)-1,1"-BE K -4-H ]-2- A tbeg 17 -3-
S-S 1.

(2) 6-F-N-{(3S)-1-[4-(= F R )F K ]-2- AR bR d-3- A ) A -2-FR B

" (3) (B)-2-(5-8FE%-2-2)-N-((3S)-1-{5-[2~(F A Bt &) & A ek -2- 5 ) -2-

AR AR -3- 25 ) T B B

(4) (B)-2-(5-F &% -2-2)-N-{(3S)-1-[3-#-2'-(F A BEA)-1, I'-BE K 4-
A ]2-FAR ettt -3- 2 ) T AR BLAE

(5) 5-8-N-{(3S)-1-[3- #-2'-(F A&BLIE)- 1,1 BE R -4- 2K ]-2- B mbide-3-
H3-1-FK ek -2-AR BRI

(6) N-{(3S)-1-[3-#-2'-(F A BLAL)-1,1"- B3R -4- 2K |-2- Rk rtboBob-3- 0 )
k- S-ER B

(7) (E)-2-(4-BF2)-N-{(3S)-1-[3-A-2'-(F 5 BLAL)-1,1- B K -4- 4 ]-2- &,
Reterbt-3- 1) T AR BLAE,

(8) 5-F-N-{(3S)-1-[3-#-2"-(F AEBLI)-1,1-BA R -4- 3 )-2- B AL B 42-3-
H-2,2 - B E - S-AR B

(9) 6-(=F & A)-N-{(3S)-1-[3- FL-2'-(F AR BLE)-1,1-Br F-4-F ]-2- Atk
Rt -3- 3 ) B2 A BRI

(10) N-{(3S)-1-[3- #-2'-(F AR BE A )-1,1"- B R -4- L J-2- BXomtb e de-3- 25 )
P R-8- AR Bh A

(11) 6-8-N-{(3S)-1-[3- #-2"-(F BEBLIL)-1,1-Ba R -4- 2 ]-2- B LR 47 - 3-
A -1-F - 2-F BLIE,

(12) 5-8-N-{(3S)-1-[3-f-2'-(F Bt A)-1,1'-BE K -4- L )-2- B AR AboE 42 -3-
A -1-R R 2-F B

(13) 6-F-N-[(3S)-1-(4-{2-[(= F &) F K ]-1H-2Kk-1-35 }-2- AR )-2-
FAMR B AT -3-38)-1- R SR - 2- AR Bh e F BR 45 (1:1);

(14) (1E)-2-(5-8&%-2-2)-N-[(39)-1-(4-{2-[(= F &) F & ]-1H-2k =4
- 2- B 2- BRI AT -3- 2 - 1- M- - BE A B 2 (10 ),

9
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(15) N=-{(3S)-1-[2'-(R LA BLI)-3- F-1,1'-BL R -4- 3K ]-2- A AL 5-3-
A }-6-R-1- KR -2-FRBLIE,

(16) 4'-[(3S)-3-({[(1E)-2-(5- R & »-2- 3 ) A - 1- M A Vs B Ak ) fU8)-2- 8K
et -1- 2R ]-3- A- 1,1 -BA R 2R b e

(17) (B)-2-(5-8E%r-2- 2 )-N-{(3S)-1-[ 5-(2-FH A K otk -2- K 1-2- 8K,
Phegd-3-k ) LR AR B

(18) (E)-2-(5-RE%r-2-2)-N-[(3S)-1-(3- -2'-F A -1,1'-BR K-4- 1K )-2- 8,
otk dR-3- 35 ] T A BRI

(19) 4'-[(3S)-3-({[(B)-2-(5- B Emr-2- ) T AV B ) R AL)-2- Kk
B-1-25]-3- A-N-F -1, 1-BRR-2-A8 e

(20) 4'-[(3S)-3-({[(E)-2-(5- B wir-2- 3 ) T 1 B A ) 28R )-2- A
Btr-1-4 -3 -1, 1-BA R -2- AR B AR

(21) (B)-2-(5- 8K %r-2-2)-N-[(3S)-1-(5-{2-[(F s B A ) RA R oikoe
2-3)-2- B AR S b -3- 2 ) TR AR BRAR

(22) (E)-N-{(3S)-1-[5-(2-8 T A K J ) -2-4 ]-2- RS t-3-
A -2-(5-FUEw-2- 1) T AR B

(23) 5-R-N-((38)-1-{5-[2-(F AR B ) F A -2- 38 }-2- ARt oB-be - 3-
H)-1- K ek vy -2-FE BRI

(24) (E)-2-(5-FE%-2-)-N-((3S)-2- BAX-1-{5-[2-(Z= £ F 2 ) K A ko
23k ke b -3- 2K T AR B

(25) 2-{6-[(3S)-3-({[(E)-2-(5-REr-2- &) T AR s B ik } 8K )-2- BAX,
PR - - ke -3- 2 )N N-= AR F B AR

(26) (B)-2-(5- 8K -2-%)-N-{(38)-1-[5-(2- A K K )b -2- K ]-2- B
oAt -3- 2 ) TR AR B

(27) 2-{6-[(3S)-3-({[(B)-2-(5- B E%-2- ) TH A 158 B )-2- X
Phekt-1- 2k Jrtbee -3- 4k ) R B A

(28) 2-{6-[(3S)-3-({[(E)-2-(5- R E"-2- ) T AR A B AR L 2k )-2- 84X,
gt - - bR -3- 2 ) -NON-= T A R B AR

(29) 2-{6-[(3S)-3-({[(E)-2-(5-REm-2- 1) T A s ek } 20Uk )-2- 8K
b eB bR - 1- R o -3- 2K ) -N- F R KRR B ;

(30) (E)-2-(5-RE%-2-25)-N-[(3S)-1-(5-{2-[ T A (F ArBt L) R F A}

10
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wth o -2- 3K )-2- AR g -3 2] T AR B

(31) (B)-2~(5- & %-2-2)-N-{(3S)-1-[5-(2-F R R R L yotkrz -2- 2 ]-2-
Fkrtosdn-3- 2 ) TH AR BLI;

(32) 6-R-N-[(3S)-2- M- 1-(5-F Frtbng 2- B )bl bt -3- 2 | R -2- R b A ;

(33) 5-F-N-((3S)-1-{5-[2-(F &R BLA) K AR etk -2- 2K ) -2- AR bl - 3-
) F[2,3-b] oo -2-FR BLAE

(34) 4-FH-N-{(3S)-1-[3- #-2"-(F A BLIL)-1,1"- B IR -4- 3K ] -2- FAR LB 4%,
3-8 R B

(35) 3-F A -N-{(3S)-1-[3- #-2"-(F &g BL K )-1,1"-BA K -4- K ]-2- BAR LB 4%
3 RARBL:; |

(36) 6-8-N-{(3S)-1-[3- #-2"-(F A Bt I )-1,1'-BAF-4- 3 ]-2- Bt &I -3
F-1-FFFek ol -2-FR B AR

(37) 6-8-N-{(3S)-1-[3- f-2'-(F A BLE)-1, I'-BR F-4- L ]-2- B otbesd7-3
1K [3,2-b] R -2-BR AR

(38) 5-8-N-{(3S)-1-[3-#-2'-(F A& BL A )-1,1'-BA K -4- 2 |-2- B rbng 473
FyE HH[3,2-b] W -2 AR B

(39) (1E)-2-(5-8E%-2-2 )-N-{(3S)-1-[3- #-2'-(F A& BL 3 )-1,1"-BL H -4-
HK]-2- BB dn-3- 25 ) A-1-H6-1-FR BRI

(40) [{[(B)-2-(5-RE"-2-28) TH AR BB 3K} ((3S)-1-{5-[2-(F A ) K
A Jetbn -2-2K ) -2- B bR R -3- 20 B SRR T B8

(41) [{[(E)-2~(5-RoE%-2- ) TH A B 1 ((3S)-1-{5-2-(F B )X
Az 2-2 ) -2- Bk e b -3- ) B ] TR

(42) (B)-2-(5- 8 E%-2- 2 )-N-((3S)-1-{ 5-[2-(F A Bt 2 ) K 2 etz -2-
F}2-BARA PR3- 20)-N-Q2-"Fobk-4- K TR ) T s Bl T BR 3.(1:1);

(43) 2-[{[(E)-2-(5- 8 o&"-2- 2 ) TH A )5 Be AR 1 ((3S)-1-{5-[2-(F A48t L)
F A -2- 2 ) -2- B IR-3-) B ) B

(44) [(B)-2-(5-RoEmr-2-28) Tt R AR B {(3S)-1-[3- A-2'-(F AR Bt
A)-1,1-BE 4R ]-2- BB 5 -3- 2 ) B T BR AR T S

(45) (B)-2-(5-8&E%-2-3£)-N-{(3S)-1-[3- #-2'-(F AE Wt )-1,1"-BL F 4-
A J-2- BB -3 ) -N-(2-"Bobk-4- 2 TR TH B BLEEL;

(46) 2-({[(E)-2-(5- & %r-2-48 ) Tt R )8 BE AR} {(3S)-1-[3-#.-2'-(F At

11
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F)-1,1-BER-4- K ]-2- BB e -3- R ) RS ) TBLEE;

(47) ({[(E)-2-(5-BEmr-2- ) T A 1B} {(3S)-1-[3-#-2'-(F A BL
FO-1,1-BR-4- K ]-2- BB 45 -3- 5} AR TERAR T Bg;

(48) {[(B)-2-(5-FEmr-2- ) T A Ve Bt A 1 ((3S)-1-{5-[2-(F Bt A )X
A -2- ) -2- B res - 3- 2 ) BUR ) LB

(49) ({[(B)-2-(5- R E%--2- £ ) T 2 8 BL K } {(3S)-1-[3- A-2'-(F 4% BL
-1, 1B R4 2 ]-2- BRI S -3- 2 BUR) TR,

(50) 4'-[(S)-3-(6-R-F-2-FEBE A R )-2- BAX - dt- 1- 4 ]-3'- AR OK-3-
B

(51) 6-R-Z-2-FRBR[(S)-1-[5-(2- F AR K H )& ek -2- K ]-2- A8 4%
-3- 2R BhAE

(52) 6-8-2-2-FBR[(S)-1-[5-(2- F BB A KA )R ek -2- 1K ]-2- B -
Wo-3- 3] B |

(53) 3-(BA F 2)-N-{(3S)-1-[3- F-2"-(F AL BLI)-1,1-BA K -4- K )-2- 4K,
wtheg bt -3- 8 ) AR BRI

(54) 4-(BA T HK)-N-{(3S)-1-[3-#-2'-(F Bt A&)-1,1"-BR F-4- 2 ]-2- A
PrEbR-3- 2K RAR B

(55) 6-8-N-[(3S)-1-(2- F-4-7tt7z -4- K 3 )-2- ARt b -3- 2 | R -2-7%
[

(56) 6-8-N-{(3S)-1-[4-(2,4- = F G E72 -5-3)-2- KK ]-2- B kel
$o-3- 3} R -2-FRBLIE

(57) 6-R-N-[(3S)-1-(2- F-4-vtog -3- K K )-2- BAX tbe b -3- R |3 -2-%
7 i

(58) 6-F-N-{(3S)-1-[2- -4-(6- F Ak vtk -3- ) KA ]-2- F AR be-3-
H YR 2-m B,

(59) 6-F.-N-{(3S)-1-[2- f-4-(4-F otk -3- 2 ) F K -2- Bk e be-3- 5 )
A-2-rh B,

(60) 6-F-N-((3S)-1-{2-F-4-[6-(F I )b -3- 2 R K }-2- AR eesdn,
-3-R) R 2B LR

(61) N-{(3S)-1-[4-(5-i& tbo= -3- 25 )-2- BUR AL ]-2- B el b-3- A ) -6- R &
D-FRBRAE

12
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(62) 6-F-N-{(3S)-1-[2- #-4-(4- F F A rbrz -3- 2 ) K I ]-2- AR rtb & d-3 -
VR 2 mEELRE

(63) 6-F-N-[(3S)-1-(2- F-4-"F2-5-F F K )-2- BAMrtbed 4n-3- K ) R -2-5%
B fe;

(64) N-{(3S)-1-[3"-(RA& F £ )-3- #-1,1"-BL K -4- 2 ]-2- B rthebodx-3-
A }-6-RER-2-FRBLIE;

(65) 6-F.-N-{(3S)-1-[2- F-4-(3-7k i 2 ) F K |-2- Bk mtbebod-3- A} 22281
B

(66) 6-F-N-{(3S)-1-[2- #-4-(4- F Fo&=-2- ) K K ]-2- ARk be-3-4K )
A-2-Fh BRI

(67) 6-R-N-[(3S)-1-(2- f-4-Emr-3- 2 K ) 2- A bbb -3- 2 )R -2-5%
[z

(68) 6-R-N-{(38)-1-[2- #-4-(5-F FoEp-2- ) KA - 2- Bt te-3-4 )
R-2-H B

(69) 6-F-N-{(3S)-1-[2- F-4-(4- F Fo&Ewp-3- ) KK )-2- ARt be-3- K )
R-2-FEBLIE,

(70) 6-F-N-{(35)-1-[2- #-4-(3- F BL A E-2- ) KK )-2- AR L& 1t-3-
A2 B,

(71) 6-R-N-{(3S)-1-[4-(5-FEH-2-5)-2- RA K ]-2- F A hebdn-3- 2 &
D-FE BRI

(72) 6-R-N-{(3S)-1-[4-(3,5- = F & %rd -4-2)-2- # KA ]-2- Bt
W3- R 2-ER BRI

(73) 6-R-N-{(3S)-1-[2- #-4-(5- F H-2-7k v 2 ) K 3K ]-2- R rte et -3- 4 )

- R-2-FRBE

(74) 6-R-N-[(3S)-1-(3- -1, 1"-BA K -4- 3 )-2- FAX st d-3- B | - 2- B B
Jiz;

(75) (B)-2-(5-FE%-2- 2 )-N-[(38)-1-(4- {2-[(= F &) F K ]- 1H-2kmk-1-
A 2- AR A)2- AR -3- R T A B (S A T8 L),

(76) 6-§L-N-{(3S)-1-[2-fn-4-(1-§:utvttv* -4-FO)F A ]-2- B eE A -3- 2K )
A-2-BE BN |

(77) 6-8-N-{(3S)-1-[2- #-4-(1- F - 1H-zk e -2- K )R K ]-2- B teidr

13
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3-3 ) R-2-RE LR

(78) 6-F.-N-{(3S)-1-[4-(2-F k72 -3- 5 )-2- RAR A ]-2- B rbedod-3- 2 &
“D-Eh BRI

(79) 6-F-N-{(3S)-1-[4-(2-F A b=z -3-20)-2- AR K ]-2- Aot oid-3- 25 )
R -2-FR B

(80) (E)-N-{(3S)-1-[4-(3- &% -4- K )-2- B F 3 )-2- B AR othok b -3-
HY-2-(5-REw-2- ) TH AR B,

(81) 6-F-N-[(3S)-1-(2- #-4-"F7Z -2- A K 3K)-2- B des br-3- 2 -2
BrAE

(82) 6-F-N-{(3S)-1-[4-(3-F At z-2- 2 )-2- A A ]-2- B £E-3- ) K
-2-EE B,

(83) 6-F-N-{(3S)-1-[4-(3- Atz -4- 3£ )-2- B AR L )-2- ARkt b -3- 2L ) B
S2-FRBRIE;

(84) 6-R-N-{(3S)-1-[2-#-4-(1-F 2-1H-2k = -4- K )F K- 2- AL eE 1%
3-R )R- B TR A

(85) 6-F.-N-{(39)-1-[2- #-4-(1- F - 1H-2K =k -5- ) K K 1-2- BARrtbebdn
-3-K ) R 2-FR B

(86) 2-(5-RE%-2-2)-N-{(3S)-1-[3- f-2'-(F 5&BE A )-1,1"-BE K -4- 2 ]-2-
SR b-3- 2 ) -1, 37K v -5 AR B e ;

(87) 5-R-N-{(3S)-1-[3-f-2'-(F #& Bt )-1,1'-BE 3R -4- 2 |-2- RAX ik b2-3-
A YES I [3,2-b]E S -2- AR B

(88) 2-F-N-{(39)-1-[3- #-2'-(F A& BLIL)-1,1-BA K -4- 2 - 2- Bk bl d-3-
BRI [3,2-bIE -3 BB

(89) 6-F-N-[(3S)-1-(2- #-4- 3 )-2- BA L&A -3- 2 | 2R -2- A BB

(90) (E)-2-(5-RE%-2-2 )-N-[(3S)-1-(5-#ottng -2- £ )-2- AR b oE 42 -3- 4
L R IE;

(91) 6-R-N-[(3S)-1-(2- #-4-A K 3K )-2- BB I A - 1- K Ep-2-5%
BrAE,

(92) 5'-F-N-[(3S)-1-(2- #-4-A K I )-2- FAR b ol b -3- K )-2,2"- B -5
FEBLAE;

(93) 2-(5-8-2-E "% 3 )-N-[(3S)-1-(2- #-4-F F 3)-2- BRI R ] T

14
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FE BN

(94) 6-F-N-[(3R)-1-(2- #-4-FH F R H)-2- Bt e b A ]-1- K o wp-2-
AR BRI

(95) (E)-2-(5-F-2-E% 2)-N-[(3S)-1-(2- #-4-FH £ K 3)-2- BB 1 2
L Fi B

(96) 5'-R-N-[(3S)-1-(2- #-4-FH F I )-2- B Lo b-3- 2 ]-2,2 - BAvE
-S-FRBLAE

(97) 6-F-N-[(3S)-1-(4-FH-2- R A )-2- B otbd -3- 2K - 1-F 5oy
-2-FEBE A

(98) (B)-2-(5-8FE%-2- 2 )-N-[(3S)-1-(4-F k- 2- A F A )-2- B A otk 073
A TR B,

(99) 2-(5-RES-2-2)-N-[(3S)-1-(4-FAL -2- B A A )-2- Bttt 47 -3- K ]
LA B

(100) (E)-2-(5-8.-2-"K% 25 )-N-[(3S)-1-(2- #A-4- 5 A b A K )-2- EAX it
AT O AR B

(101) 6-F-N-[(3S)-1-(2- A H)-2- AR othr b -3- 2L R 2-# BL AR

(102) N-[(3S)-1-(4-3& -2- A 3 )-2- B AR othoB b7 2 ]-6- R -2- B ak Bk

(103) 6-F-N-{(3S)-1-[3-F-4-(4-"Fopk 2 )R 3 ]-2- B bl b 2k ) -2- 2%
7

(104) 4-[(3S)-3-({[(E)-2-(5- R Emr-2- ) Thp 2 s B AL ) AL )-2- BAX ik
PEdt-1-45]-3- BN, N-— ¥ 2 K ¥ Bh A

(105) (E)-2-(5-8-2-2E"% 2 )-N-{(3S)-1-[2- #-4-(1-vtbri b 2 3 2 )R AL )-2-
FARAE ST R ) TIHAR B

(106) 6-[(3S)-3-({[(B)-2-(5- R E"-2- ) T A R Bt A ) & H)-2- Aotk
A d-1- KRB AR

(107) 4-[(3S)-3-({[(B)-2-(5- B&m-2- 1) T W A | 4 L B )-2- Aotk
Br-1-2]-3- AR T BLAE

(108) 4-[(38)-3-({[(B)-2-(5- R E%r-2-£) T A JsBE 2 ) £ ) 2- Bt
Bkt-1-A]-3-8-N-F AR FPBLE

(109) 4-((38)-3-{[(6-F-1-F I m-2- L ) Bt L | B ) -2- BAR LB 15 -1 -
HR)-3-R-NN-Z TR F B

15
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(110) 4-[(3S)-3-({[(1E)-2-(5-FE»r-2- ) A -1 A B AR} B )-2- R
R rR T -1- 25 ]-3- £-N,N-= F £ K F B

(111) 4-((3S)-3-{[(6-B-1-F FFEop-2- ) BL AR | R ) -2- AR & bt - 1-
F)-3-F-N-7F B 2 -N-F RO T Bhik;

(112) (BE)-N-[(3S)-1-(4- T BL 3 -2- A 3 )-2- B b bt -3- K ]-2-(5- &
w-2- 5k L R BRI

(113) (E)-N-[(3S)-1-(5- LBt 2 ot -2- 2 )-2- FAX i s b -3- 2R ]-2-(5- U
w-2-38) LH AR B AR

(114) N-{4-[(3S)-3-({[(E)-2-(5- 8- 2 &) T K s Br A ) /U L)-2- 84K
bbbt 2R ]-3- AR AR ) LB

(115) N-{4-[(3S)-3-({[(E)-2-(5- R-2-F 35 ) THk AR [ AL ) 2K )-2- X,
Peb b R )-3- AR AR ) R BLAE

(116) N-{4-[(3S)-3-({[(E)-2-(5- & & %2~ ;R)uﬁ;k]ﬁ%ﬁatfk}a;k) 2-84X,
et -1-2]-3- AR -2-F A R BLAR;

(117) N-[4-((3S)-3-{[(6-F-1-FFFoEry-2- Ly B K Rk ) -2- BRIt
A)-3-RFRL)TBUE;

(118) N-[4-((3S)-3-{[(6-R-1-FFoEm-2-H AR BRI | 2R ) -2- B A b b
A)-3- R AR R B '

(119) N-[4-((38)-3-{[(6-R-1-F FeEm-2- 2 YR BL A | R} -2- F ARt ed b
H)-3- A RA]-2-F A ABE,

(120) (B)-2-(5-RE%--2-2)-N-((3S)-1- {2- R-4-[ F B A (F A A AKX
B )-2-BARAAEIT-3- ) THFFRBLIE;

(121) 6-R-N-((3S)-1-{2- #-4-[ F B+ 7 25) BA AR ) -2- BRI 1%
-3-30)-1-F SR 2- AR BRAR;

(122) 6-8.-N-{(3S)-1-[2- #-4-(1H-2k 7 - 1- K ) K 3K ]-2- AR et b-3- 35 )
B-2-FRBRAE,

(123) 6-F-N-[(3S)-1-(2,4- = FFR K )-2- BB br K ]-2- RAR B

(124) N-[(3S)-1-(4-#2 T #-1,3 -7 2 3 )-2- R tbel bt A ]-6- L-2- Rk
i |

(125) N-[(3S)-1-(4-#2 T F F 2)-2- B ribeb bt AR ]-6-R-2- B BLAE ;

(126) (1E)-2-(5-RE%-2- 2 )-N-[(3S)-2- BAX-1-7tbe-2- bl £ -3- R ) A

16
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-1-M-1-ER B AR

(127) 6-8-N-[(3S)-2- 8- 1-(1,3 -8 w2 F )tk oB b K 1-2- R AR BLAE

(128) 6-8-N-{(3S)-1-[2- f-4-(4-F F-1H-2Kr-1- ) K A ]-2- B B4
AR }2-FARBLAE;

(129) 6-8-N-{(3S)-1-[2- f-4-(1H-stb= - 1- )R K ]-2- F A mbeb b A ) -2-
A B, |

(130) N-[(3S)-1-(5-i&-1,3-2 o -2- 5 )-2- B A IR AR ]-2-(5- B2 &)
LI AR B

(131) 6-F-N-[(3S)-1-(itF-2- 3 )-2- ARSI -3- K- 1- R R 2-5%
Bz

(132) 2-(5-FE%-2-2)-N-[(3S)-1-(5-#ottm -2- 8 )-2- Bk e& - 3- 28 ]
Ltr-1-Fh B

(133) 4-[(3S)-3-((2- R I -2- B T H) {[(E)-2-(5-F & %-2-K) TH A5
BhA ) B R )-2- FARebesm-1- 28 ]-3- K F B

(134) 4-[(3S)-3-((2-RI-2-B MR T A){[(E)-2-(5-FoE%-2-K) T A5
B B A)-2- BAR B b - 1-20]-3- B-NON-= F 2OK F Bl

(135) (E)-2-(5-87E % -2-2)-N-{(39)-1-[2- B-4-(1- & K TH)KK]-2- AN
o3k ) AR

(136) (1E)-2-(5-RE%-2-#)-N-[(39)-1-(5-#otb 2 -2- 35 )-2- EAR b b - 3-
R)R-1-M-1-FRBLEE,;

(137) (1E)-2-(5- B E%-2-£)-N-((3S)-1-{2- #-4-[(F A BLA)RA) K
A -2-B AR s -3- 2K ) A - 14 - 1 - AR B

(138) (E)-N-[(3S)-1-(4- LB K 3 )-2- BB I -3- K ]-2-(5- AR %-2-
B THARBLAE;

(139-A) 2-({(3S)-1-[2'-(R A A BLE)-3- A1, 1'-BA R -4- K ]-2- B Rt i b,
3-F Y {[(1E)-2-(5- R %-2- )R- 1-W A s B AL } BN TG

(139-B) 2-({(3S)-1-[2'-(RIEAEBEI )-3-#-1,1'- B K -4- 1K )-2- Bttt
3-AMH(1Z2)-2-(5-80F%-2- ) A -1-H A 3R B 28 TBUIR,

(140) 2-{(6-F-F F[b]E-2-5 Bt )-[(S)-1-(3- #-2 - RAR Bt AL -BL R 4-
H)-2-FAR-B b -3- R - R - LBV TR

(141) 2-(5-RBE%-2-2)-N-[(3S)-1-(4-{2-[(= F &) F A - 1H-k - 1-

17
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Oy -2- B )-2- BRI BE-3- ] TR AR B

(142) 2- BAN-[(1-{4-[(3S)-3-({[(1E)-2-(5-ReEwp-2- 1) A- 14 AL | Bt
AR 2- B -1-4]-3- AR R - TH-2k2-2- ) F AN N-=F H-2-
FAR T4 TR,

(143) 2- B AN-[(1-{4-[(35)-3-({[2-(5-ReE-2- %) LA PRBLA | A )-2-
B AEE-1-A]-3- AR A ) - 1H-ke 2- ) T AN N-Z F R -2- AR T F
B3, =X

(144) 2- B -N-({1-[4-((38)-3-{[(6-&-1- K Ep-2- R ) BL A1 R }-2-
BRI -1-2)-3- R A - TH-2kre 2- £ ) F A)-NN-ZF E-2- AR & F
AR

10. HIBRA)EL 10 PHE—RGESYRLHF ETHZ L ENE
sap e i, PRESATIE5 S hE kR, it h RIS,
8,380 U e Ao RABE S, iR, HiEmibsT ke 2 K E A ER
R ARA 0 S A, B e LA, MR, Rikaiel
%o AESKEE, RHasELTRE, FERE; UARG 5 EHZ
KA b ERNES, QTR

11, —# sy, LOARBRAER 19 PE—RGLEHAL
B b Tag ek, AR BMRA/ SR,

12, BAERAER 1~9 FAA—FANAYELEF L TRZNEEAD
s &b e Ak, FTEHA T B S TRLRT Xa I H &4
FEHEH .
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Y 3 B F Xa 474 5] 4G stboB g5 -2-87 K

AR

AER TR R —EFHONAMBLET &, PRLSCNGH ML
o4, AREMEESPHRER, HARERETEZET Xa 757 6916 K
AR T RE .

