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P(OEt)s, 165°C, 72 h
| 21-30% l
R R 1.48% HBF,, NaNO, R
AcOH, H,0 R X Me
OoN Z X SnCly2H,0  HyN y X 0°C,1h N _ X m-Xylene —
< EtOH, A, 3 h | 2. NaNj | A 6h \ N
Me” 'N° 'Me 60-92% Me N™ "Me 67—90% Me~ N7 "Me 31-89% N
H Me
X Me
MeQ 48% HBF, | X = CO,Et, CON
MeO - N NaNO, R = H, 4-Me, 4-OMe, 4-Cl, 4-F, 4-Ph, 3,4-(OMe),, 2-OMe, 3,4,5-(OMe)s
"\ ACOH, H,0
Med  N=N  Me 0°C,1h, 64-84%

Tepmommzom 3(5)-a3umo-4-apUITHPUANHOB CHHTE3UPOBAHbI 1,3-IMMeTHI-4-3TOKCHKapOOHII(IIMAHO)-B-KapOOIMHBI U MCCIENOBAHBI MX OITH-
YecKHe U THIOTIMKEMHYECKHE CBOICTBA. B KauecTBe MCXOMHBIX COEMHEHWIl BIIEpBbIE OBUIM HICTIONB30BAHBEI JOCTYITHBIE HUTPOIMPHIVHEI
lanya. [Ipu nua3oTHpoBaHMK 3-aMHHOIMPHIMHOB C TPUMETOKCHAPWIIBHBIM 3aMEeCTHTENIeM B rojioxkeHnH C-4 IUKIIa MHpHIMHA peakiueit
BHYTPHMOJIEKYJSIPHOTO a30CcOo4YeTaHus ObUTM mosydeHs! 2,4-numertui-7,8,9-tpumerokcunupuol3,4-cJuunHonussl. [Ipy oreHke rumo-
TJIMKEMHYECKUX CBOWCTB YETHIPEX MOIYYEHHBIX [-KapOOJIMHOB OBUIO YCTaHOBJICHO, YTO J3THI-1,3-numerni-7-¢prop-9H-nupunol3,4-b]-
MH/1011-4-KapOOKCHIIAT, B CTPYKTYPE KOTOPOTO IIPUCYTCTBYET aToM (Topa, o0iiagaeT HauOOIbIINM INIFOKO30CHIKAIOIUM ACHCTBHEM.

KiioueBble cjoBa: a3unonupuauH, HUTporupuauubl ['anuya, 9H-nmpupo[3.,4-b]unnon, nupuno[3,4-c|UMHHONNH, a30coYeTaHHe,
peaxuus Kanorana, nuknuzamus.

AJKanouJ; HoOprapMaH — caMoe IPOCTOE MO CTPOCHHUIO
coeMHEHUE psga [-KapOOJIMHOB — 00JAfaeT MIMPOKUM
CIIEKTPOM GHONOrHUecKoil akTHBHOCTH.! DTO O3Hauaer,
9TO MOJIeKyna HoprapmaHa (9H-tupuno[3,4-blunmona)
apisiercss papmaxopopom. [lo ompenenenmio I1. T'ynna,
(dbapmakodpop — 3TO MOJIEKyJa, KOTOpas pacrlo3HaeTcs Ha
perenTopHoM caiTe, a Habop ee CTPYKTYpPHBIX OCOOEH-
HOCTEil OTBETCTBEHEH 3a OMOJOTMYECKYK AKTHBHOCTH.”
Bug Ononorndeckoil aKTMBHOCTH 3aBHCHAT OT HAIWMYUS B
CcTpyKType P-kapOoiMHa pa3NUYHBIX 3amecTuteneid. ['apman
W TapMHH OTIMYAIOTCA II0 CTPOSHHI0O OT HOprapMaHa

© 2021 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

MIPUCYTCTBHEM B X CTPYKTYPE METHIILHOW U METOKCUTPYTIITBI.
OTo mpeAmosiaraeT BO3MOXKHOCTh HAIPABICHHOTO H3Me-
HEHUs OMOJIOTUYECKOW aKTUBHOCTH [B-KapOOIWHOB IyTeM
BBEJICHUSI PA3IMYHBIX TPYNN B WX CTPYKTYphl. buono-
THYECKON aKTHMBHOCTBIO 00JIAZIAIOT HE TOJBKO MPUPOIHBIE
B-kapOonmuHBI, HO M WX CHHTETUYECKHE CTPYKTYpHEIE
anasoru (puc. 1).

CyIiecTByeT TpU TJIABHBIX CIOco0a BBEIEHUS pa3ind-
HBIX TPYII B MOJIEKYJY OPTaHUYECKOTO COEIUHEHUS:
BBIOOpP MeTOoJa CHHTEe3a, TpaHchopmalysi HUMEIOIIHUXCS B
CTPYKTYpe (YHKIHOHAIBHBIX TPYNH W (YKINOHATH3ALINS
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Norharmane Harmane Harmine
Pucynok 1. B-KapOonuHbl HOprapMan U €ro IpOU3BOIHBIE TapMaH
U TApMUH.

ceszeit C—H apomarmueckux nuknoB. IIpsmas dyHknmo-
Hanmuzanus csizeid C—H B-kapOonnHa peakuusiMu 3JIeKTPO-
(UIBHOTO 3aMeIIeHHsl JIETKO OCYIIECTBUMA TOJBKO B
OEH30JIbHOM LIUKJIE, @ DJICKTPOHOACUINTHBIA LIUKJI TUPH-
JUHAa MHEPTEH B OTHOIIEHUHM STHX peakiui. B cBssu c
9THM Ba)KHOE 3HaYEHHE UMEIOT METO/Ibl CHHTe3a P-KapOoi-
WHOB C 3aJIaHHBIM HA0OPOM 3aMeCTUTENEeH B TUPUIMHOBOM
LUKIIE.

Cunre3 B-kapOosmHa U3 Tpuntodana no peakiyu IInkre—
[Inenrnepa mo3BoJisieT cUHTE3UpoBaTh 1,2,3,4-TeTparumpo-
B-xapOoOJIMHBI, JIETKO OKHUCJIsieMble B apOMaTHYecKue
coemuHeHus. [IpucyTcTBHe B CTPyKType [-kapOonmHa
KapOOKCHIILHOUM Tpymibl B mojoxxeHun C-3 1uKIa MUpU-
JuHa oOecreunBaeT BO3MOXKHOCTh CHHTE3a LEJIOro psiia
COCAMHEHUII myTeM TpaHchOpMalMu KapOOKCHIILHOM
rpymms’ B-KapGomiHbl, coepikaliiie 3aMeCTHTEH B TI0MI0-
xeHun C-4, CHHTEe3UpYIOT IpYTUMHU METoAaMu: 1) B3auMo-
NEHCTBUEM WHAON-2-KapOanbAeTUIOB U  3aMEeIlleHHBIX
NponaprujaMuHOB ¢ oOpa3oBaHueM ocHoBauuii Lludda,
NOCJICAYIOIE H30MEpU3alell aleTUICHOBOM IPYIIIBL,
NPUBOSIIIEH K 00pa3oBaHHIO aJUICHOB, M OT-a3alMKIN3a-
1Ml Mocae HuX B P-KapOoTuHEL " 2) KaTamu3HpyeMbIMH
NajuIaiveM peakuusiMu N-3aMeIeHHBIX mpent-0yTHINMH-
HOB HHAOJ-2-KapOanbJernaoB C HWHTEPHAIBHBIMU allKH-
Havi; ™ 3)  omHOpeakTOpHBIMK  KatammsupyembiMi  Ag(l),
Bi(Ill) u Pd(Il) peaxumsiMu (TpOMHOTO pelieHOro KaTaiusa)
C KacKaJioM cTajguil: 5-ox30-Oue-nyknuzanus 3-[2-(To3ui-
aMuHO)(eHmn|rekc-5-eH-1-uH-3-ona B MHJOJNWH, HYKJIEO-
¢wibHOE a3uAMPOBAHHE [BOWHON CBS3M HWHIOJWHA U
TEPMOJIN3 a3U/1a B HUTPEH C LUK/IM3amueil B P-kapOou;
4) B3auMoOJeWMCTBHEM THIPOXJIOpPHIA TPUNTAMHHA C
STUJIOBBIM 3(PHUPOM TJIMOKCHIOBOM KHUCIIOTBI C IOCIEIYIO-
IMMH  alWINPOBAHHEM II0 aTOMy a30Ta TeTparuapo-
B-xap6osinna, okucnenneM DDQ ¢ monydenuem 4-okco-
kapOosimHa, MpeBpalieHHeM KapOOHWIBHON Tpynmsl B
METOKCHTPYIIITY PEeaKIyeil ¢ TUMETOKCHIIPOIIAHOM B IIPUCYT-
crBun p-TsOH n apomaTusanmeii xaopanutoM (cxema 1).*

B nmanHoii paboTe ommcaH HOBBIH METOJ CHHTE3a
B-kapOOTMHOB C 3TOKCHUKApOOHMIBHON T'PYHIION M IHaHO-
rpymoii B moioxkennn C-4 muKia THPUANHA, a TaKKe
HCCIIeIOBAaHA 3aBHCHMOCTh ONITHYECKHX M OMOJOTHYECKUX
CBOMCTB MOIYYEeHHBIX 3-KapOOIMHOB OT UX CTPYKTYPHI.

IIpocroTa cuHTE3a HUTPONMPUAMHOB ['aHua sBUIACH
Ui HAac CTUMYJIOM HWX WCIHOJNB30BaHUS B KadecTBe
HUCXOJHBIX COCIMHEHUH ISl TOJIydeHUs [-KapOOIWHOB.
Peakums Kamorana B kadecTBe OJHOCTAAMIHOTO METOJA
cuHTe3a B-KapOONMMHOB MPEICTaBIIACh Hanbosee MpuBJe-
KaTeJIbHOM, HO He onpaBiaia oxunanuil. Ilpu nposenenun
peakmuu Kamorama ©e3 pacTBopuTeNns — CIUIABICHHUEM
autponmpuanaa la ¢ DPPE B kadecTBe BOCCTaHOBHUTEI,
oOpazoBanue [-kapOoimHAa HE TPOUCXOAHUT JaXkKe B
CIIEIOBBIX KonndecTBax.. B KaTaIUTHIECKOM peakuu ¢
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CxeMa 1
) Watkins et al.*2

@EW’ "\

R1

NaHCO3, MS 4 A
DMF, rt, 3 h

_ =

then 80°C, 6 h

R'l
Q&N
N
R

2) Jiao et al. 40

Rl—— R? R'" g2
m d(OAC),, NaHCO, =
- N
TBAB \
0, (1 atm), 80°C N
MS 4 A, DMF Me
3) Ramasastry et al.° R2
R3__R? 1. AgOAc, DCE R®
HO. 60°C, 12 h eSS
N
; 2.TMSN3,BiCl;  R* W
R* NHTs 60°C, 1h N R
3. Pd(OAc),, 80°C, 4 h Ts

) lhara et al. 4d
NH3 1. Et0,CCHO, EtOH_
e —»
Cl 2. AcCl, DMAP
EtsN, CH,Cl, N ot
X
1. DDQ, THF-H,0, —78°C to rt =
> N
2. Me,C(OMe),, p-TsOH, PhH \ ¢
3. CICGH4NHy, 1t N okt
X = H, OMe

PPh; u MoO,Cl,(dmf), B-kapOonun Taxxe He ObLI 0OHa-
PyXeH B peakimoHHO# cMecn.® B peakimu ¢ MEHbIINM 10
oovemy P(OEt); P-xapbonuu 4a oOpasyercs C HHU3KHM
BbIXO10M (Tabi1. 1).

[TpoGnembl ¢ 3PPEKTUBHOCTHIO BOCCTAHOBJIEHHSI HUTPO-
IpYNIbl NMUPUAMHOB la—¢ 10 HUTpPEHa M 3aMbIKaHHEM
MUPPOJBHOTO IHUKJIA [-KapOOJMHA MOXHO OOBSCHUTH
CTepUYeCKUMH mpensaTcTBuaMu g noaxona P(OEt); x
HUTPOTPYIINE, AKPAaHUPOBAHHON JBYMsI 3aMECTHTENISIMU
(cxema 2). Huskuii Beixon B-kapOoiMHOB 4a—C 3aCTaBUI
Hac oOTkKazarbesi OT peakuuu Kajorana s CHHTe3a
B-xap6onuHOB.

