< L)
$124328 (5 = BT #E = H Flx 2021(+H13)E3 198 £EH  (12)
<, GBLIZEER.
D FEEDEZEEMEBIEISEDS
RXH = dmm0BEAS R
wELLZSE 8w
—T— = [ C F — S
SESF LB RO/ UL
Rl /13X x . E - ?%EE%%E}%%
B ity
5TFIC NIC&EB
E1 FAILT7-ERM/T T LIEMIROBIE S Avenac DFFEE R
TIPSO, ) OH 1TSOH aomnl%] .’OBZ 7J 5 0_? “E g
1 3 Rha{OAC)s M HoodMomiPOyIBAT: ! oH ’ Y H %,g /j\ oA ) [y Gt_\ %
P& =5 =N o g ) S T
99% Onga as%(aum trans = 10:1) OPMB A Z( > E‘;i 5 AR g BS
= S T DB E S NEE R R
2 BN CwmSFrein &
008 1.1 00 5 £7 DEBZEDS KT I
catA,Cs,COy _ TESO" ME 2 B F Bl Y Y F 5 D HE AN
e 57 B TH DAL CE
?5%{32: ;:g 1‘5? iﬁf&\@@?ﬁfﬂibjﬁ j(
U 2 T DL B ) T &
Ba o o] [ara
5 (+)-Avenaol (81:19 er) %rb!
o BT DAmRANE 2 LE B
5 N.m ZNL b8 vkl bTE F
[2:©§=/0H rac-5 (1.1 q) @-\é\g\l %?Qifﬁu%%&%%ﬁ%%% =
o AR o e} BAESBroEmxrniccs M
T2% (er 94:6) DFTR I £ YR BBEBET L I’%ﬁ 023 E :]/7 o % g% O %:E\ _}33‘:/ g:: J%‘ ;% ;fj %
Wi h1PRENSTS 2 B
S LADRBECYeTT 2B &
SEprIapEroR0Ly B
H2 A JENA T REEORNEFSILRA Y TFRR I BRocomo@E T 415 &
() FINEHMEEAN: | -TRINNILECEOTH oxa-Michael {110 5©G srarssniid o Tﬁ"
A~ OH cat E (20 mol%), cat F (20 mol%) K= Bl:;"_; . ¢ o] . . — .
o TEEEET Qe i S mgEzEmELSR FRY
¥ * : i % DR 2 E 2D EICD ZIK
) A RS TUSFRERUE D FMFHR azo-Mchaol HRR o | B¢ 75 il i L7 Hﬁ ”éo mo ~F V& E T
gy QI 0L, %7 TCAESETEGETRS
PhCO.H (1.0 equiv] n o — =r, : | o N}
: R,%:COZH C‘zC=CCIec0;M;.;s;’~.n R”E“VCO*H T F G: : (5)-chi :ﬁ‘gmmﬂ ?1; g {J[: % Z OF% % o’:_%— 6\ ]]J\ 7%)‘ % (E g ié% % 1£
64-85% (90-97% ee) 10 sitagliptin-Boc (91% ee) CF; -chromanethanol ee) yi )N Bl < 5 3 )] &5 8 —
Giii) AR OB G TEF R AL-FFF thia-Michael MEREIZETHFIILA v FHE S % :Ifﬁt > ]\% %: % < % % % ;]/: % % }é % ﬂé I:'I
Meo:@\c, cat G (10 mol%) AL OOH |, MeO catG(10mol%) m‘,}’_g {77'3 E&t B 1 6 K CEE ] BN E °F
@ meo 5"00 = CCl,, MS 44, 1t e - : WI:LSH P j:/loL pak U a@’k & R®ILUK 1 <
12 M ] MNHOH  PDF target family: 79% (84% ee) 79% (B4% oe) ent1z ™ MRt
10 q LAt R a 0Ll REEE2Y
s A s < | Z AN
B[omz @NJLN‘--Q ) A Hﬂﬁ”e TR UOBRK 93 Y IR T ELS DR S
O\QA e | [ oyl ERIC R NE eSS RDE = EENL Y SR
o k-:__n_ﬂ\o,e RE RIS o T RIE By YA E S FERBAL®RT
: (HOx H..),ol AUEERIDDEn B PR 22T DS
o S ™Y 2UVAmA I EAEORSICH LERE Y S WL
S — TN I Il I
3 B ‘R S - = N
Ve B Y %?ﬁ‘a‘é%ﬁﬁfﬁﬁ% CIR & A BN
fE 0L ¥ ok NE O DO 2K UL F 7R WA KRG
) _ TR H#E SR AW NOKEETCM
E3 ~ATFFREMEE o- )2 Lk 8N
0) BEFARROATFRBAERET DHReem MO MM OMSE s il - HO. OH i O L I R K THG O B
RZ o g — £Y <
® PRy Aoon %M:tt:::neoi}smc MHN\E)L”/L%HI @ 5 I6 ?% b% g %%J /7\0’ it & 3 % £ 12 F]/ g g{ % %’ 2
1 ' y B9 R % [ Y N A
H (R'=Bn, Et, Me) 67-97% (dr >89:1~91:9) @ O % ~3 @’j‘\ ;E ’i % }.? 9; gﬁ 17» ;’ }% 5 % (r; 7 5 ‘}:\[ %
() Y BAE UM 1 2-cis- IS DA R L l = N SIS N C g L 2=
o o g, Py v ic RLZZED U7 g2 ENESRLH
o L ™ v my| _ ; Ll SR E B XTnhzem 3k
e S 4h, Mo, 1 oA % CEv O WnBED IF 5 oo BNy R
13 14 O 46.99% Sorn, T I W CHREENR Y °HO SR YFIFE NS K
alte-guavk  OR NV 7R Y s A B DI E A
cat J (10 mol%) RO 3 J é }‘i 9]:‘_ % % Zﬁ%ﬂg /11 /;% ﬂ 'F% ZZ % ?% EEH Q
® R'of"‘&. MS 4A, MeCN, WO | et ] (Y= Mo) 7 = Re 7 R
il 5 QP{DE’? 61-97% (a-selective) EENS N | emdiachy |
fa-(1,1)-kLnO—R 4 N — N _
i) ADY LS VA YaL Uz E Y U UL A 9 L 9 D T8 LalEx T o
{)\D;OE ‘st-li?&ﬁéml.?#'flim::{tﬁm O . ZER LT S ‘@éle—%)\sU ORI
BrO Q £ cat K (10 mol%) e WY s —N@ OTf A L‘% N e N ﬂi 75 J% 1\9 Bd 4 ' bR = ax 1 A F b
Jlhca g ¥ e e COAllyl O P—x = BE & 2 2 B ogh I 716 Vb 7L 14
Oy O ! MS“:;CENHZCIEJT AO 5 ooz ‘ ) 5:\ gﬁ g§ %.T\\ Y f}g (3= % ‘;/Q gl ﬁ € % % z ; % Ol)
N ° NE RS s d=% %h <
Bno 08BN COoNH, cat L (10 mol%) E"O§OB; 7 (e % % g@: > % 1t g % g f Z 1 ]S % 12 & 1]\5 * %
i anol&,f; " b NCOal  AWMS, oluene, 70°C B0ty COA! p—d CIcBZHkICH U Aafbx T Bic el &Rl
o= 52-81% (@ only) 0 NHCbz catL(X=Cl) _| % % ﬁeﬁ ; fv% % % Z: i% % }{/ 0/? TX’?: :/—EE é %E ? g% Eg
EWCrEBE®RE X CESFEACEDT