HFEHEA

BF Xa ZAMREOBHLEAREABLEAARN. EARBAKFHX
48, BT Xado Va 545 5 FABRg oh-sh-45 A8 5 Bl R 4E L R 3R i B,
EiBTRTEMOE RGN FHEQRBUARTIENTS HEO LR
B AL, SbBiAe 4EER ., RIAKSLEG LR ALK o BAE T ALAT
bW, REEEHHRREEOFFER X, A TERFARKE 240, B OH
S FHARBAE S E B FH Y FF R, ARSI LR R
BASLEAEERE, BTIEhAEIT E A2 KEN EREE A AR(PTCA)
6 R A TR BRI A W 06 7, B LY oh 0 6 SR A TR A,
XE LT PR, s THIRKE 4%, &8 e TRRMIHRTRAF R
A, B BIRIKE %Gt oAb T R, T 48 53| % B0 T ALY M A K,
FESRAE, M LAE AthR, BEEREEKRL. LZkREH
BB AR AATREN, L4 EETREHHREART, FAEEK
EEGYHRARESY L, FREGHER, RS ZHEETRE, B
TRAEMBRE HFEEG ks o AR, TRF IR OBXIRE £
Y An dn ik N 49 4R S R E o B IR R &4 A 4 F9A T 4F A (Shuman, M. A., Ann.
NY Acad. Sci., 405: 349 (1986)).

B F Xa 478\ 51T B T4 57 &g &R, oK B AR AT AR (F] %o
AR St Fa RIE QL ), ibie R, HiEhibsFEkfE K ERAERLE K
FAA R S A A, 8kt A, EE, Fi#khieH R,
BESHREE, Fat ERTREHRE), UBRRABEECETHH XH
Mt EMEH, FlaoP K, AT ARERA KRB A, AR
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AFERAL K, CERRFITHR BT ISR L mpa ey A Tk, AR,
BF Xa #HRATH Fie7— Mg g THER., BT Xa 4945814
ATz, RO TEF Xa R BEdmFHEHTLEGIRin bt
%, FEATRSENR D TFREE@ON FANEHARETOBITK, Bhis
T ZAP2RE %, Bd, B-F Xadr4| 5 LA ER T2 BMERLM
E/RFERRERRAROB . BRFITECNTEHIEM 0t F R
B, AT ST vAE R AR AR 69 iRt Ae 2 )

LR
AL AR X (DELE
— &
N” 0
¥
Y
ey
KF:

R' KKt § Foles A H:

(> <1
T |
AN
_(C0_3)alk~—®'z S \ .
s
7 : A\
«(C,)alk z z |
s
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EREAAFRG—FT AN RRT,

Z REAFLHBRARA K E, -CHNH,, -NR’R®HK-CN,

2R EAT L A BRARE R E, -CHNH,;, H-CN,

alk K& B A R EH A,

T&A&S, O3 NH; -

RIZK A& S, -Ci3 4%k CONRRY, -Cis 3tk COC 142, -Crytt Dok
&K, -COCiake, H-Ci3iti COH;

X REFABREOAZ Y —AN LA O NRSHERTFHSR6AFHk
RAEFE LA, S A AIFikK 02 Mk THARAMRK 8%, -CN,
Cra i3, -Coudith &, -CF;, -NR*R®, -NO,, -N(C,4 %4 )(CHO), -NHCOC, 4
¥ %, -NHSO,R®, Cou #£& OR?, -C(O)R®, -C(O)NR'R®s -S(O)R®, %
-S(0),NR°R";

Y RAEG)iL A FH AL &, 8%, CN, -Ciunh, -Codlh X,
-CF;, -NR’R®, -NO,, -N(Ci4 #£#)CHO), -NHCOC,4 }t.%, -NHSOR®,
Cos a2 ORY, -C(O)R®, -C(O)NRR®, -S(O).R®, 3-S(O),NR’R®, 2 # (ii)
FERHEOLEV—ANEA O NKSHERTHSK6RAFHRIEFHKSE
Tk, B A AAFLM 0~2 ANk A THI A AMERA BE, -CN, -Cu%ik,
-CF;, -(CH,).NR’R®, -{CH,),N'R°R°CH,CONH,, Co, #.3# OR’, -C(O)RS,
-C(O)NR°R®, -S(O)R®, -S(O),NR’R®, =0, & N &k, -CHO, -NO,, A
-N(R*)(SO:R®);

R®Fe R 53Xk B, -Cletidh, A LELMMERGNERT B A
5.63K 7 RER, ZEIMELEAHe5iLH O. NS RET, 1Fiik
Clu AT, B S BB FARL O FTIRK, BP&RK SO

R E-Cre bk

RIR & S K-Cre bk

n X& 0~2;

BEHF ETHTOITEN.

AEPHEEF M T:
- —F YA, H S RE AL IAR S F BARF/ KT A,
- KE BRI AESE T &g iR,
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- RE RS ESEHM T RE, RV EBEYATERERST
BT AT Xa W4 mFB R ENRAGES,

- = FEAHTRAIATF Xa WHHNRFARENRRGEL OGS
%, WA EOELBEAAREOALANNLEN.

AL AL AEXDGNESY, L
R A&k § FaeghRA:

T
ARG
'(Cz.s)alk@Z S \ .

-&Mm—(t%z

S
Z REAF R G BAREADE,
alk X & kxS B,
T#&%S, O3 NH;

RERE &

X REFXERFOLZEV—ALA O NKSHERTHS5R60Fik
FAEF AR E, SARFRK 02 Ak A T GARFERA ®E, CN-,
-Ci4 ¥, -CF;, -NR°R®, -(CH,),OR®, -C(O)R®, -C(O)NR’R®, -S(O).R",
-S(0),NR°R";

Y RAG)iL A THeRKE &, 8F, CN-, -Ciuii, -CF;, -NR'R”,
-(CH);,0R%, -C(O)R®, -C(O)NR'R®, -S(O)R®, -S(O)NR'R" H# (i) % K
EOASE YV —AEA O NRSHIRBTFE 56 N FARIEFHREEE,
A AAEiLE 0~2 Nk A TR A FTIRAK: 8%, CN-, -Ciutiik, -CFs,
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-(CH,).NR°R®, -(CH,),0R®, -C(O)R®, -C(O)NR'R", -S(O).R®, -S(0O),NR’R®;

R*A RO SR EA R, -Cretidk, AHHLAEENG NBRF R K
5. 6K 7 RAEWR, ZRFMEAESFINLE O. NXSHRETF, 1Fikik
Cia A FTIRAX, B S AR -F1Eikdk O BB, BPAREK S(O)y;

R4 & -Cio Bk

n K& 0~2;

BEHF ETHLHE IR Y.

A—7 &, FAARSEER T @ XA X045 4:

)R
N—

S
//\\
O/O

=X —Z l

(I1A)
ANF:
R'REE B THHAR:
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(> >
T
/I N\
s
i e z B
s

LR B K AEL S —F AN BT,
Z REAFLAHIRRE K%, -CHNH;, -NR®R® %-CN,
RRAFS®GBRARARE, -CH,NH,, H-CN,
alk R A& LA 2 R T A,
T4#&%& S, O NH;

R*R A& 4, -Ci3 Btk CONRR®, -Cis 54 COCratith, -Crydtth Dok
£, -CO,Ci4 425k, E’X'CIJ B COH;

XREFERECLZY ANk O NRSHEBTFHS K6 7%
BAFHREBAE, BARERE 02 Nk A THHARFRA %, -CN,
-Cratekk, -Coa8M %, -CF3, -NR'R®, -NO,, -N(Cy4 5.4 )(CHO), -NHCOC, .,
%A, -NHSOR®, Cos #£%& OR’, -C(O)R®, -C(O)NR'R®, -S(OLR®, A
-S(0),NR°R?;

YREFEARECEEV N A O.NRSHERTMHS 6 R Ln
BAEFARRIRA, SR AERE 02 ANk g TH 9 £ FARK: 5%, -CN,
-Cia %2, -CFs, -(CH2).NR'R®, -(CH,).N'R*R°CH,CONH,, Co, %&£ ORY,
-C(O)R®, -C(O)NR’R®, -S(O).R®, -S(0),NR°R’, =0, ¥ N &4t#, -CHO.,
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-NO,, A-N(R*)(SO:R®);

R* = RO LA K S, -Crebtth, RAHLAMEEG N AT —RH R
5. 6K 7 AR, AERMEALES AL A O. NRSHERT, 144K
Cia B AFFERAX, B S AR T4k O FTBRABIARK S(O)y;

R K & -Chg bk,

RIK E & R -Cre i,

n K& 0~2;

BEHF ETRZTHITAY.

AKX PEREXTA)GLEY, L+
R'&R &k f FHleh 4L H:

IO e,

>
T
/N s
-(C2_3)alk‘@l S \ 4,
-(C2_3)alk—</ sz
S

Z REAFZGBEARERE,
alk R A& LI A R TR,
T4&X % S, O3 NH;

RER A&

X AREAFLEM 02 Nt B TR AARKGFEE: 8%, CN-, -Ciu k%
%, -CF3, -NR°R®, -(CH,),0R", -C(O)R", -C(O)NR’R®, -S(0O),R®, -S(0);NR*R",

Y KREAFLK 0~2 Nk A TR EARBRNKGFLA: X%, CN-, -Ciu i

25
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4%, -CF;, -(CH.NR'R’, -(CH,),0R®, -C(O)R®, -C(O)NR'R®, -S(O).R°,
-S(0),NR’R";

R*F R IMAKER, Clotidk, RELLITEENY N BT —R2T A
5.6 K7 R&IR, AEHFLECAFIMILA O. NK S BT, 12ikik
Cia e A PTIRAN, E S B RFALiLAK O FTIRAREP KA S(O)y;

RO AR E-Cie i ;

‘n K& 0~2;

BREHF ETHEZ 6 ERIEF LY,

B—7 @, RELPRBEEA T &XIB)H X (1)Ld:

H /R
N_//S\\
L
lTI 0]
X
¥

(IB)
Xt
R' &L f FoHlegam:

/I g
-(C2_3)alk——@z S
\ 7z
{ngﬂk——<7:ﬂ—z

S
Z REAFZHBRRARE,

26
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alk K& L R T A,
T4&XE& S, O3 NH;

X REAEL 0~2 Nk A TG A AR ER: ¥E, CN-, -Ciu ke
&, -CF;, -(CH),OR’, -C(O)R°, -C(O)NR’R®, -S(O),R®, -S(O),NR’R";

Y RA&-NR'RY;

R RO ZIAREK R, -Cretith, RELHLPTEIEN N BF—RH A
5«6 KT RARI, EEFMELESFHIIE A O. NK S HLBF, 1Fikik
Cia AT, B S BB FAELM O AR KA S(O)y;

R E-Cig b

n X& 0~2;

B2 5 b T3 % o 3h RIEF 1L,

X—F &, FALARBEEF T & KXIC)# X(C)ibo4h:

Ic)
EE
R'K AL B THIe9ARA:

27
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«C,,)alk ax Z | N

PR EAAERB—FAENRRET,
Z REAFiLGIRR AR E, -CHNH,, -NR°R”#-CN,
22 REAFL IR A D F, -CHNH,, &K-CN,
alk (XA LA R M 2K,
T X% S, O3 NH;

R2KA L, -Crybisk CONR'R®, -Cry ok COLCrLotiih, -Cry itk
X -C0O,Cy4 %Ea 3L-C1-3 *;‘f,}_:ﬁ CO,H;

X REFLAKEOCALZ Y —MNEH O NRSHEETHSR6AFHk
R Frx et , BAAERME 02 MNit B FH 9 A B ATERAK B%, -CN,
Ciailh, -Coutt¥i i, -CF;, -NR?R®, -NO,, -N(C 4 #%.2)(CHO), -NHCOC, 4
¥, -NHSO,R®, Cous ¥2& ORY, -C(OR®, -C(O)NR?R®, -S(O).R°, A
-S(0),NR*R";

Y K&k FolegiRE: &, %, -CN, -Ciadtk, -Coa 8%,
‘CF3, 'NRaRb7 'NOZ, "N(C].4 %%)(CHO), 'NHCOC].4 *}e{»g, -NHSOch,

28
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Cou$t3k OR?, -C(O)R®, -C(O)NR'R®, -S(O)R®, #.-S(0),NR°R®:

R RO ZHARAEL, -Crolith, XA HLPTEEN N BRF—RH A
5.6 R T WA, HEFRFAELSFIMLE O. NS BT, 1Fikik
Cia AR FTEAR, B S BB FAFit4& O AT KA SO

RO A&-Cig b A ;

RY REER-Celm i,

n AR& 0~2;

BEAKE ETRZHITAY,

RE PR X(AC)1LE4h, H P!
R'REL A FHIe9AH:

_ B
_(C2_3)alk—@z ' S \ ,
_(C2_3)alk—@~z
S

ZREAELGBAR LB E,
alk KA LA KB,
T4%& S, O 3 NH;

RIRE &
ARBRFARECLES—ANMEOONKSHLEETFHSRG6 A%
A FARLERE, BA ATk 0~2 Nk § FTH 69 L F FFBAX: &£, CN-,

-Ci4 Jo#, -CF3, -NR'R”, -(CH,),0R%, -C(O)R®, -C(O)NR'R®, -S(O),R",

29



02828224. 8 o E12/1061m

-S(O),NR*R;

Y K&k Tl egIRMKE: &, BF, CN-, -Ciu %%, -CF;, -NR°RY,
-(CH,),OR®, -C(O)R®, -C(O)NR°R®, -S(O).R®, -S(O),NR°R®:

R*# RP 4 L3R KA, -Cletit, RAEL LMY NEF—RHA
5.6 3R 7R, HEEFIELESFIMYILA O. NS HLRETF, 1Fikik
CrLaf A FTERAR, B S#ZERTFILAK O FIRAEKE SO):

R4X &-Cyq bo ik

n K& 0~2;

BEBF TG SRR,

H—F &, REZAR/BIOGEY, EF XY HELE L, AR
RERIEREL, ik 6-BEEK.

KD ey Leth @& FH(RaFHR)F o, EA ZARF AR (ToR A 4R Fo dE
STRR A M)A L REYH LIBEERLRNGTEA,

XDt
i R'R &k B T ol a9k H:
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L B K EEA R —F OE N AT,
Z RAAFL G BRRA R E, -CHNH,, -NR°R®&K-CN,
ZREAERGIRARDE, -CHNH,, 3-CN,
alk XA B hE A R I,
T X& S & O.

FRiE R RERLEH THGIAR:

L

T .
AN
_(Co_s)alk@z S
\ 7~z

LR SR AiFk it —F 6.4 N & @%,
Z REAF LG BRAR AR £,
alk KA ZX A R B,



02828224. 8 o E14/1060

THRESXO.
TEEFMRLE R REALEH THOLR:

T
/7 N\ g
-(C2_3)alk@Cl S \
Cl

-(C2_3)alk—@~c1
S

AR RV R A

{CLQMk——<7:ﬂ—c1
s

#it R? KA S, CH;CONH,, CH,CO,CH;, CH,CO,C, 5L, CH,CO,H,
COCqoknA, (CHp) "B, fhit R? XA £K CH,CONH,. #hit % R2K4
CoH, "Bk KBS, 2 DR XIR NS48 F) b i 4k 1|

it X REAFAKECLEV -k g O. NRKSHLEETH S X6
RFHRBAFFARRIA, A AERK 0248 A FH 9 A BB §E,
-CN, -Crade ks, Cou 84 2, -NR'R®, -N(C,4 $£4)(CHO), -NO,, -NHCOC,.
$A, NHSORY, Cosdth ORY, -C(O)RS, A-C(ONR'R®. #4hit X K4
FERCETE) —NikH O NS SHRBRTH S K6 RAALTL, 28
HAERA 0~2 Nt & TR AR ATIRRK: 8%, -CN, -Ci ik, -C, M
#, NR'R®, -N(Ci4%.4)(CHO), NO,, NHSO,R®, Co#524 ORS, -C(O)RS,
#o-C(ONR'R". E2Z4hit X KARERFOAE VA8 O. N X S
%%ﬁ%%SﬁGﬁ%ﬁi#%ﬁ%%iq%&m&ﬁmoa¢ﬁéTﬂ%
%m%ﬁﬁ:i%,CM-Q4%%£,N@M%£MH®,C®R2&-
-C(ONR'R®. L& Z fhikt X REAFAMEETRRGEEARE 04 E ) ik
BO.NKSHAERTHSK6RFhRIEFhiRL, B2IHhit X KA
MARRNERRAGRE, A 02, Bk X KRE 2R ERKGEL,

32
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KA L,

ik Y RAG)L A FHeRMKRE: &, BFE, -CN, Ciaktk, -Couék
W, -NR°R®, -N(C,4*%#)(CHO), NO,, -NHCOC, %%, -NHSO,R®, Co
#4 ORY, -C(O)R®, H-C(ONR°R®, HA(i)FAERHAE€&ZE)—4ik g O.
NS HERBFS5R6RFHAERIEFHREIE, SARELE 02 L E
Tl oo A A AFIRAK: §F, -CN, -Ci4 &, -CF;, -(CH)NRR®,
-(CH,),N'R*RPCH,CONHj, Co 5.5 OR?, -C(O)NRR®, -S(O)R®, -S(0),NR°R",
IR N &4t4h, -CHO, -NO,, B-NR*)SO,R®). Ehit Y RKK(®G)L A FHl4Y
Bk £, BE, CON, -CouditiZ, NR'R, - N(Ci4#%)(CHO), NO,,
NHSO;R®, Cos %tk OR?, -C(O)R®, #-C(ONR'R®, KA (i)KANA €4
Fh—AEH OO NRSHERTH S K6 A FRIFFhERE, 24AH
frikik 0~2 Ak A THIEABMERA: 8%, -CN, -Ciu %%, -CFs,
(CH,).NR’R®, -(CH,).N'R°R°CH,CONH,, Co4 %% # OR’, -C(ONR'R’,
-S(O)R®, -S(O),NR’R®, & N £4t4y, -CHO, -NO,, Z-N(R*)(SOR%). it
2 F ik Y REAGL H FHORRE &, BF, -CN, -Cou 8% 3, -N(Ci4
¥4 )(CHO), -C(O)R®, HK-C(ONRR®, K&E(i)FARAELEV—Aikh
O. NXK SHLETFSR6 A FARRIEFHETL, SABFRM 024
% THOARMRK: BE, -CN, -C4 %%, -CF, -(CHy)NRR,
«(CH,).N'R*R°CH,CONH,, Co4¥% ORY,-C(O)NR’R®, -S(0).R®,-S(0),NR°R”,
NO,, Z-NR*)(SO,R%). it Y KAt & F7 e4BRAKA &, 8%, CN,
-C(O)R®, RK-C(O)NR’R®, A& (ii)#F &, wbed, sRedfowrw, ZRAIFRR
0~2 ANik B Tl L B AR BE, -CN, -Cio 424k, -CFs, -(CH,)NR'R®,
-(CH,).N"R®*R°CH,CONH,, Co4 Hik OR?, -C(O)NRR®, -S(O),R°, -S(0),NR*R®,
NO,, Z-NR*»SO:R®). £ 5 —#HitF @, Y KAGDiL i F7 a9l &,
%, -CN, -Ciu 5k, -Cou 489 &, -CF3, -NR*R®, NO,, -N(C 4 }t.£)(CHO),
-NHCOC, 4 #5.2 , -NHSO,R®, Co4 #5.2 OR?, -C(O)R®, -C(O)NR’R®, -S(O)R°,
R-S(0)NRR®, (i) 1Fikik 0~2 ANik A FTF 69 R ABRAReER AL BF%, -CN,
-Cy4 24, -CF3, -(CH2)NR®R®, Co ¥2. 4 ORY, -C(O)R°, -C(O)NR’R®, -S(O),R°,
-S(O)NR’R®, -CHO, -NO,, &-N(R*)(SOR®), (iii) &4 £y —Aik g O,
NRSHRBETFHSK6 RFHAREFHEFTA, SARAMLH THOEAR
FREAR: -S(O).R®, -S(O),NR°R®, -NO,, H-NR*)(SO,R®), H#(iv) & R!
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RET AR,

_(C2_3)alk—@z

or

-(Cz_s)alk-(/}z'

S

Y REGAES AL O. NI S BRRTH'S K 6 R 2k HIE 2l
A, HBRPAMERM 02 ANk g FTHIMARFAERK: BE, -CN, CLiEk,
-CF3, -(CHy).NR'R®, ~(CH)iN'R*R°CH,CONH,, Co4 i ORY, -C(O)RS,
-C(O)NR'R®, -S(O)R®, -S(O);NR'R®, -CHO, NO,, Z-N(R®*)(SO,R%).

B Y RRG)L A FToleBRARL &, 8%, -CN, -Cu %, -CFs,
-NR'R®, -(CHp,OR®, -C(O)R’, -C(O)NR'R®, -S(O).R®, #-S(O),NR’R®, (ii)
R 0~2 ANk A TR A RBRKRGEE: BE, CN, -Ciuli 4, -CFs,
-(CH,):NR'R”, -(CH,),OR®, -C(O)R®, -C(O)NR°R®, -S(O),R°, B.-S(O),NR'R®,
(i) &EES—NE A ONKSHLEBRTSR6 A FmRAESaIIng,
SH AL B F 59 R B ATIRA: -S(O)R®, K-S(ORNR'R®, $.4#(iv) % R!
KE

_(c2_3)a1k—@z

or

—(C2_3)alk@-2

S
H Z REALE IR A K o,

YRREBES—NEH O NKSHRBEFHSR6 R EmRdErss
RAA, SAEMERK 02 ML A FHHLARMBRK: §%, -CN, -Cuk
#, -CF;, -(CH).NR'R®, -(CH,),OR®, -C(O)R®, -C(O)NR'R®, -S(O),R®,
-S(O),NR°R®,

RARE Y RAEG)L 8 TR RAREA &, 8%, -CN, -Cu %4, -CF;,
-NR'R®, (CH),OR®, -C(O)R®, -C(O)NR°R®, -S(O).R®, 3.-S(O),NR'R’,
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A (ELER 02 Nk T ARRKGEL BE,-CN,-Cu B, -CF;,
~(CH2):NR'R’, (CH,),0R", -C(O)R°, -C(O)NR®R®, -S(O),R®, Z.-S(0),NR"R®,
RA (i) & R'KAE

'((:2-3)5‘“(‘<j>Z

or

_(cm)alk@z

S
B Z REAFL G IRARL K 0,

Y AR Erd, sRed Sz, B2k B ARiddk 0~2 ANik g T 5) 89 25 B A BRAX
K%, -CN,-Ci4 5k, -CF;, -(CH,),NR'R®, -(CH,),OR", -C(O)R®, -C(O)NR’R®,
-S(O)R’, -S(O)NR'R®, #kit % X HEAM, Y 24T £K 44 (BP 5-F £
E g PALAPSREALL D UL

i R* A= R® 44 3 XA B3 -C e Bo 25

B XA A F
it R'RAL A Toleh 4R

T
(c )1k@z /@\@
“(Lo3)2 S
\ #z
s
/ . A\
«C,,)alk z z |
e LT
s

35



02828224. 8

i
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A A AERR—F O NLEERT,
7 KEAFRGBAKE T E, -CHNH,, -NR°R®&-CN,
22 REAF L Y BARA T %, -CHNH,, %-CN,
alk K& AR T K,
T K& S & O.
F ik RMRKRE A THIe9ARA:

Jo e

13
/ N\ g
-(C0_3)alk©z S \ ,
7% S
~(C, y)alk—< H—z
S _461;%

ER & A AiER S —F 04 N & ET,
Z REAFRGBRARDE,
alk R &R AR T,
T XA S KO,
T2 FRE R RELH T

o e,

@m&—<:>{l /Kixw;%
mg&—(i}m

S
R R KA A THAR:

36
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-(c2_3)a1k—(/E-c1

S

#i% R* #.4& £, CH,CONH,, CH,CO,CH;, CH,CO,C4 #2.3k , CH,CO,H,
CO,Citi ik, (CHy),"BoRAX., #ik RZAK K &K CH,CONH,. kit % R2&K 4
CoH, "Btk X AT, Dok AKIN N2 422 244 b,

Hit X REAFRE RN ERRGEAIF CLE ) —Aikh O. N & S
WRBTFH S K6 AFELTRA, Bhit X REARLERFE A E ) —ANik g
O. NXSHZEETHSHN6 NHBIRA, ZARAMTRMK 125 2a0FNE
AR, TEEMiL X RABE FRRGEE, AR, ZHhiE X K
F AL BRI R, AW,

Hit Y REAFEAREQLLES—MiLH O. NXSHEERTHSKG6
RFaRAEF LML, B2 ATk 02 ML A TR AR MBRK: B,
-CN, -Cia#5%, -CF;, -(CH,),NR’R®, -(CH,),N'R°R°CH,CONH,, Co. it
ORY, -C(O)NR'R®, -S(O).R®, -S(O):NR°R®, & N £ik4), -CHO, NO,, 3
-NR*)SOR®). it Y RAREAIA LEE) —AiLh O. NS LR
Fo9 5K 6 A FAERIEFHELIL, ERAMERB 0~2 Nk § T 5] 6945 H Ff
BAX: §E, -CN, -Ciu %4, -CF3, -(CH,).NR*R®, -(CH,),N'R*R°CH,CONHj,
Cos 52 ORY, -C(O)NR’R®, -S(O),R®, -S(O),NR’R®, -NO,, 3-N(R*)(SO,RY).
Bk Y REFE, abomsobed, HAE4K 0~2 ANk T2 69 2 B AP R4
%, -CN, -Ci4 %%, -CF;, -(CH),NR’R®, -(CH,).N'R°R°CH,CONH;,
Cou X2k ORY, -C(O)NR’R®, -S(O)R®, -S(O),NR°R®, NO,, #-N(R*)(SO,R®).
X —REMFE, Y REGOIFLK 02 MLl FTHHLAARKGEL: §
%, -CN, -C 4 %22, -CF3, -(CH,).NR°R®, Cos %24 OR?, -C(O)R®, -C(O)NR'R®,
-S(O)R®, -S(0),NR’R®, -CHO, -NO,, Z-NR*SO;R%), (i)&4 %V —4
HEH O NRSHEETHSN6RFAREFALRAL, SABARKLAT
7 64 B ATERAX: -S(O)R®, -S(O),NRR’, NO,, HR-N(R*(SO,R®), 3 (iii)
L R'RATFH AHN,

37



02828224. 8 oo 5E20/1060

-(Cz.a)alk@z

or

-(c2_3)a1k—@~z

S

YREESEV—AEA O NKSHEBRTFHSR6AFHARIEFHRLEIR
%, BRAEAELK 02 ML A FHMGERMRK: BE, CN, -Cutisk,
-CF3, -(CH,).NR’R®, -(CH,),N'R*R°CH,CONH,, Co4 #2% OR?, -C(O)R,
-C(O)NR’R®, -S(O).R®, -S(O),NR°R®, -CHO, NO,, -N(R*)(SO,R®).