Ta6auna 1. Ontumusanus ycnosuil peakunu Kagorana
Ha npuMepe coenuaeHns la*

Boccrano-
PactBo- Temmepa- Karamuszarop, Bpems, Bsixon,

o (Koiﬁjlzziso) purens Typa, °C 5 Mok % q %
DPPE
1 (1.1 Mmmote) - 150 _ 10 0
PPh,
2 (1.2 wmoms) © hMe 110 MoO,Clydmf), 24 0
3 (1 ZP;]E;HB) n-llumon 177  MoO,Cly(dmf), 15 0
4 P(OEt), _ 165 - w0 g
5 P(OEt);*** 165 - - e

* Peakiuy ObUIH IPOBECHBI ¢ 1| MMOMb coenHenus 1a B atmocdepe No.
** BpIXOJIBI TTOCTIE XPOMATOTPahUUECKOH OYUCTKH.
*** 3amasiHHAs aMITyJa.
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Cxema 2
Method |
Cadogan reaction EtOQ Me
P(OEt); —
—_— \ N
° /
O,N Py CO,Et 165°C, 72 h R \
H Me
NS —
Me” N7 “Me 4a-c
1a—c
EOG me EO:C me EO.G  me
\ N we \ N meo \ N
N N N
H Me H Me H Me
4a (21%) b (25%) 4c (30%)

B nmanpHeiimmeM MBI OCTaHOBWJINCH Ha METOJE CHHTE3a
B-kapOomMHOB TepMon30M S-azuponupuanHoB 3, 7 a—h B
mema-xcunone. VicxomaHbie HUTpopuIuHE 1, 5 a—i Opim
CHHTE3MPOBAHbI 10 peakuuu ['aHua B 11Be cTamuu (compo-
BOIUTENBHBIC Marepuansl). BoccTaHOBIEHHE HUTPO-
rpymsl nupuanHoB npoBoamm SnCl, B EtOH (cxema 3).

Jua3zoTupoBaHrEeM aMUHOTPYIIIBI MUPUAMHOB 2, 6 a—i
NaNO, B cmecu AcOH u HBF, npu temneparype 0°C

OBUTH TTOTy4EHB! MUPUANHBI C AUA30TPYIIIOH, KOTOPBIE HE
BBIICJSIIN, a TIPeBpaIiain B S-asupnonupuansael 3, 7 a—h
IyTEM 3aMEHBl AWA30TPYIIbI peakuel HyKJICO(HIEHOTO
3amemieHust ¢ NaNs;. 5-Asupormpuawasl 3, 7 a—h Opum
MOJTYYCHBI C BBICOKMMH BBIXOJaMH, BBIJICIICHBI M OXapaKTe-
pusoBanel. HarpeBanme coemunenuit 3, 7 a—h B mema-
KCHJIOJIE TIO3BOJIMIIO TONYy4nuTh [(-kKapOommusr 4, 8 a—h.
Tepmomu3 S-asuponupuanaoB 3h, 7h ¢ HECHUMMETPUIHBIM
PAacIONI0KEHHEM JIBYX METOKCHUTPYIII 3aBEpIIMIICS 00pa3o-
BaHHEeM W30MepHBIX [-kapOommHOB 4h, 4h' u 8h, 8h' c
obrmmmu BeIxoaMu 94 1 92% CoOTBETCTBEHHO (cxema 3).

Hutpormupuamaer [aHua OBUTH  WCHONB30BaHBl B
Ka4eCTBE HMCXOAHBIX COCIMHEHHH ISl CHHTE3a 3-METHII-
rapmana 13a u 3-mermirapmmaa 13b  (cxemsr 4, 5).
I'unponmzom 3¢upHO# rpymms! mipuarHoB 1a,b Opu TOMTY-
4YeHBI cCoeqUHEHNU 9a,b, nexapOoKCHIMpoBaHHEM KOTOPBIX
cuHTEe3upoBaHbl  HUTponupuauHsl 10a,b. Boccranos-
JICHWEM HUTpOrpymIsl nmupuanHoB 10a,b Obutn cHHTE3H-
poBaHbl 3-aMuHONIUpUANHEI 11a,b.

st monydenust conelt AMa30oHUA U3 3-aMUHONUPUINHOB
11a,b B KauecTBe TMA30THPYIOIIETO areHTa 3G (eKTHBHBIM
osut0 mcnonp3oBanue NOBF,. HykneodunbsHeIM 3amerie-
HHEM JIHa30TPYNIBl ¢ ucnonb3oBaHueM NaNj ObuIn 1moiy-
yeHsl 3-azuponupununsl 12a,b. Tepmonuzom 3-a3unonu-

Cxema 3
| | N 7N
T Ri- RIC
=
SnCl2H,0 w  1.48% HBF,, NaNO, Method II
_ EOH FN -~ AcOH, H;0,0°C, Th Nax A~ X m-Xylene
| A,6h
NS
A, 3?1 Me N Me 2. NaN3,6?:>30 gg; Me X ve &
1,5a— 60-92% 2,6a-i - ° 3,7a-h

1-3 X = CO,Et, 5-7 X = CN
aR=H,bR=4-Me, ¢ R=4-MeO, dR =4-Ph, e R = 2-MeO, f R = 4-Cl, g R = 4-F, h R = 3,4-(MeO),, i R = 3,4,5-(MeO);

EtO,C

EtO,C EtO,G

EtO,C MeO EtO,C

Oy QU O Ot Qg

4a (70% ab (88% 4c 79% ad (73% 60%
EtO:C  Me EOG  me | e EO:G e EOG el
E - + -
cl N F \ N imeo N MeO N
N N : N N
H Me H Me : H Me MeO H Me
(72%) g (89%) : 4h (63%) 4h' (31%)

8a (77%) 0% 8¢ (

J@r/@@ﬁe

70%

8g (75%

5 =
O o
O
=
\
+
=
@
Oé)l

MeO H
8h' (71%)
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Cxemad4 R R
1. NaOH, EtOH/H,0O SnCl,-2H,0
— °C Z
Me” N" me 2 HCl e AN e N e
1ab 82-86% ab —CO, 10a b 11ab
52-81%
aR=H,bR=0Me
Cxema 5 Cxema 6
OMe OMe
MeO OMe MeO. OMe
1. NOBF,4
MeCN, -10°C m-Xylene NaNO,, 48% HBF,4 N
HoN h ° . \ R
) | N\ 2 NaNj No A, A6 HN AR AcOH,H,0,0°C,1h N~ |
~ P S S
Me N Me Me N Me Me N Me Me N Me
1ab 12ab 2i R = CO,Et 14a R = CO,Et (84%)
Me 6iR=CN b R = CN(64%)
— = \ N 3pEeHUs TIOMCKa HOBBIX OMOJOTMYECKH aKTHBHBIX areHTOB.
N Tak, yCTaHOBIICHO, YTO COCAMHCHUSI JAHHOTO KJIACCa MOTYT
13Hb Me ObITh 3(P(PEKTUBHBIMU CTUMYJSTOPAMH CEKPEIIMU HHCY-
.................................. A JMHA,' YTO MOXKET HCIIONB30BAThCS MPH TEPAMHM caxap-
Me Me Horo pauabera 2-ro Tuma. Ha ocHOBaHMM TIpeaBapH-
— - TEJILHOTO KOMITBIOTEPHOTO CKPHHUHTA mporpammoii PASS
\_ N MeO \ N (Prediction of Activity Spectra for Substances)’ Hamu Gbiu
H Me H Me BBIOpaHbl coenuHenus 4¢,g u 8eh, kotopele mccnenosa-

3-Methylharmane
13a (59%)

3-Methylharmine
13b (42%)

punuHOB 12a,b B Mema-Kkcuione CHHTE3UPOBAHBI 3-METHII-
rapman 13a u 3-metunrapmus 13b.”

JuazotupoBanue S-amuHonupuauHoB 2i, 61 NaNO, mpu
0°C 3aBepiaercst peakiueit dMeKTpOPIILHOTO 3aMeIeHuUs
¢ obpaszoBanreM mupuo|3,4-cluunHonuaoB 14a,b (cxema 6).
OOpazoBanue LMHHOJMHOB 14a,b mpoucXomuT B pe3ylib-
TaTe peakuud BHYTPUMOJIEKYJISPHOTO a30COYETaHUs COJU
TUPUINIIINA30HUA C 3HeKTpOHOH36BITO‘IHBIM TPUMETOKCH-
OEH30JIbHBIM IIUKJIOM.

Kak Obuio oTrMmeueHo paHee, NpPOU3BOJHBIE [-KapOo-
JIMHOB ABJIAIOTCA TICPCHEKTUBHBIMU COCIMHCHHUAMU C TOYKH

JIMCb Ha TUIIOTIIMKEMHUYECCKYI0 aKTHUBHOCTHL B TIJIFOKO30-
TOJICPAHTHOM TECTE€ Ha MbIIaX. BpUIO OOHapyXeHO, YTO
coenuHeHue 4g o007amaeT CTAaTUCTHUYECKH 3HAYMMBIM
[JIFOKO30CHIDKAIOIIUM  JIEUCTBUEM, CpPaBHUMBIM C JIei-
CTBHEM BWJIIATJIMIITHHA (pHC. 2).

JI1st u3ydeHnss MexaHu3MOB OHMOJIOTUYECKOTO JEHCTBHS
B-xapOoJIMHOB 4acTO HCHOJB3YIOTCS (DIyOpecleHTHbIE
MeTonsl aHanmu3a.'’ DNeKTpOHHbIE CIEeKTphl 9H-Mpuo-
[3,4-b]MHI0OB XOPOWIO M3ydeHbl,' oxHAKO 0 (GoTohu3M-
YEeCKHX CBOMCTBax 3aMCHICHHBIX MNPOU3BOJHBIX H3BCCTHO
HeMHoro. HenmaBHO MBI cooOrianu o ToM, yto 1,3-numMerui-
9H-tupuno[3,4-blurnonst 13a,b B pactBope EtOH cyme-
CTBYIOT B JIBYX (popMax — HEHUTpanbHOW M MPOTOHUPOBAH-
HOM, a UX CHEKTPBI (HIYOPECUEHIMK TPEACTABISIOT COO0M

24
22
20
= 18 1
g 16 - =8
E. 14 - 4g
§ 12 1 -- 8e
Q
=4 10 s e
3 8 .
% B e e RSy s Vildagliptin
; 1 — Glucose
0 0 30 60 90 120
Time, min

Pucynok 2. D¢pdexruBHocts B-kapbonmmHoB 4¢,g 1 8e,h B opanmbHOM TecTe Ha TOJNEPAHTHOCTh K Iioko3e. Ha rpaduke moxaszaHo
BIMsAHUE coeAUHEeHUH 4¢,g 1 8e,h Ha cHUXKeHMe BO BpeMEHU YPOBHsI [NIIOKO3bL B KpOBH Mbliei muHun CD-1.

190
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Normalized absorbance and fluorescence

300 400 500
Wavelength, nm

Pucynok 3. Hopmannu3oBaHHBIC CHEKTPHI MOTJIONICHUS U (IIyo-
pecuieHMu pacTBopoB coeanHenus 4a B EtOH (uepHast nmHuSA) U

EtOH + 2 xammu HCIO, (xpacHas TuHMA).

600

CYTepHO3MIMIO 3THX ABYX hopM.” BBe/IeHHe aKIenTOpHOH
TPYIIEl B THPUIAHOBEIA IIMKI MPUBOAUT K YMCHBIICHUIO
ero ocHoBHOCTH. CHTHanBl TMPOTOHHPOBAHHOH (OPMBI B
CIEKTpaX NOTIOMmCHUA M (IyOpPECHEHIINH COSAUHCHHUN
4, 8 a—h' MOABNATOTCA TONBKO TIPH HOOABICHUH KHUCIOTHI
(puc. 3).