| HENEE AR BEBEEE TS LT
e 202122 &

=N EERREM - BIE

W7

WMEORES

AT e UCHR CIERES % 72 DI B2 SRR B FRIEM - il

ERRIMRER - HIE

FAbo

O NERZ(FTIE>FDMDICKVEB T
B EEh TR PRESHIBH

OFER - FHENHBREIEESAHIE
NIEHPENLEE@BHLTHD
EFELPT U,

PEFRABMNBEMBEEIELVEIC
Ll THBEFEX | &28EHH L. BBCE

Bt

B D 28 A0
BERES DOHEERAND ?7‘3\5
o BENABEXWEIL.

BFE®RICT7YTIT—k

DR ZEFTE S E BR - FMEIFS >
ERONT %H”Em.%%éﬁ%ﬁﬂj%%g@r?fiﬁ . I!_EIJ}# {H}@J ﬁ@j% .................................

A4ZEFRIH -518 B
TEAfh 3,740 F Gtk 3,400 F3 + % 10%)

EEHR

MEEAIAT & IR G 1R 2 TR | T ORI RE & BRRRAET ) |

MHiRIC 31T 5 HJm) & KRN ) D TE NS R 2 B E R

EEOTIENE. T V514 a3y 7 (https:llyakuji-shop.jp/) E 113,

EROKXERRTEI01E
FEEFHENNEIrsToo!

£ 3 FAX03-3866-8408% T,

ST 7 A VDETFER R B HMA s Icld 17 I Bl Tum Lk o= 7 1 IV (IR = G ) ORI IS ALTIAT S O ECE AL

NDEREE - FEETERE - TS | IS &

MM EERRIE TEL:03-3862-2141

BLIEWVEHT 710V (EIRMEE) ZHAERL BEXERZ ETTHRAINS
shinbun@yakuji.co.jp http://www.yakuji.co.jp/

PRSI, Z T
BEIFTHERTEEL,