FHRik Y REG)IFLK 024 A F o R ARKGRE BF,-CN,
-Ci4 %23, -CF3, «(CH,).NR°R®, -(CH,),OR®, -C(O)R®, -C(O)NR’R®, -S(O).R°,
&-S(O),NRR®, (i)&AEV—Aikh O. N&KSHERTH S K6 RFk
RAEF LA, &L AL G TF ey A A MK -S(O)R®, HK-S(0),NRR®,
AGY R' KA T AR,

-(C2_3)alk@z

or

-(C2_3)alk‘</}z

S

YREOAZES—ANEH O NRSHERTHS K6 A FHNIEFHREIR
A&, EEAERE 02 ANk f THOAAMBNK: XE, -CN, -Colu,
-CF;, -(CH,)NR’R®, -(CH,),OR°, -C(O)R®, -C(ONR'R®, -S(O).R°, %
-S(O),NR°R®,

mAhi Y RAEGQ)ELAL 0~2 ik A T 5 69 R A IRAKH R BF,-CN,
-Ciu $2k, -CF3, -(CH)-NR’R, -(CH,),0R®, -C(O)R°, -C(O)NR°R®, -S(O),R",
&-S(O)LNR?R®, RA&(ii) % R' KA T 7 L HN,
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-(C2_3)alk—@z

or

-(C2_3)alk‘@~z ,

S

Y RAEFE, wbed, sked Kooz, & A RIERIR 0~2 Mk A T 569 2 H ATER
&: BE, -CN, -C4 %4, -CF;, -(CH,).NR°R®, -(CH,).,0OR®, -C(O)RS,
-C(O)NR’R®, -S(O).R®, A&-S(O)LNR’R®.
ik B X A FIKAF, Y 25 FIR L8 445 (BF 4 F ) 36 - 64 s IR
i R*Fo RO 3% 5 b A B3 -C e SR L.

EX(C)sh1Ladh+
#ik R'R AL B T 54

IO,

_(C2_3)alk—@ /(3\@
_(C2_3)alk@2
S

ZREAFZGBRREARE,
T KK S.
TEF Mt RIRERLA THGAR:



02828224. 8 e

O Ao
T
y T\
_(C2_3)alk‘—(S}-Z S \ ,

\zﬁﬁ&ﬁ%mﬁgéi,
T R4& S.
Bk RIAREAZL A THe9LR:

JOC e,
y T\
-(cz_s)alk@m S C Al

Bk R &

-(02_3)alk—(/}Cl
S

#.i% R? K& &3 CH,CONH,.

it X REFEXFOCLEV—ANLH O N SHRERTH S K6
RFmRAEFH AL, S A RFiR#E 0~2 Nk THHARRK: N F,
-CN, -Ciu i, -Cou 8t 2, -NR°R, -N(C 14 %.4)(CHO), NO,, -NHCOC 4
A, -NHSO,R®, Couslt#k OH, -C(OR®, A-C(ONRR®., #tit X K&
REREEVOAS—ANLHO. NRSHERTFHSNO6AFHREIAE, &
ABIEHK 02 Ak & FTHIHARAMIRAK: BE, -CN, Gl 2, NRR,
N(Cy4 3% 2)(CHO), NO,, Coy¥ik OH, -C(O)R®, Z-C(ONR°R®. L& F
ik X REFESRHEZV OS2 H OONKSHRRTHS K6 R Fik
sk, BARIERE 0~2 Mk A THOAAMRNK: B%, -CN, -N(C4
#.24)(CHO), -C(O)R®, A-C(O)NRR®. &2 #Hit X RAAFLB G FERN

B 5E22/1061

40
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HRRARFEV LS ANEA O NRSHERFHSK6 R LANIA,
TR EMLE X RAKGERRGOFL, ox, L2 Fhik X KAKKE
BRI, BBk X KA 242 0 EF IR KL,

ik Y RRE H T 6§BRARE: &, BF, CN-, -Ciutikk, -Coyéets
A&, -NR°R®, NO,, -N(Ci4#%#%)CHO), -NHCOC,4 %%, -NHSO,RS, Cou
A ORY, -C(O)R®, H-C(O)NR'R®, £ ikit Y KAk B Fo eI L: &,
M#, -CN, -Cou 883 &, -NR'R®, NO,, -N(Ci4#25)(CHO), C,4 %4 OH,
-C(O)R®, HK-C(O)NR°R®, £ & P thit Y KEik f FHl4IRAL: &, BF,
-CN, -Cy4 5 2 , -N(C4 $24)(CHO), C14 %24 OH, -C(O)R®, K-C(O)NR*RP.
B Y KKk A FHeBRAKRE &, B%, -CN, -C(O)R%, X-C(O)NR’R".
it 5 X AFRKE, Y ARF AALBF 9T F AR5 09 314%) L e IR

MEER, RARGIEAL P Likfhit, Fihik, 22 FHREBZMiL
AR TR 484,

ALFTARBRA RISAMA LB EE, BEGEHOIETL
(-CHs), T(-CyHs), A A(-CyHy)Fe T 2 (-CHo).

ALFTRAARERER RIS E A e efo Bt AR, THEAMNS
@32 FH(-CH,y-), L T HA(-CH,CH,-)F= T & % (-CH,CH,CH,-).

AR ARERH R RIS A A L B R0 B AR, £ sk
TAeA I FALKIA WA, LM A 69 K 4] 6.3 T TH A (-CH=CH-)#= & & ##
£ (-CH,-CH=CH-).

A A ARBERIRRIFIFRBAY L — A RENLEETF. £
RFABBRFTHRRTHR, ZRRTARFHRRIESHKEY, BT o4
8. AT efe X TEFE0F0. 5 RARLAR G EH 0E0L, R,
g, R A, Tk A fesked K. 6 RRAR G T s L, skew
A, HRAFGHRE. T AAAANEHOHESTTAT AL, £ L0MA,
ook Ak, sk, Eed ik, vBed R b R Aoy K2 CoR R 5 Feh i
T L, HERITA, ol ke, REA, GHRE AT T
AT EHRTIAC-EEBR N-RBI 5 FHLEHH> L.

ALFTRARBERE RIS L A A A Bfey BT,

ALATR REHF ETRZ 7 RIE T4 A 69104p.

AR REHF LTEZAITES RIS (D)L 9424725 3
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THZH L, BAD RIS, Pl AL THRE, FZNHGERE
)44, 25 F S R AL AR SRA) 42 ) 4R X (1) 89 1840 X H 78 MRt
W B EAM . ik FE ETRSATAMER, Bid, B, RAT
BABS Ao B BAES , HFAVRLMN B F L THETOMTEAMRL, BHHF8E, &
ik 625 F BT 4T A M R B AR R .

ARG AiE i IR 5 A A LB g T eI, S L THL
BB otk GLE ARk 5 BB . BURBR. BLBR. BEBRE RALER, VARATIEBER.
HEER. FLBA. REREL. LB, SR B, BB, I8, TER. L.
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N-[(3S)-1-(5-i&-1,3-2&rk -2 5 )-2- RA & 0 2 )-2-(5- R -2-E % &£ ) Lk
AR BLIE

6-F-N-[(3S)-1-(Ptb5-2- 2 )-2- BAX b bt -3- 2 ]-1- R FF o - 2 - B I

2-(5-REH-2- 2 )-N-[(3S)-1-(5-#ott 22 -2- 2 )-2- Bt eb bz -3- ] Tke-1-
AR BRI

4-[(38)-3-(2- &K 2-FE AR A {[(B)-2-(5- R B %-2- L) T A s B Ak )
£ ) 2- BB T-1-28]-3- SUR T BLAk
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4-[(38)-3-((2- B A 2-F AR T AY([(E)-2-(5-RoEw-2- 4 ) T A s de i)
B ) 2-F AR A1 2 ]-3- BN N-= F LR T B

(E)-2-(5- 8E %-2-35)-N-{(3S)-1-[2- B-4-(1- % A T AR ) R K )-2- Ak
W-3-4 ) L B

(1E)-2-(5- R EH-2-2£)-N-[(3S)-1-(5-totkz -2- 3 )-2- AR AL A 45 -3- )R
1-H-1- BB

(1E)-2-(5- 8E%-2- 2 )-N-((3S)-1-(2- #-4-[( T a2 ) BA R A ) -2- R
Rooteg 3t -3- ) R -1-4 - 1 -2 B e

(E)-N-[(3S)-1-(4- T BE 2L K 3 )-2- BAX v m--3- 2 )-2-(5- gk -2-4) T
M BRBRAR

2-({(3S)-1-[2"-( & 2k 2 Bt 3 )-3- £-1,1- B2 K 4- 2 ]-2- B A bk 2% 1% -3-
FEY{[(1E)-2-(5-RE%-2-A)A-1-H A Btk £ 4 LBt

2-({(3S)-1-[2'-( & 2 A% Bt 2 )-3- -1, 1- B K 4- 3£ 1-2- & AR vtk o8 4% -3-
EH[(1Z2)-2-(5-FE5-2-3) A -1-H A B B L) TBLEE

2-{(6-F-FF[b]E-2-F B3 )-[(S)-1-(3- -2 - R A BE 2 -BE K -4- 1 )-2-
FAR-reBbe-3- 18- AR ) - TR T AR 3

2-(5- 8 E%-2-2)-N-[(3S)-1-(4-{2-[(= F &) F 2L ]-1H-sk e -1- ) -2- £,
F )2 FARMR A3 LI A B

2- RIE-N-[(1-{4-[(3S)-3-({[(1E)-2-(5- R E%r-2- L) A-1- 1 2R | BL £ ) &
H)-2- B AR BT -1- 0 ]-3- AR AR - TH-oK e 2- ) P AN N-Z F £ - F &
L4% ¥ B2 3 (ethanaminium formate)

2-FA-N-[(1-{4-[(3S)-3-({[2-(5- R&E=r-2- ) T A B B )-2- BAX
- 1-2R]-3- AR A - TH-oKee - 2- ) T RN N-Z F R 2- 8K e Fac

2- R A -N-({1-[4-((3S)-3-{[(6- R-1- K FEmpr-2- ) B BL A | R AL ) -2- BAX
oA AR-1- 2 )-3- AR R - 1H-ok v 2- SV FA)VNN-Z F R DA K 4 Fig
3.

AL R AEY BT RIFOHT, ENTREAR K, 7 F K HH,
A EHEER, EFERAOEAE, @il higrtmAn,
F A A thARL 6 Cudeib oty B 32 A 64 MR

AN EWERF Xadr4l7), ERFTURTEAFHTFTRALILHA
F Xa 3745 B A0 16 Rk, K KRR OIS 0 E ER L BR
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IR fAE T B (B 4o SR B A TR T W R), fAede R, HiEdibsg ke
12 B R Bk R AR £ 69 M 0E FA(PTCA), 2% Mik bl X 44,
A E, FHknieH R, BABAHREE, Bt ERRREFEE),
AR &S B A ke fntbie R E14, FlwF X, A TiFMF PAF
A-G09 K MR B RATFBAR L5005, IREBKLAZEZMRG; AT4A
BRiteih;, B Tia7 8443, WEMAERMERFTRREBERER. A
£ B4 . Kasabach Merritt 245 . il R FELEAE. 259 K. BFRHEAE;
BRI f i (Foif AT, fRidiE, FRE A SEELAST)HRELR; AT
AL, AE#HIE, FREFEABKEGRE, USROG
#% fn 5,

Ak, AELPA—FBREXDGLESH LB F ETHRTHITASY, &L
A Fieqz, FAERNTFHRESZET Xa 410 6978 S hdh @38 A 6016 RE

F—F @, AEARBE—FLF /XA GHALDMOIEAETHG ST
@it B F Xa 474 H M E e R A ik, E R AR A B EH XS
WS EEF ETREHTENBETEL,

B—r @, REAARBEX DAY REHF ETET OITAYES &
B PR, ZHEWA TIER AR S TELET Xa 45 My

ik 5 F@FEF Xa 95 F M E R Rik A AR bk fate AL A (5]
1o SR LA R CEA), b E, HEaeFERZAEN R A
ERBAR £ EMOENE, S it al L, LR, F#kaiktH
o FIESBEE, FHLE ERARE(BFERE)FEHLERABGET,
VAR L B BRShA 64 fu A Al B B ) o F RS TRES .

Pk B FRTEF Xa 45 f i E 69 & Bk B K3 Bk oA T A,
(Bl S PUAE e fe RAE T S BR), MieE, R#ERLEH R, RE5SEHD)
A K o dob b T T 6] R L.

MBI, FFiRST, RTRECHALGEIR, TaiEaEReS
77 AT

R KERGIA T AR In TR F B u e B XL H A Ti557, 28
Rk 1% 7E Mo 2 4 A 6 .
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X—F &, RARBHDALY, L0452V —H XD Hh3 L
BHEETRZOITEY, URBF ETHESHBRFA/ SRR F . Ak Sk Fo
ISR L PRACTHZ )7, AR EHHGEERIME, F LR
BIXERE.

Bit, REAERLHHHF, L0420 —F XD RE LS
ETRZGITEY, URHFE ETHZGBRF/RIRT F) . BARFo/ 3R M
S MRTHRZA”, LA REHFANOLETRINE, FERS LIRS E
HE,

T—7 @, ALXARB—FT MBS, LO0HEE S —FH XD iH
BB F ETRZGITEME A EW RS, AR % E T4 04 8 4h /3K
WA, ZHEWEEWMRTES, HANRAFEA HTFRALRTF Xa 945 %
A IR A RH LAWY 8 75 .

AX AR — T RBE—HHE BB M Tk, EF ik QLIE] E ) —FF
KOS DXL B F L THRZGITAEYE B FTHZ SR A/ SIKH
F|—A A,

RABARPONENT AR REZE LS. uEath, EHites. 5
AL AMBLBRATLHNHX, REETBITBEARKALS G X
(A iBid o A L),

ST20%H, BHBEDTAZF 4o A HRKREGH X, L@
A7 BB F LT RL ORI M $ &6, PTRIKKF) 69 5 6] 464545 7) (451
ﬁﬁﬁ&%%i*ﬁ%,%L%%%%Wﬁ%ﬁ%?%%%%xﬁﬁﬁww
dodlag, Pk i e E RBBLAAS), RN (Bl emR BB 4E, BB HALT): A
ﬁ%MWﬁ%%%ﬁ%ﬁﬁiaﬁﬁﬁﬁmEMM%MW%HEE%M%L
R AT AR AR T ot 7ok OB, 20 235 6 AKE) ) T A 24 ek
ﬁ\%%ﬁ%ﬁ%%%i,Em&ﬁuﬁ&%ﬂ%,%ﬁ&mﬁm*iﬁé
EHBARELA], KRR TR B F T A 252 F TS 4R e F B
wl, PRSI 6 FH QI RFH (Pldo L BB, B E4TA MRS
BRI, JUACK) (614 I S5 A8 ST 12484 IR); kK BAR (Bl 4o Bdzsd, s
RES, TEERBOHEM ), BB 7 (Pl hort £ AR T8 P B 3, BB 3 &
L), ZHIRET A ALE %A H 2k, kA, & &N Fadiok A,

TTAE B MBLH| 2 0 LB ah R R, 12EMALA4h Z AR,
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stF s th, B4 ZAREF A HBs 69 7 H e H 647 X,

AR AL R 6940 A 40 7T vA B AR AL IE S (Bl e bik IR IE Aok 4R i UE)
RSN, ATEMAFETUELEHEHH XN, BllodH P
RACYBT R ZHR ST BEE., HEENTUAEL RIS KBARFTHE
HR, BARRIRGT X, FETAOARRSKN e BFR . BT A/
#F), VEAHIREE, FHARSTALHIK, FEEANAEREGERLXEH Y
T B R G KB,

ARAE A K B AL AT T VAR F) AAE AT R AR T B R 48 2 64 S K.
B F R o) E O IER TRABRRAL R EF AR,

SR G4 ) ST VAE BY FAEATIE & 698 KA S 5UHE, B8 28 R4
&, RER AW T ARS RKERREFRIAER, MREWE QL
TEFEHBRANLE, FIFAER6HIEHRAL.

ARAE R K A 6940 -4 T VA B ) A B Rt de A F) R G A a9 i MR,
w#@%ﬁ%%ﬂ%ﬁ%ﬁ?%&ﬂ@ﬁ@%%%ﬁﬂﬂ%ﬁ%ﬁ%ﬂo

BT BT AR 2 5h, BT RAL A4 o oA B AR K R A L 3K KRR A
AR E(BI R T BASMAER)RA BN EHRLH,. B,
5] 4e, ARAE AR K B 69404 7T vA R iE 649 KA IR AKATHH (B 2o T =T 3%
W e FLR)R B T RS AR B, R ARIE 69T A ) e fikis 6 B ok Au

BHERERAHNASYLETFAMRERY 70 kI FEAHAELEH T
0.lmg % 1g, #it Img £ 500mg 497F M AR, LHEBBHEEIT. ZE4E
FMETAEBLHHl4e 1~4 K, HERERTLHRE, FHER, §T2RE
BHGFE. RAEURZSEFNARGEEMATRTOHNE. ZH LR
RTFAHERZR, HANF ERLAERRAL DAY EITRE E KI8T,

AT T L e 677 hhIReee s, Bm, AEA#—FR
a5 XIS RL G F ETHEZOITEYAR LTS T B eh4a 4,

GRS MREHF ETHRZGITEM S ETARB ARG HE =08
TFHMBAE A, SMEMEHETE L LG AR AR AR
ARBZHEBETHHE, LHAEBYRE, BTAENALRAGILSHEGR

i

VR R L E RFIBT. TH AL AL IR A e L E Rt de T AR B 4h 635
B s R, RharlR AR, KATHREMAY, Ak —BEs 4]
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F, HHEaRIFERN, B 0bH YR plaminogen FLH R 4% ¢ B,
A E B LR K BT &) EAHF.

bR A AT A AR ML S A SR 69 XAR R, B 4 Eikm e
MR F ETHELOBERIBE AN BRI A M RAL AN X —F &, X
20 A 15 4 64 BB 4 7T VA IR AL AR AT IE B 6 IR 4R VA S 4R SR L A 60 T A0 ) DA A
WX B BT 425,

L Fte, RERBF Xa A XERE 5T HM A AL H.
Flatshthat, A BT UAMBI R RE MBS HEH.

BAAAR R R A 2t B MR, XAASA L IRFE T L
A, FHEFMBYECESMAE, BEBBAE, CATMERT 7 Z 65 7 A
e RKATUIR P O fo 638 T X sk a4 69 7 X7 30 4R 4%,

KDY R F BT AT A ST AARE T X F ATik 7 4
&, IR &FT EMRALAHI—F&E. ETEGHAT, XOLe4
ERAeEXR L, R3IEHSHLA.

Ak Bt — RS & XML W e ik (A), ZF e XD
feb-dn b XA MBR A, £F VAREWREAR, WwiF, HRikHRiZ
BRESTVAEERT, ERIZAET, TERTEN I DCM F 7 301347,

NH,
$ )
X (I
|
Y
1
_S/R
v 7\ ()
0O o

NI 4G A T VAR L aK T €406 7 i RATURHERKAR A de
CLP R IR

XA & F & XAV a4, @i EARELH T ARG L
*H &
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LA

N~ 0 av)
X

Y
Xt P AEFHALFES L, Fldo Boc@WTEREHL). #lin, & P'REA
Boc B, 4P A ERTA LM EAFTIR TR, HlfA TFAER
L) F A 4= DCM F 34 fA & F =8t b.
X (IV)# LA =T vl o1 F @ X (V)81 S-4p 8 i R4k 4] &-:

H
N—p!
L H]TI O V)
T
Y

XP LRAZEAR, Fliol LAZAR, ToURREAFASEAM =
TR, BB S4B AR ER AR - FRAE, TELHEN
THF(W &7k 7h) F 4T H 2R,

AATRIAAR B B2, (V)T A A5k b A7 AR
%ﬁ#%iwm%%ﬁﬁ%Lkiﬁﬁm%ﬁ%,wﬁ,L%OH%iW)
bt Tl B IA R KT N4 6% (Il Smith, MB. and March, 7.,
Advanced Organic Chemistry, 5th Edition 2001, John Wiley & Sons)44#% s, L £
BA HIMBRARE B E. 'SMeRW 3 OSO,R 69 R(V)La4h. —fxi, R
REZEREHA, WHRRDE, F7)2RRABRR, ZFFHFLT, T
kkﬂ%ﬁkﬂ@%%M&N*kﬂﬁm%

9 L AL XWVksHhToBiETaX(VDsmETaX
(VID) &g 44.4-40 BEL & 4] &
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[ 1 (VD)

(VID)

= —%

KF P o EATEGGE R K. RETH@IT AFEBTRESHE
Fl4e DCM ¥, FTHBAAIRAAT, 1 Lewis Bde = T 424 3| X (VII)
b, REMANTAEIER 4 DCM F 69 (VD HLo-4.

K(VDegiee-d=T A d L4 HA AHiEF #4844 T & X (VIIDLS
1, R AR F AFa by F iEFE. Blie A A “Protective groups in organic
synthesis” by T. W. Greene and P. G. M. Wuts (John Wiley & sons 1991)z%
“Protecting Groups” by P. J. Kocienski (Georg Thieme Verlag 1994).

NH HA
[ 1 (VII)
0] 0]

A T i — IS X (IV) 9 Ho o4 89 5 3 (B).

IR T (B), R(IV)491L2-40 T il i3 4 B AL AR EE T @ X (IX) 89 1L o
Y5 T @ X)L ke &, XF Cld CHETHEELR, Fliolid
BENMAERF Lo, C' A C TikAH %A [B(OH),], BE#kika(), =
AT HBAOTHA SR 44, EP AR L. CETUALR, %
AHBERA Y HERT L. EFHLEBMEAOIEERKI = R LA
BA K BAAGETHEOXLLEEFRETHEEFN K, FLETER
150°C ¢9iE EIREF. #lde, % C'24 B(OH), B C* Ak, X(IX)e41ka-4h
5 (X)L BB T VAL 75 CHRERBAAG AT, B w(Z KA B)E42(0)
TFw &kl Kisk AT,
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N\Pl
ITI "0
)I( (IX)
Cl
y-C? X)

KA B AAR B E2HE, XIX)FRX) bt 1B83AR C 4 C
FolEfe R 6y a6 R k49, H L 45T AL Smith, M. B. and March, J.,
Advanced Organic Chemistry, 5th Edition 2001, John Wiley & Sons. ., X
AR AAREE S 328, XIX)FRX)GLa9T, BBELAR C A C T
VAR 4ot F iR LR,

thHikdE, 1ok Y-CCRALR NHRR®, FmEPE CAHL YHRETFL
A& AR, XIV)SLa-4 Tl it A BB X (IX)d1k b b X
(X)e e k&, £F C HETHBBELR, ¥l —ZML[BOH)]
BERESO), EP eE LR L, 2T 4 BB OIE AR Z AR K
A AR 2 o mi il BAR (D) Fosde i T BR4A B BR A7 A A T 9420V E 3 5
1FigiE e EH = U, FEEERE 150°CHETBET. #lo, 4
C! Amrat, X(IX)1LE 5 X(X) 891044 e 48B4 T A do st 4T A A B4k
T4R(), EHEBFGET, EZFIEARFF 123°C FTitsT, XRFAR=(=
T FERE)E A0 Z AR T RAM, ERTERAEET, AR T
100°C Fi#t 47

Ht, X(IX)&eHTidd T & XX)Gheddimisld, LF
P!, L& C'#9& 3 R E:

E\p‘
L HN o] (XT)
X
L
XELRABEEAA., Fldw, HLAZAN, TURIAFAKKEAR =
ETEME, RBR_ABR AR BR LB —FRE, AEFTEN
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THF(W@ &7k ) ¥ & Lt 471 3K,

HF L A A XXDAS T Al it (VD) eg1be-4 5 NH,-XC! B A
k4G, ZRET At RGBT EERARAFARAFTET, FiE
HiEH 4 DCM ¥, 4§ Lewis 8w = F K480 2] NH,-XC' F, REWATH
AIEF] 40 DCM F 4 X(VD)ag1ea-4.

AL A it —F R 4G X (XD A1 41 & (D a9 18840 69 5 % (C):

i
H_S/R
N//\\
l | OO

ITI O (XI)
T
C

QI BEABIAX (XID &1 a-4h B X(X) b4, £F C' R CL hiEm ey
18I E, Flo—#ZMA[B(OH),], BEFHiL#(I), ZAFHBEAOTHRY
FAe = A4, B P A NE L, 52 EEN OIS AR K = KA B
For b ko B B AN AR BRAT A AR T 49 840 B4R (1) A-42(0) R A 35 B AEikiE 7 4y 4
B ek, FERAEERE 150°C $9iEHBET. #lde, 4 C'% B(OH), A
C* Aikar, XXI)#a-4h 5 X (X) a9 1044 64188 T A F) A w9 (= K AL B
o42(0), BHBAGET, TAKwAskhdFe 75CFitiT,

Y HikdE, R Y-CPREALR NHRR®, "B CP A5 Y 4R &EF
A8 64 £, X(1)a91LE-40 T vh b X(XID) a9 18418 1T 4 B M 148 8% X (XID)
e 5 X(X)Me R4S, L+ C'AHAERHIBELAR, Flio =M
A[B(OH),], H&EMRits(I), B P #ENE L. EX 2B OIEARL
e Z A0 T R AR 3 A sl AR (D Fr s do R T BE SN AR B AT A £ T &Y
ORI EFERETHLEEN =T, FALETIRE 150°C 49525
T. #lde, % C'Asred, X(XI)eieddhE X (X914 691884, Tilid
L BAR()E KB AT A AT T2 F RARF A= 123°C Fift47, KA @i = (=
EFRAARR) S O ZRTEREABERTHRAFZLET T 85+ 4o
100°C F it 47,

A(XID &G 4LA-4h =T A @ i F & X (XU #4840 5 X (1) ey 1k 440 B
%) &
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NH,

Y

N
X (xtm

Cl

ERELT AR E IR T ol A T TE S 6957 3w DCM F F5 1 3
AT

N(XUD) 1A 47T vAif it b X (IX) 694084 69 1R 37 sk ) &,

AR — IR T @ X (XIV)H L4 5 T @ X (XV) 4t
1BIRH & X (LM 5 D), £+ C HEXWBHEAR, #l4 B(OH),
R FE ik

¥
X o)
Y

ZEFTTIAEERE 200°C 698 B A BHEALHE A (Flde Cu(OAc), &
CuCl SR E)TF, EM(Z LK KCOFAT, TELGEMNDCM H=F
R)F > ABALREST I8 XA —F B Z2-Q-FREA TR ARG A
TS 43 AT,

AERH—FREF A LR Fkidad XXIV)$gibsd 5 C-X-C' 1882
A R AXIDL A 64 7 % (E).