@dopMa CHTHAIIOB B CIEKTpaX IOTIIOIIEHUS U (iryopec-
LEHIINA CYIIECTBEHHO HE MeHseTcs. Benenme kap0-
STOKCHJIBHOW TPYMIBl (coenuHeHWE 4a) W IIHAHOTPYIIIBI
(coenunenne 8a) B monoxenue C-4 1,3-mumerwmn-9H-
mupunao[3,4-b|UHIONOB MpencKa3yeMo IPUBOIUT K He3Ha-
YUTEIHPHOMY POCTY KBAaHTOBOTO BBIXOJa ()IyOpECICHIHH
(ma 0.13 m 0.12 cooTBeTCTBEHHO), a TakXe K OaTo-
XpOMHOMY CIIBUTY B CIleKTpax (iyopecreHuu (57-86 HM)
(tabm. S1, conpoBomuTeNBEHBIC MaTepraibl). Beenerue 3amec-
TUTEeNel B OCH30JBHBIM LUK CYIIECTBEHHO HE CKa3bl-
BaeTCs Ha IOJIO)KEHUH MaKCUMYMOB B CIIEKTpax IOTJIOIIE-
HUA 1 QryopectieHImn coequHeHnit 4b, 4e—g, 8h,h' (Tadx. S1,
COTPOBOIMTENBHBIE Matepransl). [ coemuHeHwnit 8b—g
HAJIMYAE TaKUX 3aMECTHTENCH MPHUBOAUT K THIICOXPOM-
HOMY CIBUTY MakcuMyMa QuryopecteHnnd Ha 27-51 Hw,
mo cpaBHeHUIo ¢ 9H-mmupuno[3,4-bluanonamu 4a u 8a, 3a
WCKITFOYCHWEM JIMMETOKCH3aMeIleHHbIX 9 H-tmpuno|3,4-b]-
naponoB 4hh'. [ns 3TUX coeauHeHUN HAOIIOIACTCS
KpacHOE CMEIICHHE MaKCUMYMOB (IyopecleHInd Ha 46—
61 am u Croxcos casur B 113—-120 am. HeoOxomumo otme-
THTb, YTO BBEJICHHE 3aMECTHUTEIIS B OCH30JIbHBIN UK, KaK
MPaBUJIO, TMPUBOINT K MaJCHUIO KBAHTOBOTO BBIXOAA JUIS
Bcex M3yuyeHHbIX coeauHeHui 4b-h', 8b—gh', 3a uckio-
yeHneM coenuHeHus 8h, B 3ToM ciydae HaOmromaeTcs
HeOOJIBIIOE YBEIMYCHHE KBAHTOBOTO BbIXoAa (Tabm. Sl,
CONPOBOJIUTENBbHbBIE MATEPHAIIBI).

Takum oOpazomM, Obuta paspaboTaHa HOBasi Cepus
MIPOU3BOJHBIX [-KapOOIMHOB M U3YyYCHBI UX ONTHUYCCKUE H
THIIOTJIMKEMUYIECKHE CBOMCTBA. 4-DTOKCHKapOOHWI- U
4-nmaHo-f-KapOOJIHHEI SBISIOTCA MPEBOCXOJHBIMEA 0a30-
BBEIMH COCTUHEHUSMH TSI MOJICTTHPOBAHUS OHOJIOTHYECKON
AKTUBHOCTH ITyT€M TpaHCPOopManuu 3(QUPHON W MHAHO-
rpynn B Jpyrue rpynmnbl. Bbuio ycTaHOBJIEHO, YTO 3THII-
1,3-numeriit-7-¢prop-9H-nmpuno| 3,4-b Junnon-4-xkapobokcunar
¢ atoMoM ropa B mupuao|3,4-b|UHIOIBFHOM IHKIIE B 103€
10 Mr/kr obOnagaer CTAaTUCTHYECKH 3HAYMMBIM CHHXKA-
IONIMM TIOKO3y 3(QeKToM, CpaBHUMBIM C JEHCTBHEM
BHJIJArIMIITHHA.
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BKCHepHMeHT aJbHadA 4YaCThb

UK crexTpsl 3aperucTpupoBaHbl Ha (ypbe-CIEeKTpo-
merpe Simex FT-801 B Tabnetkax KBr. Criexktpsr SMP 'H
u "°C 3apeructpupoBansl Ha crekrpomerpe Bruker DRX-400
(400 1 100 MI'y cootBercTBeHHO) B CDCl3 mimn IMCO-dg,
BHYTPEHHHUIl CTaHAapT — OCTAaTOYHBIE CHUTHAJbl PacTBO-
pureneii (CDCl;: 7.26 m. 1. s siep "Hu77.0 M. 1. s
sanep °C; IMCO-dg: 2.50 M. x. anst simep 'H u 39.5 m. 1.
s sAep 13 C). DnemenTHsbIi aHanu3 BbinoaHeH Ha CHN-
anaym3arope Carlo Erba 1106. ChekTpbl MOrIOMmEHNs 3armu-
caHbl Ha IMOHO-MaTpu4yHOM criekTpodoromerpe PerkinElmer
Lambda 750, ciekTpb! ()OTONIOMHUHECIIEHIIMN 3apEeTHCTPU -
poBanbl Ha (uryopecueHTHOM crektpodoromerpe Cary
Eclipse. B o00oux ciydasx uccieayeMble COeIMHEHUS
pactBopstor B EtOH takum o0OpazoM, yToObl KOHLIEHTpa-
IMs TOTY4EHHBIX PACTBOPOB Oblma Hmke 107 Mo/,
MounsipHbIif  KO3(HIMEHT CBETONMOMIOIIEHHSI ONpeelieH
o ommcaHHO# Mertomuke.'> KBaHTOBBIH BBIXO ucclienye-
MBIX COCIMHEHHMII OmpesieNieH OTHOCUTENbHO 9,10-mubeni-
aHTpalleHa C IIOMONIBI0 MeToxa cpaBHeHums.'’ Temie-
paTypsl IUTaBICHUS ONpe/eNIeHbl HA MUKPOHArpeBaTeIbHOM
cronmke Boetius u He ucnpasneHbl. KoHTposip 3a x0qoM
peakuuii ¥ YUCTOTOM MOJYyYEHHBIX COEIMHEHHMH ocylle-
cteiieH metogoM TCX Ha mmactunax Silufol UV-254. Jlns
KOJIOHOYHOM Xpomarorpayy HCHONb30BaH CHIIMKAresb
60—120 MxMm.

3-AMHUHOKPOTOHOHHUTPHII IIpou3BojcTBa Acros Organics
HCTIONB30BaH 0e3 JOMOJHUTENbHON ouncTKU. CHHTE3 3THII-
3-amuHOGYT-2-eHoata,'  HuTpoeHoHOB,"  S-HuTpOMHpPH-
muHOB la u 5a,'° l-uuTponpoman-2-oma,’ 1-(audToKCH-
MeTi)-4-MetnnGensona,t  N-(4-¢ropOeHsunuien)oyTaH-
l-amuHa'® BBIMONHEH B COOTBETCTBMH C OIYOIMKOBAH-
HeiMu MeTodamu. Coenunenns 11-13 a,b ommcanbl HaMu
panee.”

CunTe3 coenuHenuii 2, 6 a—i (oOmas MeToauKa).
Cmecy 2 mmonp HuUTponupuauHa la—i wmm Sa—i, 2.03 1
(9 mmoinb) SnCl,-2H,0 B 2 M EtOH kumsatsar B xonbe ¢
00paTHBIM XOJIOAMIBHUKOM B TeueHHe 3 4. PeakloHHYO
CMECh OXJAXJAIOT 0 KOMHATHOH TeMIepaTyphl, pacTBO-
pHUTENb YIAPUBAIOT MPU TOHMXEHHOM JaBiieHnH. OcraTok
oxnaxaarT U nobasnsior 52 mu H,O, TmiatensHO pacTu-
paroT 10 00pa3oBaHMs CYCIIEH3HH, 3aTeM MOALIEIaYHBAIOT
4.5 mn 10% NaOH. Kpucramuisl aMuHOnupuanHa GHiIbT-
pytoT 1160 skctparupyroT EtOAc (3 x 50 mu). Opranuye-
ckuit cnoit cymar Hag MgSO,, pacTBOPUTENS YIAPHBAIOT
IIpY IOHW>KEHHOM JaBjieHuU. [lonydeHHbll ocTaToOK nepe-
KPHUCTAJIM30BBIBAIOT M3 COOTBETCTBYIOIIETO PACTBOPUTEIIS.

ITHA-5-aMUHO-2,6-TuMeTHI-4-(Pe HUTHUKOTHHAT (2a).
Brixon 0.32 1 (60%), GecriBeTHBIE KPUCTAIUIBI, T. TUL. 122—
123°C (u-remrran). MK criektp, v, cM @ 3433, 3319 (NH,),
1722 (C=0). Crextp SIMP 'H (CDCly), &, m. 1. (J, T'):
0.87 3H, 1, J = 7.0, CH,CHj3); 2.48 (3H, c, 6-CH3); 2.49
(3H, ¢, 2-CHj3); 3.56 (1H, ym1. ¢, NH;); 3.94 (2H, x, J= 7.0,
CH,CHa); 7.25-7.27 (2H, M, H Ar); 7.36-7.45 (3H, m, H Ar).
Cnekrp IMP "°C (CDCly), 8, m. a.: 13.5; 20.3; 21.2; 61.0;
127.7; 128.5; 128.8 (2C); 129.0 (2C); 132.5; 134.9; 135.9;
142.8; 143.7; 168.1. Haiigeno, %: C 71.14; H 6.75; N 10.41.
C16H13N202. BLI‘{I/ICHCHO, %: C 7109, H 671, N 10.36.
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ITHa-5-amuno-2,6-gumerni-4-(4-merungesun)-
HuKkoTHHAT (2b). Beixong 0.42 r (74%), OccuBeTHbIC
kpuctamisl, T. mia. 105-106°C (u-remtan). UK cnektp,
v, eM ' 3294, 3179 (NH,), 1721 (C=0). Cnextp SIMP 'H
(CDCly), o, m. o. (J, T'm): 0.92 (3H, T, J = 7.0, CH,CHj);
2.38 (3H, ¢, CH;); 2.51 (3H, ¢, 6-CH3); 2.52 (3H, c, 2-CHj3);
3.63 (2H, ymr. ¢, NHy); 3.98 (2H, k, J = 7.0, CH,CH;); 7.14—
7.16 (2H, m, H Ar); 7.24-7.26 (2H, m, H Ar). Criexrp SIMP *C
(CDCl), 8, m. 1.: 13.6; 19.8; 20.8; 21.3; 61.1; 128.2; 128.5
(2C); 129.7 (2C); 131.4; 133.2; 136.5; 138.6; 142.3; 143.0;
167.9. Haiineno, %: C 71.87; H 7.13; N 9.81. C;7H»N,0,.
Brruucaeno, %: C 71.81; H 7.09; N 9.85.

ITHa-5-amuno-2,6-gumernii-4-(4-merokcudeHun)-
HukoTwHAT (2¢). Bexom 0.54 1 (90%), OccuBeTHbIC
KPUCTAIUIBL, T. WL 65-66°C (n-rerrran). UK crektp, v, oM :
3299, 3207 (NH,), 1702 (C=0). Cnextp AMP 'H (CDCl;),
S, M. 1. (J, I'm): 0.95 3H, 1, J= 7.0, CH,CH3); 2.47 (3H, c,
6-CH3); 2.48 (3H, ¢, 2-CHj3); 3.57 (2H, ym. c, NH,); 3.82
(3H, ¢, OCHj3); 3.98 (2H, k, J = 7.0, CH,CH3); 6.94-6.97
(2H, M, H Ar); 7.17-7.21 (2H, m, H Ar). Crextp SIMP "°C
(CDCl,), 6, M. n.: 13.7; 20.2; 21.1; 55.3; 61.0; 114.4 (2C);
126.7; 128.1; 130.0 (2C); 132.3; 136.3; 142.6; 143.4;
159.7; 168.3. Haiigeno, %: C 67.91; H 6.67; N 9.31.
C]7H20N203. BI)I‘II/ICJ'ICHO, %: C 6798, H 671, N 9.33.