KXIV) AT AR R RATR T A fo by 7 ikl Cdedd 3-R A res 45
2-FARE B RFE, Bl ((£)-RERTR2-HEBA 2-eb iR 4
#44m» , Yamada, Yasuhiro, Emori, Tomio; Kinoshita, Shinichi; Okada,
Hirosuke, Fac., Eng., Osaka Univ., Suita, Japan. Agr. Biol. Chem. (1973), 37(3),
649-52.

AR AEREHEL T R? AREZIERRLA G XA 75 %
(F), &FEaiEETE XXV Ee4E Ta X XVIDILA4 R
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H O
N—sg
N
st
N~ O
|
X
) (XVI)
R (XVII)

KPR FRGELRA L, BETAHETNEEAA, ¥ E, ZRET
VAFEIE B 69 A HLEF) 4o THF. DMF F, fE8de LIHMDS(7 F A = Fatim i
B HEA4E), BT RBEBRMEET, £-78CE+50C. Hik-718CEERL
BETHAT, ME, HYEE, REZIIHRKRL R TIAERE & T E K
BB I ARATUR GG AN T 2406 75 5N

X(X VDA 7T vARRIE B A % 5 & R K A0 (D) a9t ey 7
IR

AAR AN B 4 2, X()a9E-4h R AL EH dh =T Al 1 B 4R
W 7k W EE 6 F ERE A,

AAURBBARAR B S 2F, SETAA R Fo R 6910840 -T sl 440K,
CMABE GG I Y h 4 3ReG4A 4. X2k F % 69 %44 Smith, M. B. and
March, J., Advanced Organic Chemistry, Sth Edition 2001, John Wiley & Sons.

AABHBHAAR B L2, £XDGESYRLEF e 4 &F,
THE 2/ RPEERY S TFRETFEARF AR NEBAR, AL
TeFEHINRE., ATRELAGEERY AR RABAOBEARAR] 24089,
F BT A3 d M5 XKAER . )40 2L T.W. Greene and P.G.M. Wats, Protective
groups in organic synthesis” (John Wiley & sons 1991)3k P.J. Kocienski,
“Protecting Groups” (Georg Thieme Verlag 1994), i& & 8RR L 64 =) éLd%
BARRPA(Bl o FoA, ZRATHBE, TBA), FRARBRF L 40
F R A (Coz)FaBrN 4 Cbz), AEWk IR iR A (Bldo 9- A FRA B A
(Fmoc), #®TE ALK E(Boc), HARAKKL, FRTLALAFA)AREEARF
RARRY A(BlHTE, ZRTE ARZRTA). ERARPAHNS
HITACIERA T AR A Z TR TARASRTASTRAT AL KA
Bk dowg oot A KA T A, A B4 LEAES.
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FiE gk TR AR KL A Y, SEERRTFXAD, AV), (V)
(IX), (XI), (XII), (XII), A(XIV)&Xeibodh, RATe9a4h, By
ALK P X —F &

IAF B L P 28] 2 — 47 ] i R R, 128 Rl do el S B35 P ik 52 6
P REFE A 22t AR K OR 64 58 69 R4

AP FETS| AT A B Rsdh, CIEETRTEHFf R viE, 153)
ANARXAEH AH, 4oF 12 —Fo B ihibdE b & kR & SR T AR H A%
—#.

%5
THF W& &%
TFA =ZRZH&

DCM /9%
BOC #RT&AEHL
Cbz Z FREZER

HOBT 1-#2 3 K Ff = v
br i
m 3 ¥%
q 9 EiE
ik
t g%
E5] 1

6-F-N-{(38)-1-[3- F-2'-(FAABEI)-1,1-BE K -4- 2 ]-0- Bt 4532 )
A-2-ERBLIE
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N F Intermediate 1
F ®
(0]
O \\S //O
» O Q o
%7 ‘ \ Y
g8 )

s~ ‘S
Intermediate 3 &
Intermediate 2 © “
o)
Cl—s O _o
\S Z

Example 1

-

BT, HE, (3S)-3-FA-1-[3-A-2-(FABLI)-1,1-BA K -4- K ool b,
-2-87(0.042g) %% F /K DCM (2ml). @35 3& F Au A0H=2.(0.012ml)#=(C)6-
RA2-RAHBA . R RAWAETE THIE 19 N, 2B 4 W48 45
AR EAKIERE, 0B OANEREFBEREFIM T, £44
E R RY), R 5B EIEH 0 & H R Gk, R AFHLL
#(0.046g), A& E B,

Sk AR MH' 573

B ARAR E ()R G BT 1] 3.52 o4

A 2:

6-#-N-{(3S)-1-[4-(= F £ ) F I |-2-F ARtk ob b5 -3- 2 ) K05 Bh B
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7N

/N\

\NHZ

[I%O

/N\

Intermediate 1 Intermediate 2 Intermediate 3

0 o
H\V,
§Ay

Q§o c1

N

PN

Example 2

EET, #%(3S)-3-AH-1-[4-(= F AL KL I5-2-80(0.0074g) 5 #7
T AK DCMQml). &% & F Ao A2 (0.005Sml)Fe 6- f-2- R A BB R
'0.014g). ¥R L BRAMAETETHIE 18 I, REERARATERL. ¥
B R G EMBT 1:1 #9 DMSO: ¥ 85(0.5ml)RAY, #8113 fitds 4| 694 & 5
kAR &k AL, FRATEALE(0.007g), A& & B4K,

Jiig: MEAE: MH 444

B BORAR 6,38 G BT 1) 3.44 o4t

FIR R F FH 5 & T 5104

L85 3

(E)-2-(5- B % -2- 2 )-N-((35)-1-{5-[2-( F BB A ) R oo -2- 2V -2- B,
AKotbed bi-3-35) T s B B i

Sk WEAE: MH' 538

5 20a A0 E ()R G BT E 3.23 4%
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=645 4
(E)-2-(5- & % -2- 2 )-N-{(35)-1-[3- #.-2'-(F AR BELAK)-1,1-BE K 4- L ]-2-
F RSt -3-25 ) LI BB
Jiik: MFAL: MH 554
& AR G ()R G EF 1) 3.29 047
Lt 5
5- F-N-{(3S)-1-[3- #.-2'-(F £ & 3 )-1.1'-BE K -4- 5K ]-2- AKX it ok 47 -3-
A -1-K ek b -2- A B
Fig: MEAE: MH' 563
B RO AR (1)K B A 3.19 5-4F
A 6
N-{(3S)-1-[3- f.-2'-(F & Bt A)-1.1- B K 4- K 1-2- BB 5w -3- K ) 775
ok-S5- R B A
i REAL: MH 540
53R AR &) R G B i) 2.78 44T
345 7
(E)-2-(4- B )-N-{(3S)-1-[3-£-2-(F st A )-1.1-BA R -4- 5K 1-2- At
B -3-2 TR B
Jiik: WAL MH 549
& 30 AR &5 ()R G aTE) 327 454
345 8
5'- B -N-{(38)-1-[3- #-2'-( F A BE AR )-1.1"-BR K -4- 7K |-2- AAX oM o 42 -3-
H -2 2 -BRuE -5 -ER B
Jiig: MEAE: MH 611
B BRAR &35 (1)PR G BT 18] 3.48 474
£ #A5 9
6-(= T R)-N-{(39)-1-[3-#-2-(F 2B A )-1,1- B R 4- 2 ]-2- Ak ok
Bo-3-25 ) B-2-FR BLAR
Jig: AFEAE: MH 582
& AEAR (DR G AT IE] 3.25 44
F 4 10

\4
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N-{(3S)-1-[3- f-2'-( F s Bt £ )-1.1-BE R 4- K ]-2- Bk ek b5 -3- 2 Vool
-8-FE B

Jig: REAE: MH 540

% 3K ma &, (1)R G BT IE 2.99 4-4F

LA 11

6- #-N-{(35)-1-[3- #-2'-( F AR Bt IL)-1,1'-BK R -4- 3L 1-2- FAK b o8 45 -3-
1R -2 -EBh

R REAL: MH' 579

5 g AR &5 ()R G B 1E) 3.40 44

L] 12

5- #-N-{(38)-1-[3- S -2-( F A AL AL )-1.1"- B K 4- K ]-2- A A vtb o 47 -3-
FY-1-FK R DA R

Jiik: wEAE: MH 579

B R AR &R G AT 3.39 47

FE e 13

6- A-N-[(3S)-1-(4-{2-[(— F B F XK |- 1H-zfk =k -1-3L 3} -2- K IH)Y-2-FAX
PpheR b -3- 2R - 1- R R 2- R E A T R 2 (1:1)

JRik: MEAE: MH' 548

B R AR ()R G B8] 2.56 5-4F

E 4] 14

(1E)-2-(5- #,E % -2- % )-N-[(35)-1-(4-{2-[( = F R A ) F A |-1H-2K v -1-
H2-BFEH)-2-B AR b dR-3- K 1B -1- 45 -1-m Bk T B 2 (1:1)

Jig: REAE: MH' 538

5 BORAR E (1R G BT IE) 2.46 -4

E4] 15

N-{(3S)-1-[2-(R ‘LA BI)-3- £-1,1'-BR R 4- K ]-2- R AXrtb & 47-3- 35 }-6-
R-1-FRHEop-2-F Bk

JRk: MFAE: MH' 580

B HEAR & (1) R G B E] 3.37 447

FE A5 16

4'-[(38)-3-({[(1E)-2-(5-F & %-2- ) R -1- M AL | s BE K } UK )-2- BAX s
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$-1-41-3- 8- 1. 1-BA R -D - Bt A
ik RFEAL: MH 570
B #ORAE EE(1)R G et A 3.33 54
] 17

(E)-2-(5- 8FE %-2-35)N-{(3S)-1-[5-(2- A 3k K K ok ow -2 - 3K 1-2- R AR vtk eg
Yr-3- 50 T B

JiiE: MFA{E: MH 503
5 HORAR EE(DR G RTIE) 3.50 54
E 3,145 18

(B)-2-(5-R& %-2- 4 )-N-[(3S)-1-(3- #.-2"- A A -1, 1-BE K -4- 3 )-2- FAK ok
b b5-3-AR ) T M AR

R MEAE: MH 520

B HCEAR & (1R G BT 1E) 3.44 54

E ] 19

4'-[(3S)-3-({[(E)-2-(5- B &% -2- ) T A 1A BE 2V R 3H)-2- B o i %,
-1-35]-3- B-N-F I -1,1-BR R -2- 5 Bt e

Jfig: M {E: MH 568

B HCRAR EE()RGETIE] 3.31 o4F

#6147 20

4'-[(3S)-3-({[(E)-2-(5- RE%r-2- 3 ) T4 A | sl AV £ 30)-2- BAR LK 7,
1A ]-3- A1 1 -BA R -2- B BE R

Jiig: M FAE: MH 568

B RARA EE(1)R G BFE) 3.31 o4

S

L] 21

(E)-2-(5- 8% % -2- 2 )-N-[(3S)-1-(5-{2-[( F AR Bt ) RAL | K K Y opb vz -2-
H)-2-FAXobeidn -3- A LA BL A

Jiig: WE A MH 551
5 ECE AR E R ()R G ETIE 3.23 o4
E 3645 22

(E)-N-{(38)-1-[5-(2-4 T Sk Rk yotkog -2- £ 1-2- B bk b5 -3- 25 } -2-(5- %,
Eo-2-34) L A BB
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JEi%: MZ4E: MH 514
B BORAD EE(DR G BT 3.90 24F

>

645 23
5-A-N-((3S)-1-{5-[2-( ¥ BBt AL ) K AR ot oe -2- 2K } -2- A AR otb e b -3- 6 )-1-
FHvk v -2 BE

Jiig: MEAE: MH' 545

& BORAR E ()R B BT 3.33 o4

Vs

5% 2645 24

(B)-2-(5-FE %-2- 2 )-N-((3S)-2- AAX-1-{5-[2-( = . F 2K 3 |tk oz 2-
AR Yribedbt 3-8 T M BB

ik REAL: MH 526

B HORAE EE(1)R G BT E) 3.73 o4F

345 25

2-{6-[(38)-3-({[(E)-2-(5- # & m--2- 2 ) T M SR 1A% B A ) K )-2- BAX b g
Br-1-R ke -3- 2V -NN-— P A K P LA

R M EAE: MH 529
5 R AR EE(DRG BT IE) 3.17 24F
361450 26

(E)-2-(5-2E % -2-2K)-N-{(3S)-1-[5-2- R F K mbrz -2- 4 1-2- B AKX vtk ok
Y5-3-2) T B

Bt MAAL: MH 483
& AR A ()R G i) 3.47 H4F
34 27

2-{6-[(3S)-3-({[(E)-2-(5- R -2- A ) T A & B ) B )-2- Xtk
SFE-1-A e -3- A VR AR A

JRik: MEAE: MH 537
5 BRAR R (1R G BT 3.18 H4F
%3615 28

2-{6-[(35)-3-({[(E)-2-(5- A" -2- A1) TH A AR B AR } RA)-2- Bt
$-1- AR ot -3} -NUN-= SR B e

Jig: M EAE: MH 565

68



02828224. 8 o 5E51/1061

&R AN EE(1)R G B E) 3.42 4-4F

£ 3.4 29

2-{6-[(3S)-3-({[(E)-2-(5- RE % 2-F ) LM A | s B A8 } |IE)-2- A opkog
d7-1- AR ko -3- 2K Y -N-F R R B

Sk M FAE: MH' 553

&Rk Al & ()R G RT1E) 3.33 454t

Z 3641 30

(E)-2-(5- B ES-2- 25 )-N-[(3S)-1-(5-{2-[ F A (F AR BLA) BIL | R IE k"
2- 5 )-2-F Aok bR -3- R ) T AR B AR

g RFAAE: MH' 567

5 RORAR EE()R G R 3.32 44

4] 31

(E)-2-(5- R E % -2- 2 )-N-{(3S)-1-[5-(2- 7 A Ak F AR )ik ne -2- 48 1-2- AAX
stk bt -3-0K ) T AR LA

SRk RAAE: MH 518

AR AR ()R G BT IE) 3.79 54

345 32

6-F-N-[(35)-2-FtK-1-(5- K Jh vtk 22 yob o - 3- 2R | -2 - b P

Jig: M EAE: MH 562

& BORAR EE(1)R G BT 18] 3.42 4%

£ #4733

5-F-N-((3S)-1-{5-[2-(F BB ) KA oboe -2- 48 }-2- AR B b2 -3- 2R )&
% FH[2.3-b]rHk o7 -2 A B B

it MAAL: MH 472

B RRAR B35 ()R G BT 3.79 44

5236145 34

4-F -N-{(3S)-1-[3- F-2'-(F A BEIL)-1.1"-BR K 4- 2L 1-2- AAR A& 07 -3 -
H VKRB

Fiig: MA/E: MNH, 531

5 HORAR &R (1)R G BT IE) 3.17 44
5 #6.45) 35
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3-F A -N-{(3S)-1-[3- #-2'-(F s B A )-1,1-BK R -4- 1K )-2- FAK ot o d-3-
A VR B

Jig: RFE/E: MNH, 531

B RADER(D)R G A 3.16 44

kY

£ 41 36

6- R -N-{(3S)-1-[3- £ -2'-(F AR BL I )-1,1'-BR 3K -4- K 1-2- R AK ok ok 47 -3-
ANV -1-K ek h-2-5hBE A

JRid: MFEAE: MH 563
& HGRAR E ()R B aTiE 3.35 54
451 37

6-F-N-{(35)-1-[3- #-2'-(F A Bt IK)-1,1"-BL K -4- 3K 1-2- AAX ot ei 0 -3- K
s F[3.2-b]PoE -2- 5 B

Jig: MEA{A: MH' 580

& BORAR EE(1)IR G BT 1) 3.24 o4F

3645 38

5-F-N-{(3S)-1-[3- B-2'-(F AR BL A )-1. 1'-Ba K -4- K |-2- R AKX ko 47 -3- 3803
o [3.2-b]otkmE -2-Fh B

Jrig: MEAL: MH 580
B RORAR &5 (1)R G EFE 3.19 44
% #45] 39

(1E)-2-(5- 8 E%-2- £ )-N-{(35)-1-[3- F#-2'-( P A BLA)-1. 1'-BE K 4- 2 1-2-
FAeE -3 28 )} B -1 -1 -FR B

g MEAE: MNH, 586

B HRAR E (DR G R 3.37 o4

K341 40

[{[(E)-2-(5-8 &% -2- 2 ) T A 1 BL A W((3S)-1-{5-[2-(F & & X)X A
sz -2~V 2B R R -3- RV R L BR AR T B

HE B & #R (reactivial) ¥ , 4§ 36 4] 3 144 (0.05g) 5 #E F £ K
DMF(1ml). Ao AT fk 3 48 TRES(0.029g), A /E m ABK B 47(0.037g),
FA5ZRAYAETE T HIF 21 D eF. R E RS DCM #f, 5 R iefa
W BB R ANKIE R AR, 2 BAMEFBERSE, 528 10E4(0.049g),
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L ABFHGHKRY,

g M E/E: MH 652

B HRAR E ()R G BHIE 3.81 o4

FIR) FKAXGGALE T k9 & T 511084

E 34 41

{[(B)-2-(5- Rk mr-2-2) T L 1 B AV (3S)-1-{5-[2-(F BB VK A

phoE -2- 2k ) -2- Bk oeg -3 B LB

R MEAL: MH 610

5 BORAR &5 ()R G RTIE 3.41 o4F

FE6142

(E)-2-(5- 8E % -2- 2 )-N-((38)-1-{5-[2-( Wﬁﬁa’tﬂmﬂmu 2-#3-2-8
AR g b7 -3- 20 )-N-(2-"Fopk-4- 3k Z £ LW s i T a5 2k (1:1)

Jig: MEAE: MH' 651

B BURAR &)k G Bt iE) 2.64 o4

6450 43

2-[{[(E)-2-(5- R 9-2-3) T AL 1 BRIK L ((3S)-1-{5-[2-(F A& Bt 2 ) KA
R -2 ) -2- Bt - 3- A B LB

Jiig: mE4E: MH' 595

5 BRAR EE(1)R B ETE 3.11 o4

k36145 44

[(E)-2-(5- 2B %-2-2) LI AL 15t B L {(39)-1-[3-A-2'-(F A BEAL)-1.1-84
F-4-F-2- B eE dn -3 - AV B T AR T B

g MEAE: MH' 655

& BRAR &35 (1)PR B 8T E 3.69 o4F

% #.15] 45

(E)-2-(5- 8 & % -2- 2 )-N-{(38)-1-[3- . -2'-(F AR Bt A )-1.1-BE K -4- % ]-2-
SRtk eE b -3- 38V -N-(2-"Fobk-4- K T ) T s BB

SR PEAL: MH' 668

SRR A E ()R G BT IE] 2.88 4T

L34 46

2-({[(E)-2-(5- B R -2- ) & M AR B Bt A 1 {(3S)-1-[3- B -2'-( F 4% Bt
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B)-11-BER A 0- Btk b -3- 30V B ) L Bh e

Frig: R FA4E: MH' 612

5 BURAR EE(1)R G BT ] 3.33 o4

F #4547

({[(E)-2-(5- M. B o--2- L) T M JE 1 A B A& } {(3S)-1-[3- . -2'-( F &% Bt
H)-11-BE K 4-2)-2- AKXk ek 5 -3- 2 V B AR AR T B

SRk M AAE: MH' 669

& RoRAR &5 (1R G E A 3.91 H4

3 #1548

{[(E)-2-(5- 8 FE % -2- ) L A 15 B ((3S)-1-{5-2-(F A B AV E A ik
g -2-F 2B AR et b -3- B BUL T B

B 40 1LE-4(0.0497g)iE R T KK DCM(0.5ml). AN Z R T8
(0.50ml)FH 5L RAMAETR TR 1.5 I 0. BRERESMARE RS, #l4
W #)f SPE(ALAR, vA DCM. TB. TBATESA= LA M) shit, 133478010
£-49(0.03g), A5k E4K,

Sk MFEA{A: MH 596

5 BORAR EE(1)R G BT IE) 3.53 44F

FUR EAAGGACF 7 ik Fo T340 47 1640, #& T 5)a-4h:

#6451 49

({[(E)-2-(5- F & o -2- JK ) T ¥ 25 1 &% BE A8 } {(3S)-1-[3- £ -2'-( T 4% Bt
A)-11-BR R -4- 8 0-2- BB b -3- RV R T8

Jig: MEAE: MH' 613

B HORAR &1 G BT 1E] 3.53 4F

2345 50

4'-[(S)-3-(6-F -2 -2-F B FIL)-2- A -otbeb b -1- 2 ]-3- BB R -3-F Bk
F&

¥ 6- - A -2-BBR[(S)-1-(2- Au-4- 3 K A )-2- B AR - B 4T -3- A |- Bh AR
(0.083g), 3-(RL# 2K £ B (0.03g) A= w9 (= F 5K B )4-48.(0)(0.01g) F 4~
0.5M AR 4k (1mD)4 DME(GmI) ¥ ¢4 i RABA, REATIBTH
18 e, EEBFLRAMIAE 80°C Fhudh 4 BF, A b RJE RS,
|2 p A ik 42 &E(AEAL, A DCM KRB R LB LB bl AT4h4k, 17
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B4R LS4 (0.066g), - Ho3ihikes Bl4K,

Jig: WE4E: MH' 538

B HORAR (DR G BHIE 3.31 o4F

FIRAABMEGILFE F &k, F& T L.

F 4] 51 '

6- - 2-2-FH BR[(S)-1-[5-(2- F A AR )Rk -2 38 ]-2- B AX-mtbm b7 -3- 2 ]
[

Jig: mE4E: MH 530

B HORAD &35 (1)R G B A 3.58 44t

E A1) 52

6- B -2 -2-FHBR[(S)-1-[5-(2-F 25 Bt A R 3R ) ek D H )0 RAX b of b -3-
AR |

@ E4) 51 E-4(0.085g)4) DCM (Sml)iai& + Ae A8 fit K F 82
(0.102g), FFfizimritd 4 Iob, KRB Rty Msikit. 28
AE, TIRGRTALBR4E) T /R IR . R &4 ik iz &5 S 1T 4L (AERR,
FI DCM, DCM: L8 T8 = 5:1 #Bl), F2|47816-4(0.032g), £ A& &
B 4K, |

St mEAE: MH' 562

5 #oRAE & ()R G A 3.35 -4t

% #.45) 53

3-(AHR T A)-N-{(3S)-1-[3- #-2'-(F Ax B )-1.1"-BA R 4- K ]-2- RAKtb ok
B-3-28 ) R AR RE

J& 464 35 /LA(0.109g)5 42 T TB5(4.5ml) A% 2 B2 (2N, 0.5ml). &
TR T AN 20%E B AL4e-5(0.0086g), FTIFE] 69 BiF RAERAF(60 psi)
F= 60°C FHHE 60 ) 0, @i Celite®id BT, ER/E TR ERRGIEL
Mg, RRHBLETRILEARFRE FTEAME 10%RK6 TSR
HBL)BEATEEAL, 1FR|ATALS40(0.066g), HAKRE EIRKY.

g miE{E: MH 518

B BRAR &R G e 2.17 54

F|F E 5] 34 (LB EMGIFF E, BET s H:
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.

3.4 54
4-(BIK F H)-N-{(39)-1-[3-&-2'-(F ARBLA)-1,1"-BE K -4- 5K ]-2- F Kb
-3- 2 Y R ER B i
Jiig: MEAE: MH' 518
& auaAn &R G e 2.24 o4
%34 55
6-F.-N-[(35)-1-(2- F-4-th 7 -4- 35 R IK)-2- FAXeth el b -3 - JR ) -2 - A B Je
ERAAT, ¥ 4K 70(0.242g) 79 (2 K A M) 8-42(0)(0.025g)84 = F
A TH(A RAKRL, 10m)ERAEFTRTHME 10 547, o Arog-4-M84
(0.66g), #KEHA 0.5M 645K B 4N(2.7Tml). A4 FFIFRA4HFE 80~85°C F Ao i
18 B, H542p e A DCM ##s FHil i 3K 64 38 ALk, iR R A0 B
SCX-2 SPE AT ¥ (&%, A FEKREM M R FEERAM), F3 474
16-49(0.14g), HAMLE B4R,
Jik: REAE: MH' 496
5 BORAR &35 (1) G B E 3.08 44t
FIUR AL IE F ik, $1E& T 20e4:
L #4156 |
6- F-N-{(3S)-1-[4-(2.4- = F F I "= -5-2)-2- BRI -2- FA b b -3-
AVA 2B
JRig: REAL: MH' 557
S 2R AR EE()R G a1 3.46 o4
%34 57
6-F-N-[(3S)-1-(2- F-4-tb 72 -3- 2 R ) -2- A rpe el 5 -3- A | R -2 AR L
Bk wFAE: MH' 496
5 BURAR E ()R G B E) 3.22 54
£ 3.4 58
6- #.-N-{(3S)-1-[2- £-4-(6-F B vt og -3- 2 ) K A -2- Bt g 13-
R-D-FABLIE
Frig: mEAE: MH 526
& ROR AR &38R G BT iE 3.53 o4

S

£ 364 59
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6-§L-N-{(3 S)-1-[2- a‘?h-4-(4- ) i{pkt"/’:‘:-:;-}_g)Xg]-2-§h4&“%%%-3-£}%‘:\i
-2-FE BLIR

Jiik: WEAE: MH' 538
& BRAR B (1) IR G BT 1) 3.48 24
£ 3641 60

6-F-N=((3S)-1-{2- #-4-[6-( F LA )b 2 -3- 2 |V 2- B ook b5 -3-4)
R-2-E B

Jiig: MEAE: MH' 542
B EoRA E ()R G R 3.74 o4+

L4 61
N-{(3S)-1-[4-(5-;8 whoz -3- 2 )-2- B IR 3L ]-2- AAX b od 7 -3- 2 ) -6- B -2-
Fh B

Jiig: PEAE: MH' 576

B BORAD B35 ()R G BT 3.68 2-4F

E 4] 62

6~ #-N-{(35)-1-[2- fi-4-(4- F F Aotk -3- )V KA | 0- Aotk o g -3- 4 )
A2

Jiig: WAL MH' 526

5 B0RAR &L ()R G et 2.91 24F

A 63

6-A-N-[(38)-1-(2- B-4-"F %2 -5-F5 FHh)-2- AR mtbek b -3- AR ) R -0 - A B B
Fiig: MFAE: MH 497

5 RA EE(1)R G e iE) 3.12 o4F

L34 64

N-{(38)-1-[3'-(BIE F H)-3-#-1.1'-BE KR-4- 2 ]-2- A A rtbe& br.-3- 2 1-6- 5
B-2-Eh Bt

Biig: MFEAL: MH 524
5 BURAL EE(1)R G BT IE) 2.79 o-4F
E#4] 65

6- #-N-{(3S)-1-[2- #-4-(3-"k b )R A |-2- A& b -3-F V B -2-B R

|
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g REAL: MH' 485
& Bom Al € g ()R G atIa) 3.55 44F
3.4 66

6- R-N-{(35)-1-[2- #-4-(4- T A E 5 -2- )R A ]-2- AARoeb be-3- K &
-2-ER BRAR

g REA{E: MH 515

B 2R AR &R ()R G T E 3.79 H4F

‘R A 67 |

6-#-N-[(38)-1-(2- F-4-E5-3- 3L K 3)-2- Bk eb b -3- A | B -0 - s B B

g MEAE: MH 501

5 MORAR &R (DR G BHE 3.90 4-4F

5 3.1 68

6- #-N-{(35)-1-[2- F-4-(5- F o 5-2-F VR K -2- k& 45 -3- AV B
2R B

Jiik: PEAL: MH' 515

5 R AR EGE(1)R G A 3.70 2-4F

EHM] 69

6- B -N-{(3S)-1-[2- B-4-(4- F H g -3 H VR ]-2- A bRt -3- VA
-2-FE B

Jfig: A MH' 515

5 BURAR B (1R G BT 1] 3.86 H4F

45 70 |

6- #-N-{(3S)-1-[2- #-4-(3- F BRA K% -2- 2 ) KK -2 A Kophob b -3- 4 )
BA-2-BkE

JRig: mEE: MH 529

& BURA EGE (DR G IE] 3.62 o4F

L5 71

6- F-N-{(39)-1-[4-(5- R E%r-2-£)-2- B R A -2- Bk b -3- 1V B -2-
R

JRik: MAEAE: MH' 535

B 20k AE E ()R G BT 4.01 249
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A A5] 72

6- 8,-N-{(3S)-1-[4-(3,5- = F 2 F 7%k -4- 5 )-2- B R K )-2- R AKX E 47 -3-
EVE D BB

Jig: REAE: MH 514

B BORAR ()R G HE 3.40 547

45 73

6- #,-N-{(35)-1-[2- #A-4-(5-F 2 -2-vk v YR A |-2- B Kb b -3- 21 B
-2-55 B

Jiig: mE{E: MH 499

5 BORAR ()R G e 3.70 947

341 74

6-R-N-[(38)-1-(3-#-1,1-FE K -4-35)-2- At bt -3- K | B -2 - B L

ik REAE: MH 495

& HORAR &35k G B iE) 3.68 24

E ) 75

(E)-2-(5- B, -2 2 )-N-[(39)-1-(4-{2-[( = F HHA)F A J-1H-sK v -1-
AV-2- A A 2- BRI -3- R U B (A LB )

%) % 14K 72(0.245g)44 DCM(10mlIyE & F A A = A T B (1ml). 25 %k
A1 DB, RERERSE. FREPIEMBET THO0m). K Sml F484F
F A THGEm#HFE, G HF e NN-=F @k T E80.332ml)F=(E)-2-(5-
FOES-2- ) UHEEBER(0.071g). AZBFRAKRTHIE 18 Iefz e, #
B RLiRA-4h Ao F] SCX-2 SPE AA-F(A2A%, A FBERE A 0.5M #9 R FER IS
L), FRIATRAS O RS, AA R4 69 )& & B0k 4e & it
—Fehik, R AFMA D A (0.052g), HAHE EBK,

B mEAE: MH 524

5 RORAR & ()R B BT IE) 2.45 o4+

'HNMR (DMSO): §10.08 (1H, br.s), 8.08(1H, d), 7.70-7.62Q2H, m),
7.61(1H, d), 7.51(1H, d), 7.43(1H, d), 7.42(1H, dd), 7.25(1H, d), 7.20(1H,
d), 7.00(1H, d), 4.48(2H, s), 4.29(1H, m), 3.79(1H, m), 3.68(1H, 1),
2.81(6H, s), 2.54(1H, m), 2.05(1H, m) ppm.

E 4] 76

17
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6- 8 -N-{(35)-1-[2- f-4-(1- BAL oo -4- £ ) K X 1-2- R AR ke dr-3- VA
-2-FE LR
%) %35 55 69488-49(0.045g) 49 DCM 53 F e A (57~86%)3- R AL K 7
B2(0.031g). iz A MWAETR TFHHF 18 1 0F, KB R DCM #4, 7/ 10%
BB R AR R . A AARIE L SR K e 3B A e KB SPE AT (AR, A
LBk, TERTE, ARARER FERK), F2ARAMLE4(0.025g), 3
12458 & B 4K,
R AL MH 512
5 HOR AR &5 (1)PR G BT IE] 3.06 o4
E 18] 77
6-#-N-{(35)-1-[2- #-4-(1-F F-1H-ofk e 2K H-2- R Ao f 47 -3- )
B -2-ER B
F 2-18-1-F Eokee(0.161g), TB47(0.294g), 1,1'-—(=FRABE)=X
R A4e(D%54E DCM(0.041g)F= = #Rk B3 4R &~ (bispinacolatodiboron)
ZHH(0.279g) F = F AL TH(12.5ml, BLA)TF 6941 80°Chodk 6 | B,
J& B L RA- W RJE K GG, ARt a BT LR LESS 50%0Fe AL AR
Z 8}, ¥4 B 694 P TR (GE LA ERAR) AR IR YE, 53] 1-F 2K-2-(4,4,5,5-
w9 FE-1,3,2- = RN B R IR-2- 5 )-1H-2£74(0.358g). FHLEMmF_FARLT
¥ (17ml, BLA)F A w(Z R EBE)E42(0)(0.115g). 5 S4FZ /5, A LB
47(0.294g), F 4K 70(0.46g)FaK(4ml), FI5iZ Rb4 1 80°Choth 84 /J B,
A4 BRL iR MR R GE, Fledh BT DCM H5KZ 8, AAiadidgiKey
K IEH A0 B] SPE SCX-2 T (AAR, A FEALE R 0.5M £ F LR AH),
13 2| A7AAE40(0.045g), HAAFE B,
i MEAE: MH 499
5 2 RAE EIEIR G B 1E) 2.65 44T
#4578
6- £-N-{(39)-1-[4-(2- F H %% -3- 2 )-2- F R 1-2- ARk og b -3- 2V B0
BR B
%) ¥ [E 4K 74(0.067g)4 DCM(20ml)E & F v N = A L8 (1ml). #3115
PNAFZE, AR E RS, 135](3S)-3-AK-1-[4-Q-RrmE-3-4)-2- AKX
Aeb i -2-B = S L8 #(0.083g). ¥R EF T OH(T.5ml), FheA
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N,N-= 5 & 2 Z 4 B=(0.116ml)fe 6-F.-2- 2L BBLR '(0.044g), I FTIFIER
AAAFTETHYE 2 I, REERZE, B Hed 58T DCM Siaf
0 BRBR BANIE IR Z 1), & HuAa TR (A A 3K 69 3k 354 Ao K 3] SPE AT
(F£f%, I DCM. Bk, TR TEHPL), F237444649(0.023g), L A4
& Bk, '

S M EA4A: MH' 530

& AR &R G BT IE 3.44 H-4F

% #4579

6- F-N-{(3S)-1-[4-(2-F I vtk o -3- 2 )-2- BRI ]-2- R Kmtheh b2 -3- V&
2-FE BLIE

AA PR 75 B ERFERG 78 FTRES R %, FERAREMLSY
(0.029g), 4K &Ik,

g REAL: MH 521

& BURAR &5 R G BT 18] 3.36 4-4F

5 #.45) 80

(E)-N-{(3S)-1-[4-(3-F 7t 7% -4-35)-2- BRI ]-2- R AR ek 13- 25 1 -2-(5- £,
Eor-2-4) T AR B

Y & 84K 76(0.2050) 84 TAE(10mD) &% % A NN-— 5% & 2 T4 82(0.24m))
232, FFAFERAH T REF. WwAE)2-G- R E»-2-4) L ABLA
(0.068g), K E iz, #BRALZ 18 A HEER. ¥R RESMRE
Reg, R AeHFIR SPE(REIL, /A DCM. LBt A R4 L B RBL)4AL,
BRI Y AT, FF SPEOAFER ARG 0.5M R FE AR %
BL), 1FEAFEAE4(0.100g), £ AH1F4EE 64Kk,

it W EAL: MH 512

5 BRAR &5 G BT 18] 3.36 44T

%345 81

6-#-N-[(3S)-1-(2- B-4-"F R -2-F F K )-2- At eb br-3- R | B -2 - B B fie

AR F IR 7T, 6-R-2-BEBBRA, REH,H) 78 696 RF %, FEF
Ao, LAHEREEBIK,

Jig: MEA{A: MH' 497

& BURAR &, 3EAR B B 1E) 3.45 447
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45 82 |

6- 8 -N-{(3S)-1-[4-(3- b5 -2- 2 )-2- | K I ]-2- FAXstbods 47-3- 3} B -D-
ARBLIE

AR AR 78, 6-R-2-BIAABLR, A EHB] T8 9EmFE, FE A
B, HAHaEBLRY,

Jiig: mEE: MH' 530

| 5 BORAR & 1ER G AT IE] 3.55 4-4¢

' 450 83

6- B-N-{(3S)-1-[4-(3- Frt.77 4- £ )-2- B AR IK]-2- Bk eb 7 -3- LV -0
AR

FIA AR 71, 3-F-4-o2 MEE B KA, REHMS 55 HART ik,
BairE A, LAHRE EEK,

Jiig: MAEAE: MH' 530

B RORAR &R F AT 18] 3.46 547

% 2615 84

6-F-N-{(38)-1-[2- F-4-(1- F - 1H-sk v -4-H) KK ]-2- A AR sheibz -3- 5 )
R-sdtie FTig s

AR AR 70, 4-8-1-F K -1H-sked, REEH] 77 G0 RF %, F3)
AL e, HAFRBERKY.

Jiig: mEAE: MH' 499

B BORAD &R G AT 1E) 2.81 -4

=345 85

6-,-N-{(3S)-1-[2- #-4-(1-F S -1H-sK vk -5- )R K 1-2- A& b5 -3- K )
BB

AR P IEAR 70, 5-8-1-FE-1H-2ked, R EHH] 77 96 RF %, 53
R, HAHEREHHRY.

Frig: MEAE: MH 499

) BURAR B R PR G BT 1) 2.81 44F

=314 86

2-(5- B E%-2-2)-N-{(3S)-1-[3- #-2'-(F B A )-1.1-BE K 4- K 1-2- AAX,
s ei 3=k Y -1, 30K v - S AR B B

80
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E78°C R RARAT, AFEMK 65 (0.1332g)F T4 THFGml)F 44i5%
e N IE T H42(1.6M &) THAEHR, 0.46ml). #IF 25 4B, HF_A4
BRI R T 10 04F, REKZRAS MMM ETBHBERE. FFIRE
5 N-8 352480 EM(0.108g) T T DCM(Sml) F 44 5 B, ik HB/E
R, 1FE)H 2-(5-FEm-2- 35 )-2 & e 2K -5-FEBER(0.203g), 34 & & BK,

3 (3S)-3- & A -1-[3- A -2-(F 28 Bt AL )-1,1'- BR K -4- 3k ] vtk o& k% -2- B
(0.019g), #L 2-(5'-FE%-2'-2)-2-F v K 525 L £,(0.032g)F= w1t (0.015ml)
F ZHO.5ml) ¥ 64 RA VAR FE R AL 2 o4Y, FETEBME 18 I, I
BELRAMAERAATRE, FRREGFA£4(0.040g), FIFA R iEdzl6d
%) & F BORAE &t L ATHAL, FEAREAE-(0.0069g), HAHmeg R
G é&sd.

Jfig: mE{E: MH 612

& kAR ()R G et 1a) 3.48 o4t

FIR 2-RE L [3.2-b]E o * R E MG F F ik, FiBiTARE) 64 B 4
&Fan B T 5 e4h:

*Bugge, Andreas, Chem. Scr. (1972), 2(3), 137-42

36145 87

5-F-N-{(38)-1-[3- B-2'-(F 5B A)-1,1-BE K 4- 2 1-2- B -3 )
E R 51[3.2-b]E -2 A Bt

Jfig: MEAE: MNH, 602

B HORAR &5 (1R G B IE) 3.39 -4t

36145 88

2-8-N-{(3S)-1-[3- #-2'-(F & Bt A)-1.1'- B K -4- H |-2- B Ao ob 47 -3- 2K
S [3.2-blE -3- A BE I

itk W FAE: MNH,' 602

B RORAR EGE(1D)R G B 1) 3.28 4T

6145 89

6-#-N-[(3S)-1-(2- F-4-# R K )-2- BAX A B I -3- 2L | -2 B

% (3S)-3-R A -1-2- R-4-s F )bk 1 -0-BR 2 8% 3£ (2.67g) &% F DCM
(80mD) ¥ . AeA NN-ZF AL TEMQ2.13g), REMN 6-F-B L 2-BELH
(1.97g). HiZiEREFTR TR 18 8, REHEE SCX-2 SPE 4#-F LA
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DCM #tik. 4% DCM BUER%, R FE/L&R(1:1)EL M, F2EHLA S
(14g), ¥4 & &e44t4k4), 1t Biotage™ &£l DCM KB AR T Lk
LB =2:1 L)k, FRIELehm1.56g).

JRig: RAE{L: MH 545

5 MR AR E35(1)R G B ] 3.60 45-4F

FIR ARLEGILE T ik, HI& T 5l4be-4:

% #6.4] 90

(E)-2-(5- F2E % -2-2)-N-[(38)-1-(5-B ot 5% -2- 5 )-2- BAX LB 45 -3- 2 1 2
ek A S

SRk RE{L: MH' 510

B HURAD EL(1)IR G BT iE) 3.54 H4F

L34 91

6-F-N-[(3S)-1-(2- fi-4-7h K 2)-2- FAR b B b5 2 )-1- K o w2 s Bk A

ik ME{E: MH 548

S BORAR &5 (1)IR G BT 1) 3.65 H4F

4] 92

5'--N-[(3S)-1-(2- #-4-F R 35)-2- B Aot & b -3- 212 2" B vl -5 - Bk ik

%

ik MmEAE: MH 580
5 AR AR & (1R G BT 18] 3.80 o4F
5 #6.45] 93

2-(5-F-2-2E 5% 2 )-N-[(3S)-1-(2- f.-4-7h 3K H)-2- R AR sth el b5 2 1 T 45 s Bk

%

Fiig: REAE: MH 528
5 HORAR E35(1)IR G B 1E] 3.59 o-4F
£ 364) 94

6- #-N-[(3R)-1-(2- f-4-FH A F )0 F Ao HE A |-1- K HoE oD Bk

%

Rk MEAE: MH 468
5 BORAR EE()R G eI 3.45 94F
£ 345 95
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(B)-2-(5- #.-2-7 % 2 )-N-[(3S)-1-(2- #-4- A A R H)-2- BB A T
ks A

ik MEAL: MH 444

B A RAR E (1R G BT 19 3.30 54

3.4 96

5'- R -N-[(39)-1-(2- f-4-Ff F K H )-2- B AR R b -3- 2 ]2 2-BRvE - 5-5F

Jiig: RFEAEL: MH 500
B Bk AR & (1R G BT e 3.60 o4
L34 97

6- B-N-[(38)-1-(4-FHh-2- BF )2 A oESE-3- 4 ]-1- K w054

SRk mEAE: MH 447

5 BORAR &% (1R G 5 E 3.36 o4

£ 364 98

(E)-2-(5- 8 %--2- 35 )-N-[(3S)-1-(4- R Ik -2- SR H)-2- R A w8 b -3- 4 ]
T W A B T

i mEAE: MH 424

5 BORAR &38R G BT IE 3.19 H4F

345 99

2-(5- &% -2- 35 )-N-[(35)-1-(4-F Ik -2- BRI )-2- A X et ebdn -3- K | L%
AR B

Sk RE{E: MH 426

& 2R AR E ()R G BT 3.23 4%

FE 641 100

(E)-2-(5-8-2-2E % 3 )-N-[(3S)-1-(2- #-4-F A B F R A)-2- BAXmhek i5 2]
LI AR B AR

Rk REAL: MH 441

& BURAR &35 (1)FR G BT IE) 3.53 4

E 34 101

6-F-N-[(39)-1-(2- A H)-2- Btk & 42 -3- R | A2 A
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i 1% 0 B% 1B 5445 2] BR £ 49 (biproduct). i 1T 4] & & A AR &1L 4 101F )
ArHALAY, HAE E B4R,

LC/MS ESI & g atia 1.51 44F, RENEF.

3645 102

N-[(38)-1-(4-3&-2- BAR K )-2-F A& b5 A ]-6-F-2- B AR BEIE

JRig: mE4L: MH' 501

B 2oA A € ()R B BT A 3.84 404t

FE4] 103 -

6-F.-N-{(38)-1-[3- F-4-(4-"Bop F) AR )-2- FAR Pt B be 2 -2 B A B

S ME{L: MH' 504

& HoEAR & (1) IR G BHIE) 3.41 247

E 45 104

4-[(38)-3-({[(E)-2-(5- R E%-2- 2 ) T A 1 s Bt A ) £ 0)-2- AAX b b 1%,
-1-%1-3-F-N.N-= F &£ K 7 B

Jrig: MEAL: MH 470

5 BORAR €5 (1R E BT 1) 2.89 454

L34 105

(E)-2-(5-8-2-%%35)-N- {(3S)-1-[2- #.-4-(1 -otb o b FK B AR ) R IR 1-2- RAX,
stbebot B ) TR AR BLAR

Jrig: mAEAE: MH' 498

5 20RAE € (1R G BFE 3.01 94

L34 106

6-[(38)-3-({[(B)-2-(5- 8 Emr-2- A ) T A 13 B35 ) £.5)-2- A E b%
-1- A VEB

Fiig: REAE: MH 427

B BORAR &R G e 2.78 54

L4 107

4-[(38)-3-({[(B)-2-(5- & %-2- ) T A 1R BE AL } £5)-2- BB 4%
-1-41-3- K F Bhix

i MEAL: MH 442

B RoRAD EE(D)R G EHE) 3.80 94F
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£ #.45) 108

4-[(38)-3-({[(E)-2-(5- B E % 2- ) L1 A 1A B A} AR )-2- AKXt eb b
-1-2£]-3- #-N-F 35 K F Bbhe

Jig: REAE: MH 456

& RoRAR & E(1)FR G B IE 2.86 44T

= #6451 109

4-((3S)-3-{[(6-F-1-FF Fog o2 - VAR BE AN | R ) -2- A bk & b -1- R )-3-
F-NN-—F 4K F 8L

Jiik: REAE: MH 494

5 3R AR &5 ()R G B 1E) 3.08 4-4F

Z 4] 110

4-1(38)-3-({[(1E)-2-(5- B E%-2- ) A -1- M 2R 1B B A ) RHK )-2- A ARkl
$-1-3]-3- B-NN-— F 3K F Brhe

Rk REAL: MH 484

&Rk AR & ()R G BT 1E) 2.98 44F

LA 111

4-((3S)-3-{[(6-F-1-F FeE o2 A VEEE K| FAR}-2- A B b -1- K )-3-
FN-F FAN-T LR B

Jiig: AL MH 522

& AR B R ()R G BHE 327 H4F

L] 112

(E)-N-[(3S)-1-(4- T.#t 3 -2- B R H)-2- Rk o 45 -3- 2 1-2-(5- FE -2~
EYU AR B

Jiig: RE{E: MH 441

& HORAR (1R G TE 3.16 247

F R ABMLEG I FE FiE, & T ILE:

F4) 113

(E)-N-[(3S)-1-(5- T Bt Zh vt oz -2- H )-0- FAX b & 4. -3- 25 1-2-(5- BUAE -2
AR BLEE

Sk MEAE: MH 426

&R A EE()RGETIE 3.11 5-4F
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%36t 114

N-{4-[(35)-3-({[(E)-2-(5-#-2-2E ") T AL | B L } RAK)-2- RAX sk ed
BA)-3- R RA ) TR

Jig: WEA{E: MH 458

5 RAR €35 (1R B B8] 2.96 4-4F

L] 115

N-{4-[(38)-3-({[(E)-2-(5- F-2- B A ) L R VBB A } SR )0~ FMRoteoh
B AL-3-FRA VAR

g mE A MH 472
& HORAR E (1) IR G a1 3.09 94F
FH] 116

N-{4-[(38)-3-({[(E)-2-(5- A E%-2- %) T M AR | At Ak } B )-2- A AR ke
Ye-1-2K1-3- AR} -2-F K RBLAE

ik MEAE: MH' 486
S 2R A B G R 3, 20 454
kAP 117

N-[4-((38)-3-{[(6-§-1- 3K FoE -2 ) BBt A | Bk V-2 AR os A5 A )-3-
AR LB

Sk MEAE: MH' 482
& 2R A EE()RG TR 3.16 24
%361 118

N-[4-((35)-3-{[(6-F-1-F Ffrekp--2- A VBt | Rk }-2- AR mtebbe 2R )-3-
BRI A B

Jiig: ML MH 496
B HORAR EE(1) R G B E] 3.28 24T

~

EH#A) 119

N-[4-((3S)-3-{[(6-F-1-FK I oE=r-2- 3 Ve Bt AL | B ) -2- BAXeHhei b7 36)-3-
AFI]-2-F A ABIKE

ik MEAE: MH 510

5 RAR B8 (1)R G B8] 3.36 4

645 120
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(E)-2-(5- B %-2-K)-N-((35)-1-{2- A-4-[ T BRI (F AR R A IR A -2-
SRtk 1r-3- 1) T AR B AR

Jiik: REAE: MH 484

& AR E ()R B R 3.10 94t

L] 121

6- #-N-((35)-1-{2- #.-4-[ F BL A (F A AR IR AV -2- FAR b eg 15 -3-
A)-1-FK ek op-2-F B

Jiig: RE/L: MH 508

S HCRAR E ()R G RTIE 3.27 o4

k3] 122

6-F-N-{(3S)-1-[2- #-4-(1H-2k v -1-F) K 3 )-2- FARebeg 45 -3- 2 ) R -0-58

iy

®) F F4K 106(0.05g)49 DCM(Sml)ER& P Ao N = £ L8 (0.5ml). HE3 2
PTG, W BRALRA W RJE R, 1F3](3S)-3-RI-1-[2- f-4-(1H-k vk -1-
)RR ore&d0-2-80(0.071g), H A k4. de A TH(5ml), #KEHA NN-
A AR TR (84.8u)Fe 6-F-FA - 2-#BLA 1(0.036g). EETEHIE 18
B2 G, &R A RAMIR/EIRYE, H 08T DCM L5ibfask Bk S48 %Z P,
P AR T R (G K 64 3B A H A 83| SPE (A£X, A DCM. T8, BT
B e BRI ZLBL), 13 EIAFARA49(0.030g), H A& & B4k,

Bk MEAE: MH 485

5 BORAR 5 ()R G BT IE) 2.79 -4t

FIR ARG F ik, & TF 5)10b4h:

] 123
6-R-N-[(3S)-1-(2.4- = R H)-2- AR tb o bz H)-2- R Bt i
ik BEAL: MH 473
B BORAD EE(1)R G BT 1E) 3.67 -4t
£ 34 124
N-[(38)-1-(4-# T Fk-1.3-v&vd-2-H)-2- RAXeth o b2 2 ]-6- B-2- B s AL Ik
ik REAE: MH 464
5 MRAE EE()R G BT IE) 3.94 4%
E 34 125
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N-[(38)-1-(4-F T A K K)-2- Aot ob 15 25 1-6- - 2- B AR b B
Jiig: MFAE: MH 457
& ARAR €5 (1R G B iE 3.90 H4%
#7126
(1E)-2-(5-87E%-2-3)-N-[(35)-2- X -1-vtb -2 oot 3- K 1 A -1-4%
-1-AE B
Jfig: RE4E: MH 399
‘B ECRAR &R G TR 3.08 44
E ) 127
6-F-N-[(3S)-2-FAX-1-(1,3 -2 v -2- 3 Yobbokobt 4k 1-2- B B ik
St AL MH 408
) R AR E ()R G B 1A 3.31 44F
L] 128
6-F-N-{(35)-1-[2- #-4-(4- F JA-1H-ok v - 1- 3R A ]-2- B g 2R ) -2
8541 5
ik ®FEAE: MH 499
= BORAR (DR G AT 2.73 4%
E A4 129

6-#-N-{(38)-1-[2- F-4-(1H-sbe o -1-3) R AR |-2- Bt 2h ) 0 B A

|

T RAAE: MH' 485
& R AN EE ()RGI8 3.37 4%
%4641 130

N-[(38)-1-(5-i8-1,3-2% vk .2 K )-2- R A vtb e85 2R 1-2-(5- B-2-E ) £ ) 32
R B

g mE{E: MH 4715

5 AR AR &38R G BHIE) 3.63 44F

E A4 131
6-F-N-[(35)-1-(s-2-25)-2- BAR A oB 47 -3- 2 |- 1 - ol 255 Bk
ik mAAE: MH 409

5 BRAR & 1E(1)PR B AT IE) 3.26 4%

88



02828224. 8 o ET1/1061

-

345 132

2-(5-FoE%-2-2£)-N-[(3S)-1-(5-Fotbrg -2-3)-2-F A mb ek 12 -3- 2L ) T b 1-
FRELIE

Fiig: REA/E: MH 512

B HRAR €81k GBI 3.59 44F

3645 133

4-[(38)-3-((2- B 2- BAX T H) ([(B)-2-(5-FoEH-2-4) L35 A4 | mhish A )
£)-2-F AR eE bo-1-K)-3- KRR F BLAR

& L3145 107 46A45(0.10g)F -F 52 T A (Sml) ¥ 6435 % A 5% B2 46(0.092g)
Foik TBLIR(0.039g)AL B, HTEETHIE 18 /DI, BEREZFEN, H&H
S fT LR LB SWBBEANERZT. S BYOHMERKEE, F
WRGR T AARRSE ) BUERGE, FEAEY, LS iEEH OSSR E
Eabil, FEFAAE(0.038g), LAHaEHK.