ITun-5-amuno-4-(oupennsi-4-ui)-2,6-1uMeTHITHUKOTH-
Hat (2d). Beixon 0.54 r (78%), GecuBeTHbIE KPUCTAILIHI,
1. w1 132-133°C (PhMe). MK cnektp, v, cM ': 3488, 3395
(NH,), 1724 (C=0). Cnextp SMP 'H (CDCl;), 8, M. 1.
(/, T'm): 090 3H, 1, J = 7.0, CH,CH3); 2.50 (3H, c,
6-CH3); 2.52 (3H, ¢, 2-CHj3); 3.65 (2H, ym. c, NH,); 3.98
(2H, x, J = 7.0, CH,CHj3); 7.34-7.39 (3H, m, H Ar); 7.44—
747 (2H, m, H Ar); 7.59-7.62 (2H, M, H Ar); 7.66-7.70
(2H, M, H Ar). Crextp SIMP C (CDCly), 8, M. 1.: 13.6;
20.3; 21.2; 61.1; 127.0 (2C); 127.6; 127.7 (2C); 128.9
(20); 129.2 (2C); 132.2; 133.7; 136.0; 140.2 (2C); 141.4;
142.8; 143.7; 168.1. Haiineno, %: C 76.33; H 6.44; N 8.11.
C,,H5,N>0O,. Brraucaeno, %: C 76.28; H 6.40; N 8.09.

ITHI-5-aMmuHo0-2,6-1uMeTHI-4-(2-MeToKCUPeHU)-
HukotuHat (2e). Brixog 0.37 r (62%), OecuBeTHbIE
kpuctamwisl, T. mi. 119-120°C (u-remtan). MK cnektp,
v, eM 1 3317, 3314 (NH,), 1720 (C=0). Criextp SIMP 'H
(CDCl), 3, M. a. (J, T'm): 0.87 (3H, T, J = 7.0, CH,CHy);
2.47 (3H, c, 6-CHy); 2.51 (3H, ¢, 2-CH,); 3.48 (2H, ym. c,
NH,); 3.77 (3H, ¢, OCHz); 3.93 (2H, x, J =7.0, CH,CHs);
6.97-7.02 (2H, m, H Ar); 7.08-7.10 (1H, m, H Ar); 7.35—
7.39 (1H, m, H Ar). Crextp SIMP *C (CDCly), 8, M. x.:
13.6; 20.4; 21.7; 55.9; 60.7; 111.3; 121.2; 123.9; 127.7;
130.2 (2C); 130.5; 136.5; 143.4; 143.9; 156.7; 168.1.
Haﬁ}ICHO, %: C 6792, H 668, N 9.31. C17H20N203.
Brruncineno, %: C 67.98; H 6.71; N 9.33.

Itun-5-amuno-4-(4-xaopdenn)-2,6-1MMeTHITHUKO-
TuHat (2f). Beixozg 0.50 r (82%), GeciiBeTHBIE KPHUCTAILIBL,
1. mn. 132-133°C (n-rentan). UK crmextp, v, e : 3311,
3211 (NH,), 1722 (C=0). Cnektp SIMP 'H (CDCl),
o, ™. 1. (J, I'm): 0.95 3H, T, J= 7.0, CH,CH,); 2.48 (3H, c,
6-CH3); 2.49 (3H, c, 2-CHj3); 3.56 (2H, ym. ¢, NH,); 3.99
(2H, x, J = 7.0, CH,CHj3); 7.21-7.23 (2H, m, H Ar); 7.41—
7.43 (2H, m, H Ar). Crextp SIMP *C (CDCly), 3, M. x.:
13.7; 20.2; 21.2; 61.2; 127.6; 129.3 (2C); 130.3 (2C);
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131.2; 133.2; 134.7; 135.9; 142.8; 143.8; 167.8. Haiineno, %:
62.99; H 5.65; N 9.14. Ci¢H;7;CIN,O,. Brruucneno, %:
C 63.05; H 5.62; N 9.19.
ITHII-5-aMUHO0-2,6-1uMeTHII-4-(4-PTopdeHmIT) HUKOTH-
Hat (2g). Beixox 0.49 t (85%), OGecupeTHble KpHCTAILIHI,
1. . 150-151°C (nerponeitusiii 3¢up). UK cnextp, v, cM
3308, 3212 (NH,), 1729 (C=0). Cnextp SIMP 'H (CDCl3),
o, M. 1. (J, I'm): 0.92 (3H, T, J= 7.0, CH,CHs); 2.40 (3H, c,
6-CHs;); 2.42 (3H, c, 2-CH;); 3.42 (2H, ym. ¢, NH,); 3.95
(2H, x, J = 7.0, CH,CH3); 7.07-7.13 (2H, M, H Ar); 7.21-
7.26 (2H, M, H Ar). Criexrp SIMP "*C (CDCly), 8, m. z1. (J, T'm):
13.7; 20.9; 21.8; 60.9; 116.0 (2C, n, J = 21.7); 127.4;
130.7; 130.8 (2C, n, J = 7.8); 131.0 (m, J = 3.5); 135.5;
143.3; 144.3; 162.7 (n, J = 248.0); 168.5. Haiineno, %:
C 66.72; H 5.96; N 9.76. CsH7FN,O,. Brruucneno, %:
C 66.65; H 5.94; N 9.72.
ITUA-5-aMUHO-2,6-1uMeTUI-4-(3,4-1uMeToKcH peHuIT)-
mukoruHat (2h). Bexom 0.57 r (87%), OeciBeTHbIC
KpucTamisl, T. W 96-97°C (u-remran). UK crektp, v, oM
3483, 3392 (NH,), 1727 (C=0). Cnextp SIMP 'H (CDCl;),
S, M. 1. (J, I'm): 0.97 (3H, 1, J= 7.0, CH,CHj3); 2.42 (3H, c,
6-CH;); 2.44 (3H, c, 2-CHj3); 3.50 (2H, ym. ¢, NH,); 3.84
(3H, ¢, OCHj3;); 3.89 (3H, ¢, OCHj;); 3.99 (2H, , J = 7.0,
CH,CH3;); 6.80-6.84 (2H, m, H Ar); 6.92 (1H, c, H Ar).
Cnextp SIMP C (CDCly), 8, m. .: 13.8; 20.8; 21.7; 56.0;
56.0;60.9; 111.7; 112.3; 121.4; 127.5; 127.6; 131.6; 135.7;
143.2; 144.2; 149.1; 149.4; 168.8. Haiineno, %: C 65.48;
H 666, N 8.50. C18H22N204. BI)I‘II/ICJ'IeHO, %: C 6544,
H 6.71; N 8.48.
ITnia-5-amuno-2,6-gumerni-4-(3,4,5-TpumMeToKcH-
¢enmn)nuxorunar (2i). Breixon 0.48 1 (67%), GecriBeTHbIC
kpuctamisl, T. mi. 140-141°C (u-rentan). MK cnektp,
v, cM ' 3488, 3392 (NH,), 1711 (C=0). Crextp SIMP 'H
(CDCly), 8, m. a. (J, I'm): 0.95 (3H, T, J = 6.8, CH,CHjs);
2.50 (6H, c, 2,6-CHj3); 3.67 (2H, ym. ¢, NH,); 3.82 (6H, c,
OCH;); 3.86 (3H, c, OCHj3;); 4.004.04 (2H, m, CH,CHj3);
6.50 (2H, ¢, H Ar). Crnektp SIMP "*C (CDCly), 8, m. 1.:
13.7; 20.2; 21.1; 56.2 (2C); 60.9; 61.1; 105.9 (20); 127.7,
130.1; 132.5; 136.0; 138.1; 142.7, 143.6; 153.8 (2C);
168.2. Haﬁ;[eHo, %: C 6338, H 673, N 7.75. C19H24N205.
Brruucneno, %: C 63.32; H6.71; N 7.77.
5-AMuHO0-2,6-1uMeTHI1-4-Pe HUTHUKOTUHHOHUTPUI (62).
Bexon 0.27 1 (60%), GecuiBeTHBIE KpHCTANIBI, T. L. 170—
171°C (n-rentan). UK cnektp, v, oM ': 3482, 3384 (NH,),
2228 (CN). Criextp SIMP 'H (CDCls), 8, m. 1.: 2.48 (3H, c,
6-CHj3); 2.67 (3H, c, 2-CHs); 3.63 (2H, ym1. ¢, NH,); 7.36—
7.38 (2H, m, H Ar); 7.45-7.56 (3H, m, H Ar). Criextp SIMP C
(CDCl3), 6, m. m.: 21.2; 22.8; 107.2; 117.0; 128.8 (2C);
129.5 (3C); 133.6; 135.9; 136.0; 147.2; 150.2. Haiineno, %:
C 75.34; H 5.85; N 18.79. C4H5N;. Brruucneno, %:
C75.31; H5.87; N 18.82.
5-AmMuH0-2,6-1uMeTHI-4-(4-MeTHI(PEeHUT)HUKOTHHO-
Hutpua (6b). Brexox 0.30 r (63%), GecrBeTHBIE KpHC-
tamel, T. . 178-179°C (CCly). MK crektp, v, cM ' 3468,
3374 (NH,), 2229 (CN). Cnextp SIMP 'H (CDCls), 8, m. 1.:
2.44 (3H, c, CH;); 2.49 (3H, c, 6-CH;); 2.68 (3H, c,
2-CH3;); 3.65 (2H, ym. ¢, NHy); 7.29-7.35 (4H, m, H Ar).
Cnekrp SIMP °C (CDCly), 8, m. a.: 21.2; 21.3; 22.8; 107.2;
117.1; 128.6 (2C); 130.2 (2C); 130.6; 135.9; 136.1; 139.4;
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147.2; 150.2. Haiineno, %: C 75.86; H 6.35; N 17.69.
CisH;sNs. Beraucaeno, %: C 75.92; H6.37; N 17.71.
5-Amuno-2,6-1mmeruii-4-(4-MmeTokcugreHUIT) HUKOTUHO-
Hutpua (6¢). Beixon 0.44 1 (86%), OecuBETHBIC KpHC-
Tk, T. . 170-171°C (CH:CN). MK criektp, v, eM ' 3431,
3350 (NH,), 2225 (CN). Crextp SIMP 'H (CDCl5), 8, . 1.
(/, T'm): 2.46 (3H, c, 6-CH3); 2.64 (3H, c, 2-CH;); 3.63 (2H,
yu. ¢, NHy); 3.85 (3H, ¢, OCHj); 7.04 (2H, n, J = 8.4,
H Ar); 7.30 H, 1, J = 8.4, H Ar). Crextp SIMP "“C
(CDCly), 6, M. m.: 21.2; 22.8; 55.3; 107.4; 115.0 (2C);
117.2; 125.6; 130.2 (2C); 135.9; 136.1; 147.1; 150.2;
160.4. Hatigeno, %: C 71.20; H 6.01; N 16.52. C;5sH;5N;0.
Brruucaeno, %: C 71.13; H 5.97; N 16.59.
5-AMuno-2,6-n1umeTn-4-(4-o6udpeHuI)HUKOTUHOHUT-
pua (6d). Berxon 0.50 1 (84%), GecriBeTHbIE KPUCTAILIBL, T. TLL
230-231°C (PhMe). UK cnektp, v, cM @ 3471, 3375
(NH,), 2228 (CN). Cnextp IMP 'H (CDCly), &, m. n.
(/, T'm): 2.50 (3H, c, 6-CH3); 2.69 (3H, ¢, 2-CHj3); 3.70 (2H,
yut. ¢, NHy); 7.37-7.49 (SH, m, H Ar); 7.64 2H, n, J=17.2,
H Ar); 7.75 H, 1, J = 7.8, H Ar). Crextp SIMP C
(CDCly), &, m. m.: 21.3; 22.9; 107.0; 117.1; 127.1 (2C);
127.8; 128.1 (2C); 128.9 (2C); 129.3 (2C); 132.4; 135.5;
135.9; 140.1; 142.3; 147.4; 150.3. Haiigeno, %: C 80.18;
H 5.70; N 14.02. Cy,H7N3. Brruucieno, %: C 80.24;
H 5.72; N 14.04.
5-Amuno-4-(2-meroxcudenu)-2,6-1MMeTHIHUKOTHHO-
Hutpua (6e). Beixonx 0.47 r (92%), GecuBeTHbIE KpuC-
Tk, T. mr. 183-184°C (CH;CN). MK crektp, v, cM ' 3437,
3309 (NH,), 2227 (CN). Crnextp SIMP 'H (CDCl;), 5, m. 1.
(/, I'm): 2.46 (3H, c, 6-CHj;); 2.64 (3H, ¢, 2-CH3); 3.57 (2H,
ymt. ¢, NH,); 3.80 (3H, ¢, OCHj3); 7.04—7.10 (2H, m, H Ar);
719 (1H, a. o, J=17.2,J= 1.4, H Ar); 7.42-7.46 (1H, m,
H Ar). Criextp SIMP °C (CDCls), 8, m. 1.: 21.2; 22.8; 55.7;
108.0; 111.9; 117.2; 121.4; 122.1; 130.4; 131.1; 133.4;
136.4; 147.3; 149.8; 156.5. Haiineno, %: C 71.19; H 6.00;
N 16.52. CsH5N3;0. Brerumcneno, %: C 71.13; H 5.97;
N 16.59.
5-AMuHo0-2,6-nuMeTHA-4-(4-X10P(PEHUT)HHKOTHHO-
nutpui (6f). Beixon 0.43 r (83%), OecuBeTHBIE KpuC-
Tamel, T. wi. 198-199°C (CCly). UK cnektp, v, oM 3484,
3385 (NH,), 2227 (CN). Crextp SIMP 'H (CDCl;), 5, m. 1.
(/, Tm): 2.47 (3H, ¢, 6-CHj3); 2.65 (3H, ¢, 2-CH3); 3.59 (2H,
yut. ¢, NHy); 7.32 2H, n, J = 8.2, H Ar); 7.52 (2H, n,
J =82, H Ar). Criextp SIMP *C (CDCly), 8, m. x.: 21.2;
22.8; 107.0; 116.8; 129.9 (2C); 130.3 (2C); 132.1; 134.5;
135.7 (2C); 147.6; 150.4. Haiineno, %: C 65.31; H 4.71;
N 16.22. C4H,CIN;. Berameneno, %: C 65.25; H 4.69; N 16.30.
5-Amuno-2,6-numeTna-4-(4-propdeHuT) HUKOTUHO-
HuTpua (6g). Bexon 0.31 1 (65%), GecriBeTHBIE KPUCTAILIBI,
1. 1. 162-163°C (CCly). UK cnektp, v, cM: 3494, 3386
(NH,), 2231 (CN). Criextp SIMP 'H (CDCl5), 8, M. 1.: 2.58
(6H, ¢, 2,6-CH;); 4.70 (2H, yu1. ¢, NH»); 7.41-7.49 (4H, m,
H Ar). Crextp IMP °C (CDCly), 8, m. 1. (J, T'm): 21.1;
21.9; 105.8; 1159 (2C, n, J = 21.7); 116.7; 130.2 (7, J = 3.5);
131.0 (2C, o, J=8.7); 132.7; 136.9; 147.0; 147.4; 162.1 (x,
J = 245.4). Haiineno, %: C 69.63; H 4.98; N 17.37.
C]4H]2FN3. BBI‘H/ICHCHO, %: C 6970, H 5.01 N N 17.42.
5-AMuH0-2,6-1umMeTn-4-(3,4-numMmeroxcudpeHn)-
HUKOTHHOHUTPHA (6h). Bexon 0.45 r (79%), GecuBeTHBIE
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KpHCTAIUEL T. 1. 184-185°C (CH;CN). MK criektp, v, cM ':
3476, 3382 (NH,), 2225 (CN). Cnektp SIMP 'H (CDCl,),
S, M. 1.: 2.46 (3H, c, 6-CH;); 2.64 (3H, ¢, 2-CHz3); 3.66
(2H, ym. ¢, NH,); 3.88 (3H, ¢, OCHj3); 3.92 (3H, ¢, OCHj;);
6.87 (1H, ¢, H Ar); 6.93-7.01 (2H, m, H Ar). Criekrp SIMP C
(CDCl), 8, m. m.: 21.2; 22.8; 56.0; 56.1; 107.3; 112.1 (2C);
117.2; 121.5; 125.9; 135.9; 136.0; 147.2; 149.8; 150.0;
150.2. Hatineno; %: C 67.88; H 6.09; N 14.77. C,H;7N;0,.
Brruucneno; %: C 67.83; H 6.05; N 14.83.

5-Amuno-2,6-numernii-4-(3,4,5-rpumeroxcudennn)-
HUKOTHHOHUTPUA (6i). Beixox 0.51 1 (82%), OeciiBeTHbIC
KpHCTabL, T. wi. 219-220°C (PhMe). MK cnektp, v, cM '
3439, 3355 (NH,), 2228 (CN). Cnextp IMP 'H (CDCl5),
S, M. a.: 2.47 (3H, ¢, 6-CH;); 2.66 (3H, ¢, 2-CH3); 3.49
(2H, ym. ¢, NH,); 3.87 (6H, ¢, OCHj3); 3.91 (3H, ¢, OCHj;);
6.57 (2H, ¢, H Ar). Crextp SIMP *C (CDCl3), 8, M. 1.:
21.2; 22.8; 56.4; 60.9; 106.2 (2C); 107.1; 117.1; 128.7;
135.9 (2C); 139.0; 147.3; 150.2; 154.1 (2C). Haiineno, %:
C 6523, H 609, N 13.36. C17H19N303. BI)I'-II/ICJ'ICHO, %:
C65.16; H6.11; N 13.41.

Cunre3 5-a3uno-4-apui-2,6-1uMeTHINUPUIUHOB
3, 7 a—h. PactBop 2 MMOJb COOTBETCTBYIOIIEIO aMHHO-
nupuauHa 2a—h wim 6a-h B 10 mn AcOH u 4 mn H,O
oxnaxaaT a0 0°C u mo KamisiM T00aBJISAIOT OXJIaXK-
JleHHBbIH BoaHbIN pactBop 7 miu 48% HBF4 B H,O. Peak-
[IMOHHYIO CMECh NIepeMeIINBaIOT B TeueHue 30 MuH, 3aTeM
M0 KaruisiM JT0OaBISIOT OXJIaXKIEHHBIA pacTBop 2.3 MMOIb
NaNO; B 2 mi H,O. Peakiionnyio cMech BBIIEPKUBAIOT
npu 0°C B TeueHue 45 MUH, 3aTeM [0 YacTAM J00aBISIOT
2.3 mmoins NaNj mpu 910t ke TemnepaTtype. Peakiimonnyo
cMech TepeMennBaloT B TeueHHe 30 MMH, pa30aBisioT
H,0 u meittpamuzyor 10% NaOH no pH 7. Bemabmiue
KPUCTAUIBl OT(QUIBTPOBBIBAIOT M TMPOMBIBAIOT OXJIAK-
neunoit H,O.

ATUia-5-a3ua0-2,6-1umMeTni-4-peHwIIHUKOoTUHAT (3a).
Bexon 0.52 r (87%), GeciiBeTHbIE KpUCTAUIBL, T. TV 53—
54°C (n-remrran). UK crmextp, v, cM 't 2110 (N3), 1722
(C=0). Cnextp SIMP 'H (CDCLy), 8, m. . (J, I'm): 0.89
(3H, T, J=17.0, CH,CHjs); 2.53 (3H, ¢, 6-CH3); 2.57 (3H, c,
2-CH;); 3.97 (2H, %, J = 7.0, CH,CHj3); 7.30-7.32 (2H, M,
H Ar); 7.41-7.43 (3H, m, H Ar). Criexrp SIMP "°C (CDCL,),
o, M. m.: 13.5; 21.2; 22.1; 61.3; 115.0; 128.4 (2C); 129.0
(3C); 130.3; 133.5; 141.3; 150.6; 152.3; 167.2. Haiineno, %:
C64.88; H 5.46; N 18.95. CcH(N4O,. Brraucneno, %:
C 64.85; H 5.44; N 18.91.

ITuin-5-a3uno-2,6-numernin-4-(4-metTuipeHus 1)) HUKOTH-
Hat (3b). Beixog 0.51 1 (82%), GecriBeTHBIE KPHCTAILIHI,
T. 1. 48-49°C (MeOH). UK crektp, v, cMm ' 2114 (N3),
1724 (C=0). Crextp SIMP 'H (CDCly), 8, m. 1. (J, T'):
0.94 3H, 1, J="7.1, CH,CHs); 2.39 (3H, c, CH3); 2.52 (3H,
¢, 6-CHj); 2.56 (3H, ¢, 2-CH3); 4.00 (2H, x, J = 7.1,
CH,CH3); 7.19-7.24 (4H, m, H Ar). Cnextp SIMP "“C
(CDCly), 6, M. a.: 13.6; 21.2; 21.3; 22.1; 61.3; 128.6; 128.9
(20); 129.1 (2C); 130.4; 130.5; 139.0; 141.4; 150.5; 152.2;
167.4. Haﬁ]leHO, %: C 6572, H 587, N 18.11. C]7H18N402.
Breruncneno, %: C 65.79; H 5.85; N 18.05.