SR MAA/A: MH 501

B BORAR E ()R G B E) 2.66 44

FIR ARG IR F F ik, #1& T 7l1be-4h:

E 4] 134

4-[(38)-3-((2- B 2- B T HN([(E)-2-(5-AoE % 2-K) L 3b A | B R )
FH)-2- B A es d-1-35]-3- B-NN-— F A K F Bt

SRk MEAE: MH 529

5 BORAR 51K G B iE 2.76 45-4F

% 3,45 135

(E)-2-(5- R & %-2-2K)-N-{(3S)-1-[2- #-4-(1-F2 25 T ) KA ]-2- Xkl
$-3-4) L AR

FEFTTFRFEGCm)T E64] 112 65404049(0.163g) Al P A AL44
(0.028g)L 32, HIZREAMERAAF TR TIM 0 04F. B 3 EAKER
YL FBERGE, R 4o T DCM SKZF, ¥H5EHHNLE
T IRGAAK GG IBAD FFRE RS, F247810640(0.149g), £ A4 X8 & 6558
IR K,

Jiig: MAEAE: MH 445

& 2R AR &2 (1R G Bt A 3.00 -4
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B E72/1061

5 3645] 136 |

(1E)-2-(5- BoE%-2- 2 )-N-[(3S)-1-(5-svttoz -2- 2 )-2- R ARtk ep 45 -3- 2 | B
-1-Y-1-FRBLIEE

Jrig: RE/E: MH 524

5 BoRAR ()R G BT 3.65 4-4F

FIR LT F646] 89 th1bF ik, #E&TolLe9:

FAH] 137

{(1E)-2-(5- S 2 2 )-N((38)-1-{2- fo-d-[(F A4 B2 ) S B 2- 8
AXoete P b -3- 35 ) R -1 - - 1 - A B e

Ji: mAE4{E: MH' 508

& BoR A8 E ()R G eE 3.10 o4

4] 138

(E)-N-[(39)-1-(4- Bt A K 3 )-2- A et o b7, -3- 2 1-2-(5- Bk -2- ) T
ik A S

Jig: RE4E: MH 424

S BRA EE(DREeTIE 3.16

364 139

(A) 2-({(38)-1-[2"-(F I B BE L )-3- F-1.1- K K -4- 2 1-2- R A b o5 4% -3-
AN {[(1E)-2-(5-8E%-2-3)F -1- W A BB B TR, o

(B) 2-({(3S)-1-[2'-(A K & B )-3- F-1,1-BK R 4-21-2- R AKX b ok 4% -3-
E A Z2)-2-(5-BE%-2- 7)) A -1-4 AR B B A BUR ) TR

FI R T 16 LA Fo 238 LB, VAR LB 40 694 RFiE, &
AAe4.

EH A

Sk REAL: MH' 627

B BORAR E (DR G EHE) 3.13 94F

4] B

Jiik: REAL: MH 627

B FuaAe e ()R G atiE 3.09 44F

FUR ARG IRE F ik, 18 & T 5)10a-40:

%3641 140
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2-{(6-F- K F[bIEH-2- 5 BEH)-[(S)-1-(3-8-2 - A AR BE AR - TR R -4-5)-2-
FAR-es 3-8 -8k - LB T AR

ik MEAEL: MH 637

& RORAR &% (1) R G B 3.21 44t

LA 141 ‘

2-(5-FES-2-2)-N-[(38)-1-(4-{2-[( = F HI) FHAI-1H-krek-1-5}-2- £
FH)-2-F Ak k-3 4R ] TR AR B R

VB B A 4K 16 FoF 14K 146, B FEHES] 1 696 RA %, #l&HENE
.

SRt MFAE: MH 526

& 3ok AR &35 (1R G BT IE) 2.36 44

347 142

2 FEN[(1-{4-[(38)-3-({[(1E)-2(5- s 2- ) B - 146 21 | s b 2} £
HN-2- B -1-0 13- SR A Y -1 H- ke - B F RN N-— F 2K -2-8 K
AT

FV R Tt 14 Fo 238 LB, BARE®AS 40 6477 %, $|&1F44LE
4.

Jig: MEAL: MH 595

5 2Rt & ()R G et A 2.44 4547

)R AL E Tk, HIETF FE 9.

F 641 143

2-F A -N-[(1-{4-[(3S)-3-({[2-(5- B E % -2- ) L AR 1B Bt AR } BUIK)-2- FAX,
Pheg R -1- 2R ]-3- AR R Y- TH-ok e 2 O FAINN-Z TR 2- AN TEHEE

Jiik: M A MH 583

B ROERAE EE(1)R G AT IE 2.36 447

4] 144

2-F 3k -N-({1-[4-((38)-3-{[(6- F-1-FK Ff ok %-2- K )Er Bt K | B AL }-2- A,
sphefdz-1-4)-3- R K -1 H-ok e 2V FHA)NN-Z TR 2SR 4 FEE

Jiig: MEAE: MH' 605

5 HORAR &5 ()R G BT 2.52 447

¥ a4k 1
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(29)-1-({[4-(=F RIOF AR A VE )34 B £ PR T 88

EERRAAAT, TXE 10 041G 4-(NN-=F £5L)FH(0.061g)
84 %7K DCM(2ml)IE & F id e = W K 4850& (2.0M THIER; 0.224ml)#E 474
¥, FFERETRETH—FHIF 15 04, REEZHN(S)-N-(RT &K
A ZH 4L R B(0.060g)8 £k DCM(Iml)E R . £ TR FHH 18 2 5,
#ithe A 0.5N 8 BACEREREMBER. 2B OHNER K%k, 1@
iR F A LB ERAUATERL. AR EHAA 10g 49 Redisep™
R (BEIR, F 5%~60%Hh B i T84 T B 3R S5 M) AT HAL, 1334780404
4(0.029g).

ik mE4E: MH' 338

a4k 2

(38)-1-[4-(=F HIYRH]-2- AR ribeb be-3- 8 B FBRAR T B

EERFRAAT, @R -HB—F AE0.023g)4 7K THF(1ml)&
B Z BT AMO0.028mDA 2R, FA5Hmait S 4. REERAAT,
Figie R iAo 2| %2 £ 0°C 6928)-1-({[4-(= F RE)FAJREHA)-3-2 4
AA AR FERTE(0.0292)8) LK THE(Im)ER . HAaRRss
B, RE#H—FHHF 18 I . ¥REAMERLATEL. #FedhrieTio
Fo 04 B BR S 4AK & (Sml)E DCM (Smh)Z ¥ . 4B A LE, BB KegIk3E
#itik, FERAATRL. FEHAMARN 4g 69 Redisep ™ H(AIZ, A
O CER LA =3:1 -4 15 o4 A% e E 1] 694 R L) AT 44k,
13 3| 47210 5-4(0.026g). '

Jik: P 4E: MH' 320

¥ A4k 3

(35)-3-F k- 1-[4-(= F SA) KA ool 45 -2- 87

FETF, HGBS)-1-[4-(=FRE)FA]-2-BReteebdn-3- A B E AR T
B(0.026g)//1 TFA-DCM(1:1, ImDRZE, sk 1 8, FERAR
TRAL. #HAYEREMRT DCM/ T EE, FFio& 2| H-F#469 SCX SPE 42(1g)
L. dEBRMELE SR TEE M, PTE 69 A 5% R T BE B, /B R K AR,
132|474 549 (0.0074g).

5 ECEAR €5 (1)R G B 1) 2.38 4%

¥ 84K 4
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(28)-1-({[3- F-2'-(F 2B AL )-1,1-BER-4- K FUR VA )-3- B A AR RA
¥ B4 T B8

ETBAAAAT, FXY 10 04 A & 3-8-2'-(Faduk)-1,1-3kK4-
A B2(0.318g) 49 Ak DCM(3mI)% iR ¥ iAo = F AR 4884 (2.0 M 89 RITER;
0.6mh#ATAIE, AIFEREERTH—FHHA 15 04, REEKIBEIA
(S)-N-(A T Fih 3 £) & & £84(0.200g)89 LK DCM (Bml)iEk., EEEBTH
18 X B, Bitde A B EBKER(IN, 4m)EREMFER. 9B A
B oKk, FIRGRITAB4E), MR RSE . #l AW A R 35g #9 Redisep ™
MR, ARTK: CRTE =2:1 F-F 20 547 R 3Em E 112 6945 R BLAL)
B ATHAL, FEAFMILAY(0.203g), H AL EKIZRY.

Rt WA MH' 466

¥ 84K 5

(3S)-1-[3- B-2'-(F AR BLIL)-1.1-BA R 4- 25 1-2- AKX b b b -3- 2K B F 8%
T B8

EEBARELAT, HBA K8 —F H8(0.128g)4 XK THF(3ml)is
e ZE T AAME0.198mAL 3B, FASImm At S 4. REAERAAT,
WizimR A mB A4 E 0°C 69(2S)-1-({[3-R-2'-(F ABLA)-1,1-BRR-4- K] R,
EVBA)3-2ARA AR T HRARTE(0.200g)69 K7k THFGmIER Y. 4557
BEEABRETR, REH#—FHH 28 I of. R EMBRERE. Fedh
HETHBEMERS DCM XY, 2 BANE, AHEKkE, THREDHR
BR4E) /R K GE, 1R HATAALE4(0.300g), HAKREZERKY.

Jiik: MEAE: MH 449

& im R AR SPE (BRI, A 30~40%(21 24PN T LR
LB HIL), FE AR S Y, EAREGIRKRY.

a4k 6

(35)-3- Rk -1-[3- F-2'-(F BB )-1,1- B R 4-JR ot ek b -0 - BF)

FIRT, HFREBS)-1-[3-8-2'-(F #BLA)-1, -8R -4- K )-2- A 4Ktk
R 7-3- A AL F AR T 85(0.150g) A = AL E-DCM(1:1, ImD&IE, H1EiZ
R DR, RERERE. BR e EHEMRT FEQML, Fiwi3)
F-F-#764 SCX SPE 42 L. 3Es M 4a 4 A F B85 bAL, FTE 69 5%69 8/ F B
B, BUERIRG AR, FRFAMLASM0.042g), £AHEEEK,
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Jaik: REAE: MH 348
B4R 7

1-i8-2-(FArBE AR R

I% 2-i8 BX B A8 (6.0g)iE T DCM(234ml), FAERAAT T-5°C 49
ISP A, BN 3-RAT K T 8£(22.8g), FEHRIFREAH-5~0C,
MR ZE, WRFLIRAMIREEERFI 45 DB, FRERASW AT
6 L AABR AN K IR . tafty K BR S 4K R g, TIRGELABRSE), Lk
FBRERE., e 40~60 b AR, iTiEHE 30°C AETIE, 53
AFRALAH(7.58g), HH G EBIK.,

SR BAAE: MH 237

8] 4% 8

(18)-3-#2 35 - 1-{[(5-Aetbo -2- ) BIR |3 AR } 0 28 S T AR AR T B

ERART, #1430 £ 0°C ¢4 2-8 Kk -5-Aek 72 (20g) 49 7K DCM (150ml)
ERTERMIANZ T ERELERQM ¥ TEER, 45.15ml). FiRe it
— 3 1 B (FHE E 10°C). EAeb2p E 0°C 449(S)-N-(B) T RLA#A) S
4 A FL(15.1g)89 K DCM(150ml)iEi&. £ 1 NN FERARE TR,
H— Pt 26 DG, HRERASYMA DCM (200ml)H B hn N\ BAL44
(15.2g). HizRbHb#E 0°C HiEK4.87Tml). #—F £ 0°C TAAH
310 94F, EEBTHIE 30 547, @it Celite™ i )52R44), 7/ DCM
Hoik . BUEIRYE A I 09H AEIR, R T 4, Hi8 A8 Biotage™ &3 (52
B, JA 10~100%84 TR KRB ATee1k, FERFHNAM(12.7g), EHE
& EK,

'H NMR (CDCl): 8 9.10(1H, br.s), 8.17(1H, d), 8.05(1H, br.d), 7.96(1H,

dd), 5.75(1H, br.d), 4.55(1H, br.s), 3.852H, m), 2.15-1.90(2H, 2xm),
1.45(9H, s) ppm.

R R ARG FE T ik, #& T FA 4

¥ [8]4k 9

(18)-1-{[(2-#-4-7 R AVE I |35 3K} -3- 72 0K R 38 B F AR IR T B8
Fiig: ME/E: MH 439

¥ E4K 10

(3S)-1-(5-Ahethrz -2- 2 )-2- B X stk ei b -3- K AL F R4 T s
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J 0°C #RAAT, GIBR S B —4R T8 (8.9g)% K THF(50mI)E
RF, AN ET EB.61ml), AB AN T 4K 8(12.5¢)49 7K THF(100ml)
B, HREIRAMAE CH—FHI 1 o, REETIRTHIE 16 0T,
Y BLEL iR BJE R EE, A DCM FosoFo b 5% B S ARG AL IR, 0 BA
ME, RHEKkE, FROEBIIAME)F TR, AVA0RERE, 25885
A, RMPigAEEGER, AT B LB B, 52 £ 2:1)d#4T440, 5
B ARRRAM(12.5g), HAH G ERK,

'H NMR (CDCly): 88.55 &(1H, d), 825 (1H, d), 7.95 (1H, dd),
5.15 (1H, m), 4.55(1H, br.m), 4.20-3.80 (2H, 2xm), 2.73-1.97 (2H, 2xm),
1.60 (9H, s)ppm.

A RARDLGILE F ik, $& T 51L54:

g a4k 11

(39)-1-(2-#-4-2 K H)-2- BB b7 -3- K B A F 8% 4% T g

Jri: MEAL: MH 421

E]4R 12

(35)-2-FAX-1-[5-(4,4,5.5- 79 F 3 -1.3.2- = £ 2 3 5 -2- F )rbbo -2 2 Totk
P& -3- IR EUR T BRAR T B

¥ F45 8(1.0g)5 M T £K DMF(12ml)H# A& B A fA A T H AL, Ao
N TEA7(0.733g)F — (SRR BEAR )& = H(0.067g), KB AN 1,17- = (= KA B
) ZRAR = RA4R(I)(0.09g), FHA45R AL RA- ML 80°C Ao AR T An i dit
5500, BREREAEMANETRFF CRUBHE, HHER BT K,
Rk, RETHREELHRBRE), TEFBRERE., FAVWESATTTE,
FR|AFHAAY, FLAHAEE EIR.42g).

Tle (Si0,, 3 Tix:TEE, 1:3), Rf0.40.

g 184K 13

(38)-1-{5-[2-(F AR BLA) KA Totbow -2- 3} 2- B AR b o8 b5 -3- R AL F 8 4x

fulyy

TE

FoF 1948 12(1.42g)5 8% T X7K DME (40ml)H# /£ i3 A KA T 4.
AANTF BAR 7(1.0g), RBIABKERAT(2.43g)H 1,1°- (S KA MA ) — K4k —
A4 (0.213g), HrE 664 B RA A 80°C T4k 22 it R
REMEHETRFBERE. BFREMIBTLRUBEEKRZ Y, 54K
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E, #EMNACBRLBER, FAo4ANETHREATAREE), TEHR
JE R, R 44 #) R Biotage™ &E(AEIL, AR TI: T8 = 1.7 #AL)itAT 4
1, 1FEAFHIEH(0.49g), LAHEEHLRRY.

JRig: PEAE: MH 432

¥ a4k 14

(38)-3-8 I -1-{5-[2-(F 2 B IR ) R AR [opb o -2- 4K Y ekl b -2 - BF)

J& F a4k 13(0.49g)iE 2T Kk DCM(15ml), HERAAT FhEFI#H
¥, FZRCBASm)EREWBREREHT, REARETBFHIF 25
JNF, FRARA M R/E RS . Rl A4iB i SPE (A%, F TEFE 2~5%AYF
BRI L), 1FRAFALE4(0.310g), A& &Rk,

Jiig: MA/E: MH' 332

F a4 15

(38)-1-(4-2-[(=F BH)VF 3 - 1H-2k wk-1- 35 }-2- R H)-2- B Ak oE b,
-3- AR BUR FBRAR T B

EEBRARAAT, BHFFEAK 11(2.10g), 2-(NN-=F R34 )F 2hoked
(0.682g), FiKAKBA47(0.737g), 8-# A E94K(0.047¢)F K= F L2R(5ml)F &4
AR, AR E4R()(0.045g), HHER RS MA#E 122°C B 17
BT, R BRAMASIETIR. A 17%8% A BALEKIER, FIFiZRAe
A 1 DT, R ERAM A LR LESFIR, AR MLEM 17%8 &8
fedi KR ek, TIRGRILARBR4E), B JF /R RS . #1444 A Biotage™
& if(aER%, A DCM: ¥ B8 = 9:1 #uf)iti74kik, 24841752, £
HREAR &g hIRY.

Tlc (8i0,, CHCl3:MeOH:H,O, 65:30:5) R¢0.7

¥ [E 4K 16

(38)-3-8Hk-1-(4-{2-[( = F R F A ]-1H-sRkek -1} -2- FOR A Yo obodx

F& o 1a 4K 15(1.75g)8 48 F DCM (11mD) £ B A R AR THIE. Jon
ZACEQImDFER L RS ETETHRYE 1 Do, FREIRADERER
%, RemAR SPE (BRE, A TFERAAK =501, RRER 19:1 AR
Biotage™ &£ (A%, F DCM: F&F =9:1 #BL#ATL, FEAFAIMEY
(0.679g), HEAIEEHIKY,
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Tlc (8i0;, CHCl;:MeOH:H,0, 65:30:5) R¢0.40

9 E 4K 17

(2-38 XAV BE A BRI — AR — R T Br

3 1-38 KB BLAE(15.400)R 4 3is it T XK LA (300ml)F £ £ B A R A
A T, Byl N BB — R TE(68g), AREMmN 4-=F R AR
(3.30g). W R L RAMETBETHIE 2 ., BOMHANZHKR —RT B
(34.0g), KEAAN 4-=F RAEM(2.55g). ¥R EREMETETHHE 18
I, R ELRAMBJE R, ARk ETEEER, FRLK:
Bk =31 )it ATk, BRI SM(17.3g), HAFEBIK,

Tlc (Si0,, *RT.4%:TE, 3:1), Re0.32.

¥ a4k 18

(38)-1-[2- £-4-(4.4.5.5-19 F A -132-— FAM &R I0-2-H) KK )-2- A0
B pr-3- A B T AR AR T B

& F A 4K 11(2.0g)iE M F &7k DMF(23ml)H £ £ 8 R AR T, Ao
AN TEAT(1 Al )R —(SRARBEAR) - —AM(1.29¢g), KRB AN 1,10- (= KAL)
Rk R A4E(I)(0.173g), FAFR L RAME 80°C A RAS T m At S
D, R ERAMANETRAN CBRLEHRS, HVERGREK, K
Pk, RETRGALMAESE), EFAERSE. HAMERAET TR,
REIFRAE(2.8g), HAHAFEEBEK,

Tlc (Si0,, ¥R T4 T8, 1:3), R;0.30.

¥ a4k 19

(4'-{(3S)-3-[(R T f A ) B ]-2- R rtbdi-1- A} -3 -1, 1-BR K -2-
FAVREBA T R — BB AR T B8

3 4R 18(2.5g) 52 F 7Kk DME(70ml), A E &M RAATHIE.
AP AR 17(2.58g), ARBAABLEAP(4.11g)H 1,17- (=R A M) =% 4k
ZRA4e() (0.36g). AR E R L IRA 4 80°C FHEAE 18 B, ¥R
FLRAMASHNETRFRERE., ¥R EhHoRTLRLESKZF., 48
KEHF OB LB EHERAK, 5o HIET (R ITABME), Tk
FBJERYE . 44 #) A Biotage™ Gi(AEIR, FIRTIE OB = 1:3 #oAL)it
AT, 13EARMALA49(0.53g), HAWibRIEIR,

Jig: MEAE: MH 651
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¥ 84k 20

(4'-[(3S)-3-BH-2- BAX btz -1- K ]-3- -1, 1-BR K230 VA BE AL 0 RAE
ZBRBR AR T B8

J& 9 E4K 19(0.53) /% F £ K DCM(Sml)F £ £ iR Fe RAR T HAF. Ao
AZ R EGm)FER RS Y ETETHRE2 b, RERERE. F&
4 #|F) SPE(&:Ax, /AT BE, FTBER.RAK =501, 19:1 ZRB)#ATLAL, FEAF
HALA4(0.287g), HAWbAKER,

ik MEAE: MH' 350

¥ 8] 4K 21

(3S)-1-[5-(2-F8 L F ke 2 1-2- B A& b -3- R UK F 8R4 T &

A 4R 12(0.128g) F T HR e © —BF — F 8% (8ml) F 49 /ERARA A 1-
mh-FE A K (0.095g), ARERAP(0.219g)F 1,1 - (=R AMA) KK A b4
(0.018g)8L 32, 45 RAMER AR 8OCTAu#h 6 I 0F, WATFEERNF
RANEEER, ALK LEHRE, Alofadbsdisrfokikk, BoBauHm
MEF R GRITARB AL FR/E RS, FEFGRERIRKY, FBOKE KRB
SPE(#:A%, FIRTHR: LB TEE =19:1 £ 101 seBl)dt 474640, 152474104
4(0.095g), £ A K& EGBAARY.,

Fik: AL MH 399

F R AL F 7k, HI& T 2iue4h:

W a4k 22

(39)-1-(3-#.-2'-FK A 1.1 BR R -4-2)-2- FAR ik wdobe -3 - Rk F AR AR T B

ik WAL MH 416

¥ [a] 4k 23

(35)-3- Ak -1-[5-(2-FH AR F IR Yoo -2 S bbb -0 -BR 25 B2 3F

FEO0°CTF, 44 F 194K 21(0.095g)F 4N 285/ — & T IR (10ml)F HE3 1 oot
BlAtigZ 2 18 N AFRERTR. BAREZERFRAERE, £
MIAH(0.081g), EHFEHH K.

Jiig: mEAE: MH 299

R ROLGALF F iEFe b 048 22, #1& T 5S4

& [8] 4K 24

(38)-3-FJk -1-(3-F-2"-FH 2k -1 1-Br R -4- 2K )tk ek b7 -2 - Bl 4 B8 2

B 4 5E80/1061
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it REAE: MH 316

% A4k 25

(38)-2-BAK -1-(5-FJhrtbrr 2- 2k otheid - 3- 2L B P AR T B

P4 1000.15g)F =B — FBER(15ml, 2:1)F 8955 ARK A AR BR
44(0.103g), R A ANE(0.054g) (=K EM)42(0)(0.015g) B, 4z k& &
R AE 80 CAndh 5 B, A RN IRA MR IR, B I E R 445 B
FLBEKRZ Y, H5 B AHIETIRGEE T AR RERE, 1330
&R 4dpy, £iBid SPE(REIR, MIRTH: LB TEs =4:1 Bt i74b4k,
B2 A (0.10g), EABEHRK.

JRig: MEE: MH 354

¥ ] 4K 26

1-8-2-F A A K

4§ 2-38 FB(1.0g)F T4 NN-= F A& T8 (10ml) T 645557 A 2 B 49
(120)X 2, RERA 2-2AK0.7112)4 32, 4iZREMAE 60Chak 18 ) 8T,
Hh 2R Y BERS, FHREHHERTLES IN RAMZIE, 4
B A IE R s e AL SR A Kk, 55 B 60 MUE T IR(E T B 4E)
HFBSERGE, 1FR|AFREM(1.18g), EAHXE 6 HKRY,

'H NMR (CDCL): $1.38 (d, 6H), 4.55 (&%, 1H), 6.82 (t, 1H), 6.93
(d, 1H), 7.24(t, 1H), 7.53(d, 1H)ppm.

¥ a4k 27

(2-78 F AR eamt A R F B4R T &

£ 5CF, HE8KER(SOm) e Bl B4 69 2-38 KAEBLR(5.0g) 8 ™ £k v
(100ml)iER ¥ . 5 RE B 20 4P H R IR, B 4dh R KA,
BT R E B, FHRZEAREET DCM(100ml)F . Ao 4-(ZF RL)
E(0.25g)F= = TAR(3.2ml), ARBE AN KR — 4 T B5(5.8g), FHiziEk
ERBTHIE 1 D, 2R IN $88. Kbk, FREETHRELM),
BIETREER, F2FH0E6M(5.8g), £AHaEHK,

5 BORAR EE()R G 8T 18] 3.08 4T

¥ ] 4K 28

-2 FRVEBA (DR (CFAFARCEAITR AL TR TE

JE 0°CF, 4% ¥ a4k 27(1.0g)F-F )% THF(15ml) ¥ 649358 A £.4L48(0.14g)
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B HL AT TR, JFiRA I 45 04F, REEMR 2-(ZF A TFaE)
AL TP A R(0.63ml)é THE(IOmI)AR . %R L4 HA R E TR HHHF 18
i, EAFE ERFRAERSE, BINEHAM R T LRBEKZY., 48
G HE R e Fe e Rt bk, TIRGA AR BUERG, FE4e9 7
4, SLhkE kY, £i@id SPEGAEAR, AT LB LB =20:1 #= 4:1
BBL)BEAT AL, FRAFEAM(1.29g), HAKEFEHKM,

Jig: mEAE: MH' 485

‘o 4K 29

N-(2-:8 X 2)-N-F 2 Pt

£ 0CTF, 3% N-(2-:8FA)FABLE(0.2g) F-F 1 2o (Sml) ¥ 44955 A
HEE47(0.167g) 3, RERAMTLE(034gAE, KRS TREETRSF
Bk 18 af. ERETREEN, FE# a4 8T DCM SR F., F
B it gk e BT IR RE RS . R4 AR SPE (AR, ALK T
BR L EE =20:1 £ 2:1 L) #AT 440, 1F B ARA1LE40(0.19g), H 4 & & B4k,

Jiik: w4 E: MH 266

¥ A 4R 30

(2-18 F ) E B A (F 2O BUE F AR T &8

0°CTF, ¥ a4k 27(1.0g)-F-F £ 49 THF(30m) ¥ 645 & F £.4L44(0.14¢)
B, KRS MIIF 45 H4F, REEREIWNT R(1.27g). ¥
TRAW IR EFE M 18 . BEREFER, A¥RchomiT T
FBRLBEs S KZ Y. B HNANERGF RN RE, TIRGEE AR
BJE R YE, B4, Hi8iE SPE (AR, AT LR LA =20:1 £ 2:1
BB ATHAY, 13 R AFRALS40(0.56g), HH & & B4R,

Jiig: &%) MNH," 369

ZR LG E A

¥ [8] 4K 31

2-78 -N.N-— 9 & K Eg Bt i

Jiig: MEAE: MH 266

o 8] 44 32

N-(2-2 FH)-N-{R2-( = FAF LT EA] T A Fabtik

FB N-(2-2 KAL) FBLER P E4K 28 4967 ik, #1&174440L04.
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SRk pE 3 MNH, 399

9 &4k 33

1824 T AKX

Hi2(0.25ml) 78 Ao 2| 420 69 & Z IR A0 4Tml) R T . G F A 2-
BT A KB () H 442 RE M A 230° Choh 2.5 I 0, 45440 649 B 44 5-Be. F
LEEE 10%8 KRB AKERZY . 2B YHEIER IN A4 L%,
FIR(R AR AE)FIRE RS, FI MG E K. #4F A Biotage™
ik (AEE, MINTI . TR TES = 19:1 #ep)#AT4e40, B3 481084
(0.54g), H-AH K E650K4D.