ITHA-5-a3u10-2,6-AuMeTHII-4-(4-MeTOKCH peHnT)-
HukoTuHat (3¢). Bexon 0.59 1 (90%), OGecuBeTHbIE
KpHCTambL, T. L. 73-74°C (n-remran). UK crektp, v, oM
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2113 (N3), 1715 (C=0). Cnextp SIMP 'H (CDCl5), 8, M. 1.
(/, Tm): 0.99 3H, T, J = 7.2, CH,CH3); 2.54 (3H, c,
6-CHj3); 2.58 (3H, ¢, 2-CH3); 3.84 (3H, ¢, OCHj3); 4.04 (2H,
k, J = 7.2, CH,CHj;); 6.94-6.98 (2H, m, H Ar); 7.23-7.27
(2H, M, H Ar). Crextp SIMP *C (CDCly), 8, m. 1.: 13.7;
21.0; 21.9; 55.3; 61.4; 113.9 (2C); 115.9; 125.5; 128.9;
130.3 (20); 144.7; 150.2; 152.0; 160.3; 167.3. Haitneno, %:
C 62.51; H 5.59; N 17.10. C7H3sN4O5. Brruucneno, %:
C62.57;H5.56; N 17.17.
Itui-5-a3uno-4-(oudennn-4-ui)-2,6-1MuMeTUITHUKOTH-
Hat (3d). Brixon 0.66 r (88%), GecuBeTHbIE KPUCTAILIbI,
1. w1 111-112°C (MeOH). VK cnextp, v, cm 'z 2129 (N3),
1736 (C=0). Criextp SIMP 'H (IMCO-dy), 8, M. 1. (J, T'1y):
0.83 3H, 1, J = 6.9, CH,CHjs); 2.49 (3H, c, 6-CH,;); 2.56
(3H, ¢, 2-CH3); 3.99 (2H, x, J = 6.9, CH,CH3;); 7.37-7.50
(5H, m, H Ar); 7.72 2H, n, J = 7.4, H Ar); 7.82 (2H, n,
J =74, H Ar). Criektp SIMP *C (IMCO-dg), 8, m. 1.:
13.3; 20.0; 20.7; 61.5; 126.6; 126.7 (2C); 128.0 (2C);
128.6; 129.1 (2C); 129.4 (2C); 131.0; 131.8; 139.0; 141.0;
142.3; 148.8; 151.4; 165.9. Haiineno, %: C 71.02; H 5.38;
N 15.07. C22H20N402. BI)I‘II/ICJ'IeHO, %: C 7095, H 541,
N 15.04.
ITUa-5-a3u10-2,6-numMeTuni1-4-(2-MetToxcude HUI) HUKO-
TuHat (3e). Boixon 0.59 r (90%), GecriBeTHBIE KPUCTAIIBI,
T. 1. 98-99°C (n-rentan). MK crektp, v, em : 2114 (N3),
1724 (C=0). Crextp SIMP 'H (CDCL), 8, m. 1. (J, T):
0.88 3H, 1, J = 6.9, CH,CHj;); 2.52 (3H, c, 6-CH3); 2.53
(3H, ¢, 2-CH3); 3.78 (3H, ¢, OCHj3); 3.94 (2H, k, J = 6.9,
CH,CH3;); 6.92-6.98 (2H, m, H Ar); 7.09 (1H, n. n, J= 7.4,
J=1.8, H Ar); 7.36-7.40 (1H, m, H Ar). Criextp SIMP “C
(CDCly), 6, m. m.: 13.5; 21.2; 22.4; 55.6; 61.0; 110.4; 120.3;
122.6; 128.4; 130.3; 130.6; 130.7; 138.5; 150.9; 152.0;
157.1; 167.2. Haiineno, %: C 62.52; H 5.59; N 17.12.
C|7H18N403. BI)ILII/ICJ'IeHO, %: C 6257, H 556, N 17.17.
ITUi-5-a3u10-2,6-1umeTHI1-4-(4-X710p P eHMIT) HUKOTH-
Hat (3f). Beixon 0.58 r (88%), OGeciBeTHBIE KPUCTAJLIHI,
1. 1. 85-86°C (MeOH). MK crextp, v, cMm : 2120 (N3),
1722 (C=0). Crextp SIMP 'H (CDCLy), 8, m. 1. (J, I'n):
0.98 3H, 1, J = 7.1, CH,CHj;); 2.56 (3H, c, 6-CHj3); 2.61
(3H, ¢, 2-CH3); 4.03 (2H, x, J = 7.1, CH,CHjy); 7.25-7.27
(2H, M, H Ar); 7.42-7.44 (2H, m, H Ar). Criextp SIMP °C
(CDCly), 0, m. 1.: 13.6; 20.8; 21.7; 61.7; 128.6; 128.8 (2C);
130.3 (20); 130.7; 131.7; 135.5; 140.7; 150.6; 152.3; 166.7.
HaﬁHEHO, %: C 5805, H 459, N 16.87. C|6H15C1N402.
Brruucaeno, %: C 58.10; H 4.57; N 16.94.
ITna-5-a3na0-2,6-numerna-4-(4-gpropdeHnn)HUKOTH-
Hat (3g). Bexog 0.43 1 (69%), GecrBeTHBIE KPUCTAILIHI,
T. L. 55-56°C (n-rentan). UK crektp, v, em 'z 2111 (N3),
1728 (C=0). Crextp SIMP 'H (CDCL), 8, m. 1. (J, T):
0.97 3H, 1, J = 7.0, CH,CHs); 2.52 (3H, ¢, 6-CH3;); 2.56
(3H, ¢, 2-CH3); 4.01 (2H, x, J = 7.0, CH,CH3); 7.11-7.15
(2H, M, H Ar); 7.29-7.32 (2H, M, H Ar). Criextp SIMP °C
(CDCly), 8, m. m. (J, Tm): 13.7;21.4; 22.3; 61.4; 115.6 (2C,
n,J=22.6); 128.4; 129.6 (n, J = 3.5); 130.2; 131.0 (2C, n,
J =8.7); 140.0; 150.9; 152.6; 163.1 (n, J = 249.7); 167.3.
Haﬁ}ICHO, %: C 6108, H 479, N 17.78. C]6H15FN402.
Breruucneno, %: C 61.14; H4.81; N 17.83.
ITuia-5-a3un0-2,6-1umeTnii-4-(3,4-numMeToKkcupeHn)-
HuxoruHat (3h). Bexon 0.58 r (82%), GecuBeTHBIC KpHC-
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tampl, T. 1. 111-112°C (#-rentan). UK crektp, v, cM ':
2110 (N3), 1729 (C=0). Cnextp SIMP 'H (CDCl;), 8, M. 1.
/, Tm): 098 3H, T, J = 7.0, CH,CH;); 2.50 (3H, c,
6-CH;); 2.54 (3H, c, 2-CHj); 3.85 (3H, ¢, OCHj); 3.90
(3H, ¢, OCHj3); 4.02 (2H, k, J = 7.0, CH,CH3;); 6.83-6.91
(3H, M, H Ar). Crextp SIMP "*C (CDCly), 8, M. a.: 13.8;
21.4; 22.2; 55.9; 56.0; 61.3; 110.9; 112.3; 121.8; 125.9;
128.6; 130.4; 140.7; 148.9; 149.7; 150.5; 152.3; 167.6.
Haiineno, %: C 60.70; H 5.70; N 15.79. C;gH;yN4Os.
Brruucaeno, %: C 60.66; H 5.66; N 15.72.
5-A3un0-2,6-1uMeTwiI-4-(peHUTHUKOTUHOHUTPUI (7a).
Beixon 0.44 T (89%), 6ecrBeTHbIe KpUCTaLIbl, T. L. 110—
111°C (n-renran). UK crmektp, v, cM 't 2222 (CN), 2114
(N3). Cnextp SIMP 'H (CDClL), 8, m. x.: 2.60 (3H, c,
6-CH;); 2.74 (3H, ¢, 2-CH3); 7.41-7.43 (2H, m, H Ar); 7.53—
7.54 (3H, m, H Ar). Crextp SIMP C (CDCLy), 8, m. x.:
21.9; 23.5; 108.3; 115.8; 129.0 (2C); 129.1 (2C); 130.2;
130.7; 132.1; 145.7; 155.8; 157.7. Haiineno, %: C 67.40;
H 4.43; N 28.07. C4H ;Ns. Brruucneno, %: C 67.46;
H 4.45; N 28.10.
5-A3u10-2,6-1umMeTWII-4-(4-MeTHJI(EeHUT)HUKOTHHO-
aatpuia (7b). Beixon 0.45 1 (85%), OecuBeTHBIC KpHC-
tamsl, T. 1. 110-111°C (u-rentan). UK crektp, v, cM
2228 (CN), 2108 (N3). Crextp SIMP 'H (CDCls), 8, M. x.:
243 (3H, ¢, CH;); 2.59 (3H, ¢, 6-CHj); 2.73 (3H, c,
2-CH;); 7.25-7.38 (4H, m, H Ar). Cmektp SIMP °C
(CDCly), 6, m. a.: 21.4; 21.8; 23.5; 108.4; 115.9; 128.9
(2C); 129.2; 129.7 (2C); 130.9; 140.3; 146.0; 155.7; 157.7.
Haiineno, %: C 68.38; H 4.96; N 26.58. C;sH;3Ns.
Brruucaeno, %: C 68.42; H 4.98; N 26.60.
5-A3u10-2,6-numernii-4-(4-merokcudeHUJI) HUKOTUHO-
Huutpua (7¢). Bexon 0.48 1 (86%), OecuBeTHBIE KpuC-
tamel, T. 1. 108—109°C (n-rentan). UK crektp, v, cM
2224 (CN), 2106 (N3). Criextp IMP 'H (CDCly), 8, M. 1.
(/, Tm): 2.58 (3H, ¢, 6-CHs); 2.72 (3H, c, 2-CHj3); 3.86 (3H,
¢, OCH;); 7.04 (2H, n, J= 8.4, H Ar); 7.36 (2H, n, J = 8.4,
H Ar). Criextp SIMP °C (CDCls), 8, m. 1.: 21.9; 23.5; 55.3;
108.4; 114.5 (2C); 116.0; 124.2; 130.5 (2C); 131.0; 145.6;
155.7; 157.7; 160.9. Haiineno, %: C 64.45; H 4.71; N 25.12.
C5H3N;50. Beruncneno, %: C 64.51; H 4.69; N 25.07.
5-A3uno-4-(0udenni-4-umn)-2,6-1TMMeTUITHUKOTUHO-
uutpua (7d). Beixon 0.57 r (88%), OecuBeTHble Kpuc-
Tamnel, T. Wi 147-148°C (u-renran). UK cnextp, v, cM
2226 (CN), 2112 (N3). Crextp IMP 'H (CDCl5), 8, M. 1.
(/, Tm): 2.62 (3H, c, 6-CH3); 2.76 (3H, ¢, 2-CHs;); 7.36—
7.51 (5H, m, H Ar); 7.65 2H, n, J = 7.4, H Ar); 7.76 (2H, n,
J = 8.2, H Ar). Criextp SIMP °C (CDCl;), 8, m. a.: 21.9;
23.6; 108.2; 115.9; 127.2 (2C); 127.6 (2C); 128.0; 128.9
(2C); 129.5 (2C); 130.9; 131.0; 140.0; 143.0; 145.6; 155.9;
157.9. HaﬁHCHO, %: C 7379, H 463, N 21.50. C20H15N5.
Breruncneno, %: C 73.83; H4.65; N 21.52.
5-A3un0-2,6-1umMeTui-4-(2-MeToKcupeHNI) HUKOTHHO-
nutpua (7e). Breixon 0.35 1t (63%), OecuBeTHbIE KpHC-
tamel, T. 1. 101-102°C (#-rentan). UK criektp, v, cM
2223 (CN), 2120 (N3). Criextp IMP 'H (CDCly), 8, M. .
(/, T'm): 2.58 (3H, ¢, 6-CHs); 2.73 (3H, ¢, 2-CHj3); 3.84 (3H,
¢, OCHj); 7.03-7.11 (2H, m, H Ar); 7.20-7.25 (1H, ™,
H Ar); 7.50 (1H, T, J = 7.2, H Ar). Cnextp SIMP "C
(CDCly), o, M. a.: 21.8; 23.4; 55.7; 109.3; 111.3; 115.9;
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120.9; 121.0; 130.5; 131.3; 132.0; 143.2; 155.4; 157.0;
157.2. Hatigeno, %: C 64.45; H4.71; N 25.14. C;sH5N;0.
Brruucaeno, %: C 64.51; H 4.69; N 25.07.

5-A3un0-2,6-numerna-4-(4-x10ppeHNI)HUKOTHHO-
aurpua (7f). Beixon 0.47 r (82%), OeciBeTHBIC KpuC-
tamsy, T. Wi 144-145°C (u-remran). UK chektp, v, cM '
2228 (CN), 2113 (N3). Cextp SIMP 'H (IMCO-dy), 8, m. 1.:
2.55 (3H, ¢, 6-CHj3); 2.65 (3H, ¢, 2-CH;); 7.54-7.56 (2H,
M, H Ar); 7.64-7.66 (2H, M, H Ar). Crextp SIMP "C
(AMCO-dy), 6, m. 1.: 21.5; 23.0; 107.4; 110.3; 115.6; 128.7
(20); 131.0 (20); 131.1; 134.8; 144.1; 155.5; 157.0.
Haiineno, %: C 59.21; H 3.56; N 24.61. C;4H;(CINs.
Brruucaeno, %: C 59.27; H 3.55; N 24.68.

5-A3un0-2,6-numeTna-4-(4-gproppeHHI)HUKOTHHO-
aurpua (7g). Bexon 0.40 r (75%), OecuBeTHBIC KpHC-
tannel, T. mi. 137-138°C (u-remran). UK crextp, v, oM '
2226 (CN), 2109 (N;). Cmextp SIMP “C (JIMCO-dq),
5, M. 1.: 2.55 (3H, ¢, 6-CHj3); 2.65 (3H, ¢, 2-CH3); 7.39-
7.43 (2H, m, H Ar); 7.57-7.60 (2H, m, H Ar). Criexrp SIMP *C
(AMCO-dy), 8, M. 1. (J, I'm): 21.4; 22.8; 107.5; 115.5;
115.7 2C, n, J = 22.5); 128.5 (n, J = 3.5); 130.2; 131.5
(2C, o, J = 8.7); 144.3; 155.3; 156.8; 162.8 (n, J = 248.0).
Haiineno, %: C 62.98; H 3.75; N 26.12. C4H;(FNs.
Brruucaeno, %: C 62.92; H 3.77; N 26.20.