'HNMR (CDCL): 81.50(s> 9H), 7.02(t, 1H), 7.23(t, 1H), 7.42(d, 1H),
7.59(d, 1H) ppm.

¥ 18] 4k 34

(39)-1-(3- 2" A 3 -1 1-BA K -4-35)-2- AR HeB b7 -3- 2 B F AL 4% T Bg

FUR 1-8R-2-FE KR F 14K 21 8947 5%, 4 &M edh.

SR ME{L: MH 416

¥ A4k 35

(4'-{(3S)-3-[(R T FAH IV A I -2-F AR bt -1- ) -3 B 1 1-BE K -2-
AVEEEEA (F A EUE F A T B8

A B F B4R 29 Bod AR 21 $9A-mF ik, HlE AN E Y.

ik M EAE: MNH; 399

¥ a4k 36

(4'-{(3S)-3-[(AR T FAH )R A]-2-AAX et - 1- 13- - 1.1-BE K -2-
BV A (D (= FAF AR AL TR VR PR T 85

FI R F AR 28 A FIA4K 21 69 6-RF %, HEAFALE Y.

S MEA{E: MNH 697

¥ jE] 4K 37

(38)-1-{5-[2-((FAABAV(2- (= FAF AL T EAITFRVERA]
PR -2- 20 - 2- B AR R -3 - A R T AR AR T g

AR AR 32 A F AR 21 96T ik, & ARARLE4.

g, MEAE: MH 577

¥ Ja] 4K 38
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(38)-1-[5-(2-# T F Ak Yoo -2- 2 )-2- Fk ko -3 - B AL F BR AR T 8K
FUR 13- R AR B4 21 9887 %, HlE e,

B @A MH 410

F A4k 39

(35)-2- B AX-1-{5-[2-(= #F A RAR ok -2- A5 Y obbed bt -3- N R F MR

pulny

TH

AR AR 10 ZP E4R 25 694 F i, 41 &R e 4.

Fiig: MEAE: MH 422

¥ [a] 4K 40

(39)-1-(5-{2-[(=F BIRVFEIE 1RV obwe -2-35)-2- R A b w& b -3- 2K UK
¥ B T B

FUA - N N-—F AR FBURA T 84K 21 6967 &, $l&478146
Y.

Sk REAA: MH' 425

¥ E] 4K 41

(39)-1-[5-(2- I F 3 Yoo -2- 30 1-2- BAX et o& b -3- 2 BE T 8RR T 8%

FIR 2B F AT HAR 21 098 Rk, $EAEALEY.

Jrig: MEAE: MH 379

¥ 18] 4K 42

[2-(6-{(3S)-3-[(# T I H IV RI-2- FRotbebbr-1- 2 obom -3- ) R
B (R-(ZF A TR TRATFTRVAAL T AR T A

FI R EAK 28 B OF [A)4K 21 B9 i, HIEARALE Y.

Sk REAE: MH' 663

¥[8 4K 43

(39)-1-(5-{2-[(= F £ A B Bt A | A Vb 2- ) 2- AR e dm -3- A &
A TR T B8

FUA & 4K 31 R F AR 21 69467 ik, #I&ARHLEH.

SR MEAE: MH 461

P a4 44

[2-(6-{(39)-3-[(# T AI& 3 F ) R H-2- AL b -1- 2 ko -3- ) R 3K
A (FROEMN F R T 8
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F A B a4 30 B 4K 21 B9 AR iR, HIEARELA Y.

Jiik: RMEAL: MH' 547

g Ja] 4K 45

(39)-1-(5-{2-[ F A (Fag Bt )RR Voibog -0- 30 )-2- R rtb i 47 -3- 3%
A VER T B '

FR AR 29 BOF 14K 21 694 ik, & AERALA4.

g WAL MH 461

¥ A4k 46

(38)-1-[5-(2- 5% A FA R kg -2- 3 1-2- BAX st eB d -3 - B TR T

5H
o

AR P IE4R 26 BP IE4K 21 698 mF &, & 4R L4,

JFig: MEA{L: MH 461

¥ a4k 47

4'-[(3S)-3-FAH -2- A At Bt -1-551-3"- F-N-F A -1 1B R 2-A Bt e 3

BL

F)R 4R 35 B ¥ 84K 24 ¢4 8- ik, HE TN,

Rk REAE: MH 362

¥ 8] 4k 48 i

4'-[(3S)-3-F M -2- A A eE AT -1- K )-3"- F- 1,1 - K- DA Bl 3 B4 3

I & 184K 36 B F a4k 24 ¢9amh i, #lEARENLAY.

Jiig: WE4E: MNH, 367

¥ 18] 4K 49

N-(2-{6-[(3S)-3- Rk -2- B AR Ao b - 1- AR otbmg 3- 2OV R A T s B hc 3h 8%

#

I/ 184K 37 B E4K 24 69 m ik, &R Y.
SRk mEAL: MH' 346

¥ 18] 4K 50
(38)-3-FJk-1-[5-Q2-4 T A K ot or -2- AR Joike& e -2 - AR 4 AR 2
FUR FIEAK 39 B AR 24 96 i, Bl & ATELE .
i MEAL: MH 346

% 18] 4Kk 51
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3h

Jm.

AR

(38)-3-8HE-1-{5-[2-(= B F IR Jotbmg -2 Yool -0 - R 45 85 2
A B 4K 38 B P 14K 23 ehb- T %, BlEARELEY.

Sk, MEAE: MH 322

¥ [E] 4R 52

2-16-[(38)-3- &AL -2- A A b E b -1- 2 o oe -3- R ) N N-— F A X TRk
%

3k

iy

ﬁi

FI 8 B Ia4K 40 B [E4K 24 AR F ik, SIS FHLSY.
ik MAAL: MH' 325

¥ A4k 53

2-{6-[(3S)-3-R A -2-F AR ek bt - 1- A otbrR-3- AV T b S g &
FUR PR 41 B 4R 24 9T ik, BlEARALE .
Jiig: MEAE: MH 279

¥ 18] 4k 54

2-{6-[(3S)-3-F St -2- AR b - 1 - oo -3- 20 ) R AR LA 3 a4
IR AR 42 B 4K 24 696 T, SIS ARALE Y.
Jiik: R EE: MH' 333

¥ A 4R 55

2-{6-[(39)-3-FA I -2- AKXt eb b~ 1- R 1o o -3- 4K }-NUN- = F AR Raa Bt e

2k
o

[

FUR 4R 43 BoF E4K 24 96T i, HlE ARG,

Sk mE{E: MH' 361

F A 4K 56

2-{6-[(3S)-3-R I -2- B AR ek b -1- A otk ne -3- AV -N-F R KA B i 2h B2

FUR FEIAK 44 BOF 18)4K 24 4967 ik, #| &R,

Fiig: WAL MH 347

¥ A4k 57

N=(2-{6-[(3S)-3- 8k -2- BAX ot & dz-1- 2 oo -3- R VR A)-N-F & F58

Bk i B 2

A P IEAR 45 BOF 184K 24 694 F i, & ATALE .
JEik: RMEAE: MH 361
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W a4k 58
(38)-3-F k- 1-{5-[2-( T BB AR I P or -2 3 Yotk b -0 R 46 B8 4
F) A 4K 13 By AR 24 696 R ik, 1 EARALE Y.
Jiik: MEA4L: MH 332
¥ J) 4k 59 '
(38)-3-Fgh -1-{5-[2-(F A B ) K IR ooz -2 2k Y eitofobe -2 FR) 26 88 A
F) B B AR 46 B EAK 24 9 AR R, #lEARALE .
it RAEAL: MH 312
¥ J&] 4k 60
(3S)-3-F Ik -1-(5-FR Fh bz -2- K Yot ok bv. -2 - )
FA F AR 25 B a4k 24 AT R, Hl& RS,
Jiid: MEAE: MH' 254
¥ a4k 61
[(S)-1-(5-i& ok w2 & F&EA)-3-F2 K -H K ]-3- 2L T BT B8
A B Fa)4R 8 R A ALF ik, HEATAULE Y.
JRig: MFAE: MH 379
& 4R 62 ]
[(S)-1-GE ok 0 35 )-2- AR -t b -3- 2 |- R F BR AR T 8
F ) AR 61 BoF a4k 10 F AR AL F ik, Hl & ARALEY.
Jiik: wE4E: MH 362
¥ 18] 4R 63
(S)-3-B3h-1-(5-38 v -2- Sk )- vtk 45,2 FR 4E AR 4
F A a4 62 A b 4K 23 F AR F T &, SRR EY.
ik MAAE: MH 262
¥ a4k 64
6-F - R -2-BEFE[(S)-1-(5-38 v 2 3)-2- T -rtb & b -3- AR | B ik
F) B FIE) 4R 63 BEEH) 1 FAARMLEF &, $&IE0LEY.
Jik: MEAE: MH 326
g (A 4K 65
2-(5-FE%-2-2)-1,3-F 4
EREAT, B 2-2E7(0325g)f 5-FoE%-2-#8(0.322g)F DME
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(10ml) & 43244 F ho A% B4R (0.546g) 9 K(10ml)is &, KB IMAZ(ZLF
R B A —42(0)- 845 A 44 (0.051g) A= = R A B4(0.052g) 49 DME(10ml)i&
., JFIERAME SOCHRARAT Aok 18 I EFFFARERE ., F3 654 KR
AR U UBREIR, TREAIARE), LRTBRERGE, #aWe)—3H
i it SPE (BEAX, IRTH: LEALER 19:1 £ 9:1)#AT464L, 2458 ¢ 94K
RS, —3 9 (0.088g)i# i 4|4 TLC (20cm X 20cm, 1mm £ Whatman
PK6F SiO, 60A #5., JIRTH: LB L8 = 1.9 hBLA R —F s, F3|4
64 ARAR F A 4R 3 4H(0.058g), A K& & E4K,

Jiig: MFAE: MH' 202

¥ Ja] 4K 66

N-Boc-N'-(2- f-4-38 % 3 )-1 -5 % A BLAE:

FIF 2-F-4-08 K B AR A 4K 8 69 7 ik, Hl &AM,

Jiig: M AE: MH 391

F a4 67

(3S)-1-(2- f\-4-i8 F 3)-2-F AR & b -3 - BIE F BRAR T B

)8 AR 66 B4R P B4R 11 6975 %, 4| &158440E1.

Jiig: MEAL: MH' 373

4 ja] 4K 68

(3S)-3-FJE-1-(2- F-4-2 FIK Yok b -2 - BF 3 AR &

3% 4N &4 38 eI iR (70ml)Ae B F E 4R 11(5.23g)F FFE R T #AF
45 5-45Y, LR AMBRERE, FAWECE TS, LR EWK, RIEFT
¥, 1FBARAMILAM(3.79g), HHE EBIK,

JFik: MEA/L: MH 321

FI R EAA g1 F F ik P E4K 67, #1& T 5l4b-4:

% [8]4K 69

(3S)-3-F 35 -1-(2- #-4- 38 A Yook 4 -2 -BR SE AR 3

Jiig: MEAL: MH' 273

§ [a] 4R 70

6-F-N-[(38)-1-(2- F-4-5 F 35)-2- FAX B b3 |82 -ER B A

) P AR 68 BA R EHP) 1 6475, #&IFHEY.

Jiik: MEAE: MH' 545
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FUR £G4 F F kAP AR 69, $1& T 5l1La-4h:

g ja] 4k 71

N-[(3S)-1-(4-3&-2- 8K F)-2- BAX b o d7.-3- K 1-6- B -2-Fh BRI

Jiig: MEAL: MH' 497

AR 72 '

(3S)-1-(4-{2-[(=F BRIV F H - 1H-sk vk -2 }-2- R A)-2- BRI
3B T RRAR T Be

ERART, Ha B4R 2] FiE4K 11 (0.420g), N-(1H-2Krd-2-% F
)N N-= F B (0.327g) F= 2% 82 47 (0.345g) F — ¥ T AR (2.5ml) F ¢4 %44
¥, iz RAHBIEA T/ RASRBLAD AR, AAAAE G FEE RS MER
AR, FAE 123°CFAndh 18 B, 4 ZE 45CHE, A 17%H AR
4R R (Sml), FHFZREMAETEIME 1S I, HiZRA MWL BT TR
LB EKRZ Y, 4 BEHKIAA LB LB —F EIR, AFHANERER L
Kieik, RBEFEIT 10%4ATHI P . £ 2N ¢ NaOH ¥ Fo FH F I 2|
DCM ¥ . H54 A 69 F MFEBCR T IR GRS AAB4E) TR E RS, 524741046
4(0.390g), L A1548 E 6970 KR4,

Jiig: w4/ MH 418

+ 4] 4k 73 )

4-7 F ook ez -3 - FK AR AR

E9STHRRAAT, & 3-18-4-%F Kot = (4.62) 49 W Sk "h(20ml) & & i#
B E T A42(15.4ml, 1.62M THER) @ Sk m(100mlaR ¥ . Kizis
BATR Z-78°C, 3 5 o4b B i iE e RBR = F A B8R (6.0g)4) W &7k 8 (10ml)
ERRAIE, AR ESRIRETIR, B30 24, HFAKQOOmMNAE,
FAEBRQN, % 12ml)F FeiREH I CBEER, T REBLARE)HAH
MEBGRIBIE RS, FRARMILE(1.75g), AKX ZEEEK,

ik MmEAE: MH' 166

¥ 18] 4K 74

(35)-1-[4-(2-Frth o -3- 45 )-2- MR A )-2- A et eb e -3 - AU T BRI T B

ERART, EF 4K 18(0.084g), 1,1-(ZRABE) Rk o4
(ID%-4-4 %5 DCM (0.016mg), T8 49(0.138g)% 2-F.-3-32 7% (0.046g)F B,
K- FRATHEGm)F 69 REME 80CHhMRLER, REM FEEHAE o
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3| SPE (SCX-2)4-F (A FEABL).L, F247810640(0.067), EHKk A8,
B4k

Fiig: REAE: MH' 406

¥ AR 75

(39)-1-[4-(2-F Ik vtme -3-5)-2- B R AR ]-2- BAX g b -3- K BIE FBAR T

IR P AR 18 A= 358 2-F Ao, VAR P IEIK 74 645 F ik, H&
AR 4(0.053g).

Jig: REAE: MH 397

¥ 18] 4k 76

(38)-3- 8 -1-[4-(3-F ot -4- 25 )-2- FR A okl b -2 -BR = S AL 3k

PP 4R 11(0.420g) w9 (= R A M) 6-42(0)(0.025g) T AL A = F R4
ZH20ml) P 4R A RAKRAT 5 4F. JeA 3-RokeR-4- R AEL A KA
(0.248g)F=BLA 4G 0.5M #KBL4M(6ml). JFATIFIERAE 85Chudh 3 oo, RE
& REL iR A BJE R G 98T DCM 5KZF 350 & 9H M BT 1R (FK
843538 A An K 2] SPE(SCX-2)4-F(AEAk, A WBE, RAGH IN R/ FEik
BL), #$2)(3S)-1-[4-(2-F Lo -4- 2K )-2- B R K ]-2- BAK b & b -3- L B T 8RR
THE8(0.269g). ARE K ZMAEMAT DCM (10ml), Ao A= T8 (1ml), F3%
BIERATBEFN 2 DA, SRR RE, FRAFELAS(0.205g),
HE A EehdK4,

R REAL: MH 306

¥ a4k 77

(38)-1-(2- B-4-"F7 -2- 35 R )-2- Atk eB -3 - A F A AR T s

FIR F EAR 18, 2-37FvE, B P IE4K 74 696 R R, FRAEAAY.

Jiig: WE{E: MH' 372

¥ [a] 4K 78

(3S)-1-[4-(3- F oo -2- 3 )-2- BRI ]-2- B AR stoi b2 -3- 2 B T AR T g

¥ & ja) 4k 18(0.25), W (Z R A )4-42(0) (0.025g), 2,3- = H 572 (0.074g),
2M BEER47(0.5mD) A F R(1.5mD)#) RA4 72 80°Chaik 18 /o oF, KR iRA
) A DCM ## 3 TR (FIR K638 5541, MigkidiE SPE (SCX-2, A ¥
BE, RER 0.5M AT BRI EITHA, F24FM10545(0.086g), H
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HAFE KM,

Fuik: MZEAL: MH' 406

¥ 84k 79

2-(5- R -2-38)-2-F2 5 R I -1 - AR AR T B

FE-18°C RAARAT, ¥ F A LE(4.97g)89 THEQ0mI)Z & A0 8] 5
?5&:?&%&%4&22@;&(42.0 ml 49 1M 64 THF &%, /e 20ml 44 THEF),
FIZ BRI 30 247, HT 15 24 A, GR TN 2-TEE-5-F 5%
(6.75g)# THF(70ml)isik, E1£-78°C FAR4F 90 o4, 4% R 5 A tafed &
WAACE IR, 0 8 LB E IR R A A3 89 L3R A 2h K sh ik,
FRR(BATABAE) IR RS, F R0k 4, L5 K48 1T Biotage™ &,
WA, R LB-A TR = 103 )44k, F3FLA4(109g), L4 A
& 6k,

'HNMR (CDCLy): 86.79(1H, d), 6.73(1H, d), 4.26Q2H, m), 4.14(1H,
s)» 3.32(1H, d), 3.52(1H, d), 1.8(3H, s), 1.36(3H, t) ppm.

g 18] 4k 80

(1E)-2-(5- B & %-2-25) A -1-H-1-54 8% 7, B8

ERART, ¥ F 4K 79(10.9g)49 DCM(300 ml)ik#i 440 £ 0°C, i
A e b 7 XA N F B8L(15.0ml). BE3 90 24P 25, MmAdbA BB 5,
MAREAR, REMANKF K, #1745 E, I DCM RERKE, SHAHM
e, MEKRE, FIRGAITABAL)F SRR, 65754 A Biotage™
EH(EERL, R Fa 15%0 4T A F AR B IR THIE R AT 24k, 185
ATRRALEH1(2.9g), H A& E 64 5 B,

'HNMR (CDClL): 87.16(1H, d), 6.92(1H, d), 6.47(1H, d)4.26(2H,
q)> 2.503H, d), 1.42 (3H, t)ppm.

% 18] 4k 81

(1E)-2-(5-22E%-2-2) - 1-Hh- 1 -55 B A

ERAAT, HHe T R 48(4.03g)hm 2] F 45 80(2.9g)44 % B (180ml)
R, FIRER A 17 B, AR BE RS, SR
EEMK. RiZERERKRETET TAHABAGOM)THRIE 3.5 16, LE&
ERGERY, FRhEFREZLAK, # &P Biotage™ &35 (5%,
RARTHEAR I LE =1:1 M)k, FIFRELAD21g), LH4E
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a4 o B4R,
'HNMR (CDCLy): §7.31(1H, d), 6.99(1H, d), 6.96(1H, q), 2.64(3H,

d) ppm.
& AR 82
(18)-1-{[(2-B-4-FH A R INVEH A -3- 4 BA EHA T ade T 85
FIR AT 4R 8 4975 %, H &I844,
JR#: MFAE: MH 358
J R B & F 540 A 4
¥ 18] 4K 83
(1S)-1-{[(4-FA&-2- R A VEA AV 3- B X B F AL T ade T 85
JRik: w4 E: MH' 338
g 16 4 84
(18)-1-{[(2.4-—RFEFVERH AV 3- B A AL EL FER T B
JRig: RZEAE: MH 363
F 8] 4k 85
(18)-1-{[(4-# T #&-1,3-&vd 2 IVR K HE AV 3- LA AR A A FHRT

|5

JR#: WEA{L: MH 357

¥ 18] 4k 86

(18)-1-({[4-(FEIVFR AV B 3- B A H A L TR T8

Jiik: REAL: MH 400

¥ 18] 4k 87

AS)-1-{[A-(=FRAF KRV A )3- 24 H £ F A FRR T B

ik MEAE: MH 337

¥ I8 44 88

(18)-1-{[(4-F AV R A -3-B A B A A TR T B

Fiik: MEAE: MH =350

% 144k 89

(19)-1-[23- = R-1H-#-5- KAV E X 3- A A A EL PRRTER
1. MF /L MH 334

¥ 18 4% 90
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(18)-3-#27-1-{[(4-REA RV FU B AV R A B F 854 T B
S RE4E: MH 386
¥ J8] 4k 91
(1S)-3-F2 2 -1-[(1,3-Fek-2- R ZN B A AKX RS T BRR T 5
JR#: RFEAL: MH 302
7 18] 4K 92
(1S)-1-[(1,3- K Ffefe DK R HAVE K 3-ZL A A A PR TE
ik mEA4E: MH 352
¥ 84k 93
(1S)-1-{[(3-#-4-"Byobk-4- K K HVEIR 13 K V-3 A B R B PR T B
fuik: M EAEL: MH 398
¥[8 4k 94
(18)-3-#Z 2 -1-{[(tB-2- A BA N H AV A A B PR T B8
Frilk: REAE: MH+ 297
S 2R A ()R G B 2.12 44
¥ 184K 95
(38)-1-(2- #-4-FH 3K F 3K )-2- AR ot oB b -3- 2L UL F 8 4= T 8%
FIR AT 184K 10 695 %, HI&FALES Y.
S REAL: MH' 340
I, B E2MF &84T 5 Rb4h:
¥[8 44 96
(38)-1-(4-FHk -2- R AR)-2- Rt br -3 B F #5 A T i
Sk REAE: MH 320
¥ 4k 97
(39)-1-(2.4-= F R HK)-2- B teE b7 -3- 2 B T 8RR T 8
Jirig: MFE4L: MH 345
¥ 18] 4k 98
(38)-1-(4-8 T Ah-1,3-2E vk DM )2 A HeE b-3- 4 B F AR T &5
ik M FA4E: MH(-Boc)' 240
F la) 4k 100
(38)-1-(4-# T H F ) -2- BB b -3- L B FEL AR T B
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ik REAL: MH 333

¥ Ja) 4k 101

(38)-1-(2.3- = f-1H-#-5-2)-2- F ARk eg 15 -3- 2L R F B 4= T 8%

i REAE: MH(-Boc)" 217

¥ E] 4k 102

(38)-2- FAX-1-(4-FR B KA Yot oB I -3- 35 B F B T B

JEig: 46 MH(-Boc)" 269

‘g a4k 103

(38)-2-FAX-1-(1,3-28 v -2 2 )b ek -3 - L B F M dv T %

Sk REAL: MH 284

¥ 84K 104

(38)-1-(1,3-F okl 2-3)-2- A& b -3- K BJE F 854 T B8

R RE4E: MH 334

% a4k 105

(35)-1-(2- -4~ 3 A M 25 R ) -2- AR B bR -3 - 4 B P AS R T g

ERAAT, @4 E-78°C 49 2-1& R H(0.18ml)F &K THEGmI) F ¢4
BRY, ZRMANETRERQSM TRIER, 0.86ml). EizRedhist
—FHRH 15 54, REERANAMNBER(OM 8 TEIER, 2.14ml),
R RAE-T8°C Fo AR T BHLAE 30 o4, KBS L m3)43p 2 .78°C
G 4R 11 (0.300g)Fe — R = (Z 3R H B)A-4e(11)(0.0602) 44 %7K THF(3.5ml)
BERT . FEERSHABETRFHR—FHIE 20 I, BREREOY R
JERGE, &R AW T RAEKERE DCM 2 %, 44 A8 E RS,
FTA34R % 4 4 Biotage™ &5 (AR, MR TH TR TE =4:1 £ 2:1 %P4
1o, RJE PR HEIEH 69 14 5 B0RAR &40, B2 A AH(120mg),
H ARG EEIK.,

ik W EAE: MH 335

5 BRAR EE(1)R G iFIE) 3.19 44F

¥ A 4R 106

(38)-1-[2- B-4-(1H- vk -1-3) KA ]-2- BRI oBbe -3- A B F Bg R T g

ERAAT, ¥ FE4K 11(0.420g), 1H-%(0.068g), #tik T 48 (D)
(0.0048g), BEER47(0.446g)F= R X — R AR T F =B Qml) ¥ ¢h %449 £
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110°C Ank 43 (B, R RAM S BT DCM 5KZF , 54 HdnF g3
7RG IRAT)IT A0 BB SPE A2 F (Al DCM, FEER R 449 0.5M £ T B3 2600),
FEAE M 8 Rkt . £ SPE(REL, A DCM, £y, CBEsm) it
— L, FEAAS(0.05g), £A4E EE K,

Jrik: mEAE: MH 361

S BRAR & ()R G BT 2.17 94

AR ARG E Tk, $1&TF 5)4Lo4:

F [E]4k 107

(38)-1-[2-F-4-(4- F Fk -1H-2K ek - 1-2) KA - 2- B AR - 3- A BB T i
R T B

Jiik: REAL: MH 375

¥ E] 4K 108

(38)-1-[2- B-4-(1H-ribde-1 - 30 ) K 3 ]-0- FAXrtboB 42 -3- R UL P B T B

Rk ME/L: MH 361

F 184K 109

(38)-1-(vtbof-2-2)-2- BAX A oR 15 -3 - 25 SR T AL AR T B

Jik: MAEAE: MH 279

T 1A 4& 110 -

(38)-3-FIE-1-(5-BwoE -2 2 ophoR 45 -2 - B — 2k B 2h

FUR G r F B4R 24 6957 ik, 4| &4r84009 .