5-A3uno-2,6-1umernii-4-(3,4-numMeToKcUpeHUN)-
HuKoTHHOHUTPUIA (7h). Beixon 0.54 1 (87%), GecueTHbIe
KpUCTAIUIBL, T. 101 118-119°C (#-remran). UK crektp, v, oM ':
2224 (CN), 2118 (N3). Criextp IMP 'H (CDCl;), 3, M. 1.
(/, T'm): 2.58 (3H, c, 6-CH3); 2.73 (3H, ¢, 2-CHj3); 3.90 (3H,
¢, OCHj;); 3.94 (3H, ¢, OCHs3); 6.91 (1H, c, H Ar); 7.00
(2H, 1, J = 1.2, H Ar). Cnextp SIMP "°C (CDCl;), 5, m. 1.:
21.9; 23.5; 56.0; 56.2; 108.4; 111.5; 112.3; 116.0; 122.2;
124.4; 131.0; 145.6; 149.4; 150.7; 155.7; 157.7. Haiineno, %:
C 6217, H 491, N 22.59. C|6H|5N502. BI)I‘II/ICHGHO, %:
C62.13; H4.89; N 22.64.

Cunre3 B-kapooaunoB 4 u 8 a—h' (o0mas meroauka).
Meron I. Cmecs 2 Mmons HuTponpuauHa la—c u 10 MMomb
P(OEt); nHarpeBaroT B 3amasHHO#M ammyie (B armocdepe
azota) npu Temneparype 165°C B teuenue 72 4. Ilocne
3aBepUICHHs PEaKLUH CMECh YNapUBAIOT MPH ITOHWKEHHOM
naBneHnn. K momydenHoMmy octatky noGaBmsior EtOAc,
KPHUCTaJUIBl OT(UIBTPOBBIBAIOT U OYHMIIAIOT MEPEKPUCTAII-
nu3amuen n3 PhMe.

Merton II. PactBop 2 MMoib 5-a3umo-4-apuanupuauHa
3a—h wim 7a—h B 54 M u-KCWIJIONIa KUIISATAT B TeUSHUE 6 .
Ilo oKOHYaHMM peaKUuu M-KCUIIOJ YIAapUBAaKOT NPU IOHHU-
JKEHHOM JaBjieHuH. IlojlydyeHHBIM OCTAaTOK OYMLIAKOT C
TIOMOIIBIO  KOJIOHOUHOHM xpomatorpadum (3moent CHCly—
EtOAc—EtOH, 6:3:1) na cunukarese.

Ituia-1,3-numerni-9 H-nupuno|3,4-blunmos-4-kapo-
oxcuiar (4a). Berxox 0.11 r (21%, metox I), 0.38 r (70%,
meton II), OecuBerHble KpHCTawIsl, T. I 145-146°C
(PhMe). MK cnektp, v, cM ': 3136 (NH), 1710 (C=0).
Crextp SIMP 'H (CDCly), 8, m. x. (J, T'm): 1.48 3H, T,
J=1.1, CH,CH;); 2.75 (3H, ¢, 3-CHs); 2.76 (3H, c, 1-CHj3);
4.60 2H, k, J = 7.2, CH,CH3); 7.21 (1H, 1, J = 7.2, H-6); 743—
7.50 (2H, m, H-8,7); 8.08 (1H, n, J = 8.0, H-5); 9.03 (1H,
yur. ¢, NH). Criekrp SIMP *C (CDCls), 8, m. x.: 14.2; 20.1;
22.2;61.6; 111.6; 119.1; 120.2; 120.5; 123.6; 126.3; 128.7;
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132.9; 141.1; 142.4; 144.5; 169.1. Haiineno, %: C 71.67,
H 5.97; N 10.40. CHsN,O,. Boruucneno, %: C 71.62;
H 6.01; N 10.44.

Ituia-1,3,7-rpumerun-9H-nupuno[3,4-blunnon-4-
kap6okcuaar (4b). Beixon 0.14 r (25%, meton 1), 0.50 ¢
(88%, meron II), OecrBeTHBIC KPUCTAILBL, T. . 167—-168°C
(netponeitnbiii a¢up). UK cmextp, v, cM 't 3349 (NH),
1729 (C=0). Cnektp SIMP 'H (CDCl3), 8, m. 1. (J, I'n):
1.47 3H, 1, J = 7.1, CH,CH,); 2.46 (3H, c, 7-CHy3); 2.73
(3H, ¢, 3-CH3); 2.74 (3H, ¢, 1-CH3); 4.59 2H, x, J = 7.2,
CH,CHj;); 7.01 (1H, », J = 8.2, H-6); 7.19 (1H, ¢, H-8);
7.93 (1H, a, J = 8.2, H-5); 9.18 (1H, yur. ¢, NH). Cnektp
SAMP C (CDCly), 8, m. m.: 14.2; 20.0; 22.1; 22.2; 61.6;
111.5; 118.1; 118.7; 122.0; 123.2; 126.4; 133.0; 139.3;
141.7; 142.1; 144.4; 169.2. Haiineno, %: C 72.39; H 6.47,
N 9.94. C7;HsN,O,. Brruucaeno, %: C 72.32; H 6.43;
N 9.92.

Irui-1,3-mumerwii-7-meroxkcu-9 H-nupuno|3,4-blunmon-
4-kapooxkcuuar (4¢). Boerxon 0.18 r (30%, meton 1), 0.47 r
(79%, meton II), GecrBeTHbIC KpUCTALILL, T. . 120-121°C
(PhMe). MK cmextp, v, cM : 3137 (NH), 1719 (C=0).
Crnextp SIMP 'H (CDCLy), 8, m. . (J, Tu): 1.47 3H,1,J=17.1,
CH,CH;); 2.70 (3H, c, 3-CH3); 2.73 (3H, ¢, 1-CH3); 3.82
(3H, ¢, OCHj); 4.59 (2H, k, J = 7.2, CH,CHy); 7.13-7.17
(1H, M, H-6); 7.22-7.26 (1H, m, H-8); 7.94-7.97 (1H, M,
H-5); 9.01 (1H, yur ¢, NH). Cnekrp SIMP *C (CDCly),
5, M. 1.: 14.3; 20.1; 22.6; 55.4; 61.5; 94.2; 109.9; 114.3;
118.1; 124.7; 126.6; 133.0; 141.7; 142.7; 145.1; 160.9;
169.3. Haiineno, %: C 68.49; H 6.10; N 9.36. C;7H;sN,Os.
Brraucneno, %: C 68.44; H 6.08; N 9.39.

Irui-1,3-numernn-7-penunn-9H-nupuno|3,4-blunnon-
4-kapooxkcuuar (4d). Berxon 0.50 r (73%, meron 1), Gec-
[BETHBIE KpUCTAIUIBL, T. TWI1. 222-223°C (EtOH). UK cnextp,
v, cM : 3418 (NH), 1722 (C=0). Cmextp SIMP 'H
(AMCO-dp), 6, m. a. (J, I'n): 1.41 (3H, T, J = 7.1, CH,CHjs);
2.72 (3H, ¢, 3-CH3); 2.95 (3H, ¢, 1-CH;); 4.61 (2H, x, J= 7.0,
CH,CH;); 7.44 (1H, 1, J=17.5, H Ar); 7.53 2H, 1, J=17.5,
H Ar); 7.66 (1H, n. n, J=8.7,J= 1.6, H-6); 7.77-7.79 (2H,
M, H Ar); 7.88 (1H, ¢, H-8); 8.13 (1H, n, J = 8.7, H-5); 12.82
(1H, ym. ¢, NH). Cnextp AIMP C (IMCO-dy), 8, m. 1.: 14.1;
17.0; 18.4; 62.7; 110.2; 117.6; 119.9; 120.9; 124.6; 127.4
(20); 127.7; 128.5; 129.4 (2C); 133.4; 139.2; 139.7; 140.8;
143.4; 144.2; 165.8. Haiineno, %: C 76.79; H 5.89; N 8.15.
CyH,oN,0O,. Beraucneno, %: C 76.72; H 5.85; N 8.13.

I1ui-1,3-mumerwii-5-meroxkcu-9 H-nupuno|3,4-b|lunmo-
4-kapooxcunar (4e). Bexox 0.36 T (60%, merox II), Gec-
nBeTHbIe KpucTawipl, T. 1. 103—-104 °C (PhMe). UK crekTp,
v, eM: 3146 (NH), 1717 (C=0). Criextp SIMP 'H (CDCl5),
S, M. n. (J, T'm): 1.41 (3H, T, J = 6.8, CH,CHj); 2.65 (3H, c,
3-CHj3); 2.66 (3H, ¢, 1-CH;); 3.94 (3H, ¢, OCH,); 4.48-4.54
(2H, m, CH,CHy); 6.57 (1H, n, J = 7.8, H-6); 6.97 (1H, n,
J =123, H-8); 7.36 (1H, 1, J = 7.8, H-7); 9.28 (1H, yu. c,
NH). Criexrp SIMP *C (CDCly), 8, m. 1. 14.2; 19.9; 21.6;
55.5; 61.0; 100.7; 104.2; 110.6; 120.8; 124.0; 129.7; 132.2;
141.0; 142.4; 142.8; 156.5; 170.0. Haiineno, %: C 68.37;
H 606, N 9.35. C]7H18N203. BBI‘II/ICJ'[GHO, %: C 6844,
H 6.08; N 9.39.

Irtua-1,3-qrumerni-7-xjaop-9H-nupuno|3,4-blunmoJi-
4-kapookcuaar (4f). Bexon 0.44 1 (72%, meron II), bec-
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LBeTHBIE KpucTawibl, T. 1. 186—-187°C (PhMe). UK cnektp,
v, eM ' 3156 (NH), 1724 (C=0). Cnextp SIMP 'H (CDCL;),
o, m. 1. (J, I'm): 1.48 (3H, T, J= 7.1, CH,CH;); 2.77 (3H, c,
3-CH3); 2.83 (3H, ¢, 1-CHj3); 4.59 (2H, x, J = 7.2, CH,CHj;);
7.15 (1H, a. o, J = 8.8, J = 1.4, H-6); 7.46 (1H, c, H-8);
7.99 (1H, n, J = 8.8, H-5); 9.49 (1H, ym. ¢, NH). Cnextp
AMP C (CDCly), 6, m. x: 14.2; 19.8; 22.0; 61.8; 111.7;
118.9; 119.0; 121.2; 124.8; 126.3; 133.2; 134.9; 141.8; 142.3;
144.8; 168.5. Haiigeno, %: C 63.53; H 5.00; N 9.23.
C16H5CIN,O,. Beruncneno, %: C 63.48; H 4.99; N 9.25.

Itua-1,3-numerunin-7-gprop-9 H-nupuno|3,4-blunmo-
4-xapookcuiaar (4g). Beixox 0.51 r (89%, meton I1), Oec-
LBETHBIE KpHCTAUIbL, T. . 146-147°C (PhMe). UK cnektp,
v, eM 't 3145 (NH), 1714 (C=0). Crnextp SIMP 'H (CDCL,),
o, ™. 1. (J, I'm): 1.48 3H, T, /= 7.1, CH,CHs); 2.71 (3H, c,
3-CHj); 2.73 (3H, c, 1-CHj); 4.59 (2H, x, J = 7.2,
CH,CH;); 6.93 (1H, 1. n, J = 9.1, J = 2.2, H-6); 7.04 (1H,
o n,J=9.2,J=23, H-8); 8.05 (1H, n. n, J=8.8, J=5.5,
H-5); 9.01 (1H, yur ¢, NH). Cnekrp SIMP "*C (CDCly),
o, M. 1. (J, ['m): 14.3; 20.2; 22.6; 61.6; 97.8 (1, J = 26.9);
109.0 (m, J = 24.3); 118.0 (m, J = 144.8); 1253 (m,
J=10.4); 126.1; 133.4 (n, J = 1.7); 141.7; 141.8; 142.4;
145.5; 163.4 (n, J = 246.2); 169.1. Haitneno, %: C 67.18;
H 531, N 9.73. C]6H]5FN202. BI)I‘II/ICJ'IGHO, %: C 6712,
H 5.28; N 9.78.