JRig: MEAE: MH' 304

AR ARG E F ik, #E T 744

L4 111

(38)-3- Bk -1-(2- F-4-FH H R K Yotkoh 5 0B 2k BS 3

Rk MEAE: MH' 240

4] 112

4-[(38)-3-8I5 -2-BAAAEIE-1-251-3- 5 F A5 2 a% &b

Ji: AR MH 220

T iE 4R 113

(39)-3- B -1-(2- -4~ A M FL KA Yotk e&od -2 -

g REAE: MH' 235
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¥ A4k 114

4-N-(35)-3-8Jk-1-(vbp-2- 2 )etb o b -2-BF — 3 A &b

Btk mEAE: MH 179

AR 115

(3S)-3- 85 -1-(3- #-4-"Topk-4- K F K o bi 2B

ERAAFERT, $BA AR - FHB50288g)f = £ T £
(0.45ml)FF 1 THFQmI) ¥ 69 R6MIEHF 5 24F. RBI5ZE % E i 3
(1S)1-{[(3- R-4-"Bok-4- Z EH VR A A )3- 2 A B LA AL T 8K T8
(0.379g)89 T ¥& THF(4ml)is& F , # T & TR 20 o of. K2 RoH A
RYs, F34ndKea EE4KR(1.09g), /A DCM/TFA(L:1, ImDRE, £%F
BTHE IS INZE, BRAERSYREKRG, F2MmKd, HAsak8y
B AN KA AR, ] DCM IR, 1333847 & 50k 49(0.913g). 53z =
T FEE, M&F) SCX-2 BT X4k LA FEEAREK/FTE=19 %
BL), 133|478 1054(0.25g), H A8 & B4R,

Jiig: MmEAE: MH' 280

T a4k 116

4-N(3S)-3- Rk -1-(vtofe-2- 5 Yotbefo b -2 AR — 2 % 3h

ik mEAE: MH 179

¥ a4k 117

(38)-1-{4-[(= F R2I VKA -2- BRI} 2- TR Im-3- R BA TR T

F#(39)-1-(2- A-4-2 FIK)-2- Btk b -3- R R F 8L T 85(0.6g) 2 F
B NN-=F 3 F B (8ml) ¥ 698 A — F BN #9w Srkrhiaig, 3.56ml)
Fo FAL (KB 4-42(11)(0.06g) &L 3, Al —RALAK SRS AA T i R4
10 94F, REBREMEEREG—FAEAFTTF 80CH#k 18 Iif, J44b
R Y RERGE, FRF RSB TLRLEESRKZ T, $45 B HMN
BT RGE LSBT RERS, FRH 74, Fizl HERTRI ¢
DCM, 748 3|2 eqstik48 SPE (AR T LR TE =101, 52 &
LB LB RBL), FEATALA40(0.188g), EAH G EHR.

JRik: mEAE: MH 366

FIRAARM LT F %, HET 50
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e 4k 118
(38)-1-[2- #-4-(rtbo&- b -1- 2 3K HOV R K ]-2- BAKmtb o& b7 -3- K R AE T Bfdn

T8

Jiik: M FAEL: MH392

FiE) 4k 119 '

(3S)-1-[5-(R L 3 HObor -2-351-2- FAX b i 47 -3- 2 K T BRI T B
Jiig: WA{E: MH'321

¥ 8] 4k 120

(39)-1-[4-(BI HA)-2- BRI -2- ARt ebdr-3- T T B — AR — A T

Jiig: M AE: MH'438

T 44 121

(38)-1-{2- B-4-[(F AV H AR -2- AR be-3- R BE F MR dv T &

Jiig: WAL MH'352

¥ a4k 122

(38)-1-(2- F-4-{[ F F A (F A BIRN B R 2- R rtkeb b -3- A AL
¥ AR T B8

Frit: MAAE: MH394

¥ 84K 123

(38)-3-F Ik -1-[2- f-4-(vhe b~ 1- 2k 3 O R A b e % -2 - B

Jig: MEAE: MH292

¥ 18] 4k 124

6-[(3S)-3- 8k -2- Aok br -1 - K AR 35 8% 3F

YT VARLF W 64T XA T mIAA F 64 T —H 3K,

& 14k 125

4-[(3S)-3- B A -2- B AR tR-1- A - 3- ALK PR Shdg 3

R AR A 64 XA TABRIAA F 64T —F 3K,

¥ 184K 126

4-[(38)-3- Bk -2- A AR tB I -1-28]-3-B-N-F AR PR sg

Jiig: MEAE: MH252

F 4R 127
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4-[(38)-3- 8k -2- BB AT -1-]-3- B-NN-— F A K Pt e 3 85 3
i RZEAL: MH'266

¥ )4k 128

4-[(38)-3- Bk -2- BAR LB b -1- 2 ]-3- #U-N-F A A -N-F AR F B A &

B 2

Sk MFAE: MH294

F A 4R 129

'(38)-1-(2- F-4-# K H)-2- BRI -3- 2L T RA BB — A% T Bg

£ OCTF, 2% FFBTHEAOmMD) T 69(3S)-1-2- F-4-H2 K 3 )-2- B,
g b -3- R R FEAR T B8 (1.0g) A — 48 B — 4 T B85(0.571g)8) TR T M
(2.5ml)iERFe 4-(ZF REL)HZ0050RE,. ERAATHRAEHHAREE
B 3.5 I aF. B RA Y T BRI A B R T B5(0.571)8 TR T
i (2.5ml)is ik A= 4-(= F R )e2(0.05g), FHA5ZRAMAE RS THIE 18
DN, BAEREER, R Ao T LB LB S BAMERZP .
B GAERKRE, FROEETHRBE)FRERE, SHEYER TR
JE 69 DCM A0 B 2| 326 SPE L (AAx, AIRTI: LB LB =20:1 £
9:1 M), FEAFAILE4(0991g), 44 & B4,

Bk mEALAH MH 521

¥[8l 4K 130

(35)-1-(4- LA -2- BOR A )-2- RAX et oB br-3- 2 B F AR T B

I BL AL 69 (BS)-1-(2- f-4- 2 3R 3)-2- B AR b o8 42 -3- 4 A T A% 4 T B
(1.05g) 449 F B NN-—F 2 ¥ BLA(20ml) s R 40K B R 85 40(0.42g), =T
(0.67ml), T A THABE(1.62ml), 1,3-=(=FKEMRE)FIE0.124g)F LB 4e
(I1)(0.034g)4L 22, JFiZRAEMAERAAT T 80°Chush 7/ 6f, 12 A 2p 54
18 B, AR EEA, A F R A 0.1%49 F 82:7K(10ml)F= Z # (10ml)
A, WL RGMETETHIN4 I, REBERE. FHAMHERTR
JE 89 DCM F 408 3| T4 32 ¢4 SPE (A0, BRI LR LB =5:1 24
LB LEERBL), 1FEAFALA4(0.362g), EAHEEH K.

Fig: MEA/E: MH 337

R AL FE F ik, HE T 54sd:

¥ 1Al 4k 131
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(39)-1-(5- T B Hootbow -2- 2 )-0- AAX k& b7 -3- 28 BJE F 854 T 8%

S REAL: MH 320

¥ 184K 132

(3S)-1-(4- LBt AR -2- BRIAR)-3- IR oo A -2 - BF) 36 B 3

Fiig: WEA4E: MH 237

9 E] 4k 133

(3S)-1-(5- ZBE A vbmg -2- 20 )-3- R Ak ke 45 -2 -BR 2 A 36

St R MH 220

¥ a4k 134

(E)-N-{(3S)-1-[4-(1-i& T, 3 )-2- BRI ]-2- B rteb 7 -3- 201 -2-(5- B
2-F) T B

0CT, H(E)-2-(5-AE%-2-K)-N-{(3S)-1-[2-F-4-(1-F X T )X H%]-2-
TS ST -3- 2 ) TH BB (K 464] 135)(0.149g)FF)% DCM(6ml)* ¢4
B A0ER(0.136Q) A3, It 5 24F. MRS T RO HMANZE
A M(0.106g), FIF R E M 0 CHEH 2 I aF, KB B K ImA w2105 (0.136g)
Fo = R AKE0.106g). ¥R AR E TR LR THIE 18 )0, 44z
A DCM W3t RlKikik, K0 BOHETIREEKGIIBH)F&,
JERYE BNRAR, Ao B A 249 SPE L (REIR, AR TK: LB GBS = 101
£ 2:1 M), FRAFAAAEM(0.09g), HAkKEEIK,

S REE: MH 506

¥ a4k 135

(E)-2-(5- 8& % -2-2)-N-((39)-1-{4-[1-( = P B AEA )L A |-2- AKX H )0
FAR B -3 20) T A B

J& & E4R 134(0.09g) FF 3 NN-=F & FBLA(4ml) ¥ 6495% A — FEtL
f4f(sodium diformamide)(0.019g)4 32, REERARAF S0C T intk 3.5
. BREHSHEER, REREEF, FI5R 4458 F DCM KKZ
. 5B A VETIRERKGIRIBEFBABERE, 3315841004
(0.075g), H A E ah iR,

g mE4E: MH 498

7 184k 136

(35)-1-[2- A-4-(F A A EH)RI]-2- BAX rthebodt-3- 2k B T BRI T B8
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34(3S)-1-(4-B A -2- B F H)-2- Bt es 3 -3- A AL F 8R4 T #5(0.3299)
T LB (Aml) ¥ 6955 ) T 1R 649 R BR(0.118ml)F= 5 # BF 4K (IV)(0.106ml) & 32,
FIF L RA WA TR T I 18 I oF, BAMAANMEALH(0.027), HH5 K
FHapt—H 8 3 DEF, RER 35%HEK(AM)BER, & EAFFFREHH+
I BIRJEIRGE . AL T ) IERE TR 49 DCM ¥ H e 2| Fi4 2 45 SPE
E(AERR, MIARTHTERTEE =10:1 £ 1:2 3AL), F2FALE4(0.080g),
EAHEEH K,

R MEAL: MH 352

¥ a4k 137

(3S)-1-[2- B-4-(F T BEA SR H-2- FAR & br -3- A FUE F B 4= T By

H(3S)-1-(4- 2k -2- R AR)-2- R rttm -3- 2 R F B A T 85(0.133g)
#f%T DCM (4ml), FH AR K LSFEREMA I E 0°C. Fho 2-F A AL
£.0.041ml), FHZREMHE 4 ) 8F, REREKRE, B34 EEK, %
El#k¢2 SPE(RAREL TR L, TERMK), F24781004(0.086g), L4 E
& B4k,

itk PEAE: MH'380

F AR T F ik, & T 5)4Lb-4:

% [8] 4k 138

(38)-1-[4-( TLBEAIR)-2- B R H)-2- BB 4 -3- 2L Bk F 8R4 T A%

Frig: ME{E: MH 352

¥ 84K 139

(38)-1-[2- F-4-(F B RO K HK]-2- AR oeb b5 -3- 24 B F 8 T BY

S MFEAEL: MH 366.2

¥ a4k 140

(38)-1-{2- #-4-[ F BRI (F AAEVEA IR A 2- BBt -3- A S Tig
AR T B

0°CT, ¥ 98%¢#) F B.(0.344ml)Hm 2| LELEF(0.718ml)F . 55 RAHE
60 CAhudh 2 I AF, A4 2 FBH A TIRW Ak hEm)HRE, %54 F k4
# £ 0°C, FFAi@Aa 7 XA (3S)-1-[2- F-4-(F B AR F R ]-2- BAX ot b -3-
AR FBARTER(0.10g)8) F R Sk d(6m)a L, KEFHBEFRHF
RAF 2 DB, BUERREIER, FRAFEILE4(0.10g), EAD L& ik,
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g BEAE: MNH, 297

¥ 84K 141

N-{4-[(3S)-3-Fk-2- BB I -1-5]-3- AR A -2-F A ABLE

H(3S)-1-[2- B-4-(F+ T BLA R )R K] 2- BB AT-3- R A TR T
B5(0.086g)% % T T BF(2ml), FFFIA /K644 E 0°C. e TLELA(1mI),
F#HBEAREYIAABRETER., HF RSB 15 I of, RELERESAT
Ryg, 1FRATAILE(0.063g), HABFEERLY.

JRik: MEAE: MH' 280

FIR ARG E 7 ik, #1& T 5l1bb-4h:

F A 4K 142

N-{4-[(38)-3-F Sk -2-FA o bt-1- 2 ]-3- B KA TR

S REAE: MH 2522

F 1] 4k 143

N-{4-[(3S)-3- 8k -2- AR o8 b7 -1- 25 ]-3- R AL ) B Bl

i REAL: MH 266

¥ 184K 144

4-[(38)-3- 8 -2- AR -1-24)-3- BE A (R AL FRUE a5 &

Fik: MAAE: MH 297

J i8] 44 145

2-(2-38 TLHK)-5-R &%

0°C F» @ 2-(5-R-2-F5RK)-TE*(1220)F Z KA BQ14 g)8h Ak
THF(150 ml)iz & F Ae N w92 1B (27.50). J4iZ B M 5°C 3tk 15 4%,
EERBF 25 D0, AT, RELERAMHFREER, FiEH L4
it tkig AR (AR, AR TEDCM = 8:1 3BL)#AT44L, 15452404
#H(15g), £ A0k,

'"HNMR in CDCl3: 83.27 (2H, t, J 8 Hz), 3.53 (2H, t, J 8Hz), 6.66 (1H, d, J
4Hz), 6.76 (1H, d, J 4Hz) ppm.

* Schick %, J. Amer. Chem. Soc., 70, 1948, 1646.

F A 4K 146

2-(5-FEH-2- ) LA BL R
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I HL 6 AR 145(14g) 69 R BR(125ml)iE % & Ao A T BLBA 40 KR SR
(10.5g F 125ml 69K F). EREMiAE R 18 IR E RS, 133046
B4R, iz B4R 50°C A= T4 18 /I af. 4%i% 3 FAEBLA(90ml) ¥ ¢4 3%
RAE 150°C Aot 2.5 1 0F. RBREY, FF@4F2|69HF &4+ A DCM #o
Ko MERIERG KRG, PiFdRpBTbeikAz 8K, FAobitF
=73 RhBLEATLAL, FRAFMEW(1247g), HEAHAREHHRY.

'H NMR (CDCly): 83.70 2H, m), 3.22 (2H, m), 6.72 (1H, d, J 4
Hz),' 6.79 (1H, d, J4Hz) ppm.

F A4k 147

(3S)-1-(4-8 A -2- A K H)-2- Ao ob b7 -3- 2 B Fdi 4= T g

EAZT, & FiE4Kk 952.50g) 8 LBE(220ml)iE & A E] 10% 84 4e- 5%
(1.54g, 50%E =), AFEFREARAATHRE 16 )8, KE5iAiL Celite™
WiE, R TEBMRRE. RERLASTER, BEREGHRKY, &
% SPE-SCX(A 10%(JtZ 0.88)49 & T BR i R L)k, 1FR|47R1LE4h
(1.985g), HH& &aKKey.

SR ME4E: MH 310

T IE) 4 148

(38)-1-{2- B-4-[(F A BL AV B NR A 2- BRI -3- A R A IR T

& F 184K 147(0.1g) 49 K DCM(Iml)IE R RAR T A4 2 0°C, 4%
R T 7K eHes2 (0.06ml) = F AR BLR(0.03m) AL 2, SR /& 42 0°C Ht3¥ 2 /) af (LA
gAY ERMEH T BE>FESBESHUE), BiERTRE
iR, Al DCM##, Riefs B EMAkk. $% E0HIETRE KK
BHFLERAATERL, BIHULERR, 12 SPE(AAR, A DCM, RE
R LER TEBS BeRL) 44l , 13 B]A7R0104-4(0.068g), 4 & & 4K,

S MEAE: MH 388

g 84k 149

N-{4-[(38)-3-RJIKk -2- A Atk b -1- 2 ]-3- SR AR | F Al Bl 3k 85 2

9 E 4K 148(0.066g)44 F B3 (Sml)A & A LEBLA0.5SmDA R, HERA
ATHH 6 I, REHE 48 ot HiZBERAAEKL, F3aseynk
Ky, H4 SPE(CIS, RKEMB)thit, R 8aa, HAH G &40 50k
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(0.055g). ¥z &M & AT SPE(AK, A DCM: T 5 :0.88(SG) £ K =
100:10:1 Z6BL), 4FR|47A040E8-49(0.033g), £ A4 EF6g3k38K4p.
Jii#: REAE: MH' 288

1. Klimkowski, Valentine Joseph; Kyle, Jeffrey Alan; Masters, John J oseph;
Wiley, Michael Robert. PCT Int. Appl. (2000), W00039092.

B F Xa ¥4I 4E A a9 4890 K30(1)

I ALK B 691 (% 4646) 2, 19, 20, 21, 22, 23, 52, 73, 83, 85,
89,90,102, 105,123, 124,125, 127), YA #1 A N-a- f.2 3 & -D-Arg-Gly-Arg-
STAEABBE RN R AR, BELAL ERBTITHALEF Xa 6448
71, MEEARS AT Xa 44 7E ., HESWliE Be9REd 10mM 6
ZF RGBT, KA TRTANE S RBAT, FRE R0 4
50mM Tris-HCl, 150mM NaCl, SmM CaCl,, pH 7.4, # &4 A% H-F Xa (&
LR A A 0.0015U mlY ), LS ABETIE I 15 047, RBMALF(RYL
REH 200uM). 30 24P /5, it A K 2% G B4 4] %) % H-D-PHE-
PRO-ARG-#&, ¥ 2 8R4 1L R 5. #| /] BioTek EL340 3 Tecan Spectrafluoro /e
R E LR 405nm K EYB A, H T HKBF ICso 14, A1 ActivityBase®
Fo XLAt A7 5038

B T Xa #p414E A 69 R 90 K50 (2)

RIEAK NG HTA Letdh, AFAAERA 110. =(CBZ-H A BH
FUB-L-t 2BR ) BEAEAR 4 3R 2R, B ad AR 3 R XIe T Ar 4 AL Xa BT84
e, MEHEMINGA T Xa rdliE M, FEMAYELHRED 10mM
0= F B SRER, REAT R T AL RIT, FEEF iR a4
50mM Tris-HCI, 150mM NaCl, 5mM CaCl,, pH 7.4, B &4-FF Xa (4
RAEA 0.0003Uml")., $5adnFeBaHE 4k 15 54F, REMALF(RER
B A 10 pM), 3 Bt &, i@itde A H-D-PHE-PRO-ARG- £, ¥ £ B¢ 55 &
ik, #) ] LIL-Analyst % 73+ YWl A 485 nm &K /535 nm £ He5% %, #
T K47 ICsofd, #1 ActivityBase®fo XLAit®H 474538 .

Ki {E 69+ 5
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Ki =ICso/(1 + [#/7)/Km)

LA K386 Ki T vAif it ICso 1B R A 1.6 MiF 3|,

@it bk B F Xa MK Z — 5K B 64 FEAT A A 50 6 LS4 3 B
P E M,

RikALEHHeg Ki 1B F 1uM (FE#H5] 1, 2, 3, 4, 5,6, 7, 8, 9, 11,
12, 13, 14, 15, 16, 17, 18, 19, 20, 21, 23, 24, 25, 26, 27, 28, 29,
30, 31, 32, 33, 34, 36, 37, 38, 39, 40, 41, 42, 43, 44, 45, 46, 47,
48, 49, 50, 51, 53, 55, 56, 57, 58, 60, 61, 63, 63, 64, 65, 67, 68,
69, 70, 71, 72, 73, 74, 75, 76, 77, 78, 79, 80, 81, 82, 83, 84, 85,
86, 87, 83, 89, 90, 91, 92, 93, 94, 95, 96, 97, 98, 99, 100, 101,
102, 103, 104, 105, 106, 107, 108, 110, 111, 112, 113, 117, 118,
120, 121, 122, 123, 125, 128, 129, 132, 133, 135, 136, 137, 138,
139, 140, 141, 142, 143, 144). EARizeE4hed Ki {40 F 200nM(FE 4
#1, 2, 3, 4, 5, 7, 8, 11, 12, 13, 14, 15, 16, 17, 18, 19, 20, 21,
24, 25, 26, 27, 28, 2930, 31, 32, 33, 36, 37, 38, 39, 40, 41, 42,
43, 44, 45, 46, 47, 48, 49, 50, 51, 53, 55, 56, 57, 58, 60, 61, 62,
63, 64, 65, 67, 68, 69, 70, 71, 72, 74, 75, 76, 77, 18, 79, 80, 82,
83, 84, 85, 86, 87, 88, 89, 91, 92, 93, 94, 95, 96, 97, 98, 99, 100,
102, 104, 105, 106, 107, 108, 110, 112, 113, 120, 121, 122, 123,
125, 128, 129, 132, 133, 135, 136, 137, 138, 139, 140, 141, 142,
143, 144), L2 FRE&MEHE Ki {4 F 200M (1, 2, 3, 4, 5, 7, 8,
11, 12, 13, 14, 15, 16, 17, 18, 19, 20, 21, 24, 25, 26, 27, 28, 29,
30, 36, 37, 38, 39, 40, 41, 42, 43, 44, 45, 46, 47, 48, 49, 50, 53,
55, 57, 62, 64, 70, 72, 75, 76, 77, 78, 79, 80, 82, 83, 84, 85, 86,
87, 88, 91, 92, 93, 95, 96, 97, 100, 104, 107, 110, 112, 120, 121,
122, 128, 129, 132, 133, 136, 137, 139, 140, 141, 142, 143, 144),
RAR‘AE MGG Kifa ) F 10nM (1, 3, 4, 5, 7, 8, 11, 12, 13, 14, 15,
16, 17, 18, 19, 20, 24, 26, 27, 28, 29, 30, 36, 38, 39, 40, 41, 42,
43, 44, 45, 46, 47, 48, 49, 50, 55, 57, 62, 64, 75, 77, 78, 79, 80,
82, 83, 85, 87, 91, 92, 93, 97, 100, 104, 107, 109, 110, 112, 120,
122, 128, 129, 133, 134, 136, 139, 140, 141, 142, 143, 144).
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R E 5k A B8 7 B 0 (PT 89 7 %

A& fo B TATHRBRAAIE R F (b4 9:1), AR R LKA 0.38%94F
HERE. £ 4°C T, vL1200Xg B B AT B AL T2 49 do s KA 20 -4,
GEIES 8

PT X34 37°C T -F @ 8FM IR IR BARE b 4T, 45 S0uL 454888
SLEE 44 o VAR 25uL ) T 3F B 64 2.8%64 DMSO 84 25uL #4iX3a b A4 (5
f&T DMSO, FH## T KF= 2.8% DMSO ¥, FHIEXIhd R4y 0.4%8
DMSO), A7 4&FTREREGREASRELSRE T, HiZRESME 37°C 32
o1 240, RBEAA 100Ul 69125k o B R B IR A (8L 4% F #9 S itit do
B J7 % B o A4S, H RARIEZ-H)3% F[Sigma] 69 A 580 B, AR KEH
BLAleg). —E AN o Be RIYEEREY, TN B OHBHF— LI
R AR, ILRERETE ey atiE (A K 6 EFEE S 10~13 B),

W F 5 o B B B 9] (PT) 64 & iR 2

P RO TATHE B4R R P () 9:1), MAIF B BLIRE H 0.38%44%
WEHE, £ 4°C T, L 1200Xg B BATHBR A IR 4 fik 20 H4F, 133
¥,

PT iX¥r 42 37°C FTFEAKE P47, HRA MCA210 HHE 545 Db
A (Bio/Data 2~3]), A T X, 3525 ul @&4RATEE# 0.1~100 uM #5iX5
Eddg (B 1 mM T 10% DMSO F #9454 Fofn 32 4] 8) & 25 ul 4942
# i B8 R 4 B C Plus (Dade Berhing) @l SiH iz AE Y., —E o N85k s /B
#E& C Plus, MERME A RRBLEMENHAALLRGEFEES
10~13 %),

R LS Mk

LC/MS 7%

#7#) HPLC 4£ Supelcosil LCABZ+PLUS #-F(3um, 3.3cm x 4.6mm ID)
Li#4T, A 0.1% HCOH #= 0.01 M ZE4& AR GET A), VAR 95% T i #a
0.05% HCO,H /Kis & (&7 BYRBL, Bl BF K B F 7)) s LA A : 0~0.7 5-4F 0%B,
0.7~4.2 54t 0—100%B, 4.2~5.3 4-4F 100%B, 5.3~5.5 54 100—0%B, &
RA 3 mio# (4% 1), RiEMS)it &£ Fisons VG Platform /& L, #
Ao Rt FE W& [(ES+ve 40 MH A= M(NH))' 5 F B F|RF S E LA &5
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02828224. 8 o B E106/1067

[(ES-ve &£ M-H)y2F & F]7 X.

'H NMR &2 #] A Bruker DPX 400MHz & %4t % 64, ;t R AT
EEIRAE Hy AT .

Biotage™ &% & 48 #|F] Dyax 43 th 4 693 %-(Flash 40i 3 Flash 150i)
VAR BT KPSil 6948 do #4789 44k,

ARG & E Rk RIIHG T E, ;t T4 i iE At F
HPLCABZ+ 5um 42§ (5cm x 10mm 1.d.) L&) & 80a48 &84k, %8 0.1%
HCO,H K& &A= 95%89 MeCN, 5%7K(0.5%84 HCO,H), # %/ F 5|4 %
B4 0~1.0 4% 5%B, 1.0~8.0 %-4F 5—30%B, 8.0~8.9 9~4F 30%B, 8.9~9.0
54 30—95%B, 9.0~9.9 54¥ 95%B, 9.9~10 4% 95—0%B, Aikb Sml/

2-%F(% % 2). Gilson 202-48 401k % % & VG Platform /R i 4UR B4 1) B 2 3L
ARG AR A .

K649 3334 & 48 Whatman & 4 49138 %,

SPE(E 48 # %) & 4% R A International Sorbent Technology # F&/ &) i 4
B9 AL,

TLC (7% & &,3£) R 45 XA Merck £ 69784 5% 60,54 89 TLC #.
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