Ituwi-1,3-numeTnn-6,7-numeroxcu-9 H-nupuno|3,4-b|-
unaoJ-4-kapookcunar (4h). Bexon 0.41 r (63%, meron 10),
OecuBeTHble Kpuctamwibl, T. i 128-129°C (PhMe).
UK criektp, v, cM ': 3158 (NH), 1725 (C=0). Cnextp SIMP 'H
(CDCly), o, m. a. (J, T'm): 1.48 (3H, 1, J = 7.1, CH,CHj);
2.71 (3H, c, 3-CH3); 2.73 (3H, ¢, 1-CH;); 3.89 (3H, c,
7-OCHs;); 3.93 (3H, c, 6-OCHj;); 4.56 (2H, x, J = 6.9,
CH,CHs;); 6.85 (1H, ¢, H-8); 7.56 (1H, c, H-5); 8.63 (1H,
yur. ¢, NH). Cniexrp SIMP °C (CDCls), 8, m. .: 14.3; 20.1;
22.7; 56.0; 56.4; 61.4; 94.0; 105.5; 112.8; 117.9; 126.7;
133.0; 136.7; 141.9; 144.9; 145.0; 152.0; 169.3. Haiineno, %:
C 6591, H 616, N 8.50. C18H20N204. BLI‘IHCJ’I@HO, %:
C 65.84; H6.14; N 8.53.

Iruwi-1,3-mumernn-7,8-numeroxcu-9 H-nupuno|3,4-b|-
unaoJ-4-kapookcuaar (4h'). Bexon 0.20 r (31%, meton I0),
OeciBeTHbIe KpHCTaWibl, T. i 174-175°C (PhMe).
UK criektp, v, cM ': 3144 (NH), 1725 (C=0). Cnextp SIMP 'H
(CDCly), o, m. a. (J, T'm): 1.44 (3H, 1, J = 7.1, CH,CHj);
2.70 (3H, c, 3-CHj;); 2.74 (3H, c, 1-CH;); 3.94 (3H, c,
8-OCH;); 3.97 (3H, ¢, 7-OCHs3); 4.55 2H, x, J = 7.2,
CH,CH,); 6.87 (1H, n, J = 9.0, H-6); 7.77 (1H, n, J = 9.0,
H-5); 9.16 (1H, yur ¢, NH). Crekrp SIMP “C (CDCl5),
o, M. 1.: 14.2; 20.0; 22.4; 56.5; 60.8; 61.4; 107.0; 116.3;
118.3; 119.3; 126.9; 133.3; 133.4; 136.2; 142.3; 145.0;
151.7; 169.0. Haiigeno, %: C 65.90; H 6.16; N 8.50.
C18H20N204. BBI‘H/ICJ'IGHO, %: C 6584, H 6]4, N 8.53.

1,3-Aumetun-9H-nupuno[3,4-blunaona-4-kapooHur-
pua (8a). Beixon 0.34 r (77%, meton II), GecrBeTHbIE
KpHCTaIbl, T. 1. 241-242°C (PhMe). MK cnektp, v, cM '
3285 (NH), 2227 (CN). Criextp SIMP 'H (JIMCO-dy), 8, m. 1.
(/, Tm): 2.68 (3H, ¢, 3-CH3); 2.75 (3H, c, 1-CH3); 7.28—
7.33 (1H, M, H-7); 7.59-7.62 (2H, m, H-6,8); 8.25 (1H, &,
J = 8.0, H-5); 11.98 (1H, ym. ¢, NH). Cnektp SIMP *C
(AMCO-dg), 9, m. n.: 20.8; 22.4; 95.7; 112.7; 117.7; 118.8;
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120.3; 121.3; 126.7; 129.5; 132.1; 141.2; 146.2; 150.2.
Haiineno, %: C 76.05; H 497, N 18.91. CyH;Ns.
Brruucaeno, %: C 76.00; H 5.01; N 18.99.
1,3,7-Tpumernn-9H-nupuno[3,4-b|unnon-4-kapoo-
autpua (8b). Bexon 0.38 r (80%, meton 1), GecrieTHbIC
KpHUCTabL, T. Wi 250-251°C (PhMe). MK cnektp, v, cM '
3298 (NH), 2228 (CN). Criextp SIMP 'H (JIMCO-dj), 8, M. 1.
(/, T'm): 2.49 (3H, ¢, 7-CHj3); 2.66 (3H, c, 3-CHs3); 2.73 (3H,
¢, 1-CHs;); 6.90 (1H, n, J = 8.4, H-6); 6.99 (1H, c, H-8);
8.09 (1H, 1, J = 8.4, H-5); 11.75 (1H, ym. ¢, NH). Cnektp
AMP C (IMCO-dy), 8, m. 1. 20.7; 21.9; 22.3; 95.1;
112.0; 116.5; 117.6; 120.8; 121.8; 126.8; 132.0; 139.4;
141.7; 145.5; 149.8. Haiineno, %: C 76.62; H 5.61; N 17.81.
Ci5H3Ns. Beraucaeno, %: C 76.57; H 5.57; N 17.86.
1,3-AumeTunia-7-meroxkcu-9H-nupuno[3,4-blunmon-
4-kapoonurpui (8c). Bexon 0.37 r (73%, meron II), Oec-
LBETHBIE KPHCTALIbL, T. . 263-264°C (PhMe). UK cnektp,
v, eM 2 3302 (NH), 2226 (CN). Criexrp SIMP 'H (JIMCO-dy),
S, M. 1. (J, Tm): 2.67 (3H, ¢, 3-CH3); 2.73 (3H, ¢, 1-CHj3);
3.88 (3H, ¢, OCH;); 6.90 (1H, 1, J = 8.4, H-6); 6.99 (1H, c,
H-8); 8.09 (1H, n, J = 8.4, H-5); 11.80 (1H, ymr. c, NH).
Cnextp SIMP C (IMCO-dy), 8, M. 1.: 20.5; 22.3; 55.4;
94.6; 110.5; 112.5; 117.7; 122.1; 122.8; 127.3; 132.1;
143.1; 144.8; 149.9; 161.1. Haiineno, %: C 71.63; H 5.24;
N 16.76. CsH3N;0. Boeruncneno, %: C 71.70; H 5.21;
N 16.72.
1,3-Aumerni-7-¢penna-9H-nupuno|3,4-blunmoi-
4-kapoonntpui (8d). Beixox 0.51 r (86%, meron II), Oec-
LBETHBIE KpHUCTALIBL, T. 1. 292-293°C (PhMe). UK cnekrp,
v, eM : 3281 (NH), 2232 (CN). Criexrp SIMP 'H (JIMCO-dy),
S, M. 1. (J, Tm): 2.71 (3H, ¢, 3-CH3); 2.79 (3H, ¢, 1-CHj3);
742 (1H, T, J =73, H Ar); 7.52 2H, T, J = 7.5, H Ar);
7.60 (1H, a. n, J = 8.4, J = 1.5, H-6); 7.74-7.78 (3H, m,
H Ar, H-8); 8.31 (1H, 1, J = 8.4, H-5); 12.13 (1H, yu c,
NH). Cnektp SIMP *C (IMCO-dq), 3, m. 1.: 20.8; 22.4;
95.4; 110.1; 117.6; 118.0; 119.6; 121.6; 126.5; 127.2 (2C);
127.8; 129.0 (2C); 132.6; 140.3; 141.5; 141.8; 146.0;
150.1. Hatigeno, %: C 80.70; H 5.06; N 14.07. CyoH;5Nj.
Brruucaeno, %: C 80.78; H 5.08; N 14.13.
1,3-AumeTnia-5-meroxkcu-9H-nupuno[3,4-blunmon-
4-kap6onutpui (8e). Boxon 0.30 r (60%, meton II), Gec-
I[BETHbIE KpUCTAILIBI, T. 1. 275-276°C (EtOH). UK cnekTtp,
v, eM : 3282 (NH), 2223 (CN). Criexrp SIMP 'H (JIMCO-dy),
S, M. 1. (J, Tw): 2.72 (3H, ¢, 3-CH3); 2.74 (3H, ¢, 1-CHj3);
3.94 (3H, ¢, OCHj;); 6.70 (1H, n, J = 8.0, H-6); 7.13 (1H, &,
J=28.0, H-8); 7.50 (1H, T, J = 8.0, H-7); 11.90 (1H, ymu. c,
NH). Crextp SIMP C (IMCO-dq), 3, m. 1.: 20.6; 23.3;
54.2; 97.4; 100.4; 104.5; 109.2; 118.3; 125.6; 130.7; 131.7;
142.5; 145.1; 151.4; 156.3. Haiineno, %: C 71.64; H 5.23; N 16.76.
C15H]3N30. BBI‘H/ICIICHO, %: C 7170, H 521, N 16.72.
1,3-AumeTnin-7-xjaop-9H-mupuno|3,4-b|unnon-4-kapoo-
nutpua (8f). Bexox 0.36 1 (70%, meton II), GecriBeTHBIE
KpHUCTAILTBL, T. 11, 268—-269°C (PhMe). K criekTp, v, cM :
3280 (NH), 2225 (CN). Cmextp SIMP 'H (JIMCO-d;),
S, M. 1. (J, Tu): 2.68 (3H, ¢, 3-CH3); 2.74 (3H, ¢, 1-CHj3);
7.28 (1H, n, J = 6.5, H-6); 7.56 (1H, ¢, H-8); 8.14 (1H, &,
J = 1.6, H-5); 12.00 (1H, ymr. ¢, NH). Criekrp IMP "*C
(AMCO-dp), 3, M. a.: 20.6; 22.2; 95.3; 111.9; 117.1; 117.4;
120.4; 122.4; 126.0; 132.2; 133.6; 141.4; 146.2; 150.3.



Chem. Heterocycl. Compd. 2021, 57(2), 187-198 [ Xumus cemepoyuxn. coeounenuii 2021, 57(2), 187-198]

Haiineno, %: C 65.83; H 3.97; N 16.48. C;4H;,CINs;.
Brruucaeno, %: C 65.76; H 3.94; N 16.43.

1,3-Tumernn-7-¢prop-9H-nupnno|3,4-b|unnos-4-kap6o-
autpua (8g). Beixox 0.36 r (75%, meron II), OGeciiBeTHbIC
KpuCTabL, T. i 285-286°C (MeOH). UK crexTp, v, cM ':
3297 (NH), 2221 (CN). Criextp SIMP 'H (JIMCO-d), 8, M. 1.
(/, Tm): 2.72 (3H, c, 3-CH3); 2.77 (3H, c, 1-CH;); 7.08—
7.12 (1H, m, H-6); 7.33 (1H, c, H-8); 8.32 (1H, n. 1, J = 8.3,
J = 5.6, H-5); 11.86 (1H, ym. ¢, NH). Crextp SIMP “C
(AMCO-dg), 6, m. a. (J, I'm): 20.3; 20.0; 95.1; 98.2 (m,
J=26.0); 108.6 (1, J=25.1); 115.5; 117.0; 122.7 (n, J = 11.3);
126.4; 132.5; 141.8 (7, J = 13.9); 145.5; 150.2; 162.8 (7,
J = 244.5). Haiigeno, %: C 70.35; H 4.24; N 17.51.
Ci4sH oFN;. Beraucneno, %: C 70.28; H4.21; N 17.56.

1,3-AumeTnii-6,7-numeroxcu-9 H-nupuno[3,4-b|unnon-
4-xap6onutpua (8h). Bexon 0.12 r (21%, meron II), Oec-
L[BETHBIE KPUCTALIBL, T. M. 275-276°C (i-PrOH). UK crexrtp,
v, eM ' 3308 (NH), 2219 (CN). Criexrp SIMP 'H (JIMCO-dy),
S, M. 1. (J, T'm): 2.68 (3H, c, 3-CH3); 2.72 (3H, c, 1-CH3);
3.84 (3H, ¢, 7-OCHa); 3.92 (3H, ¢, 6-OCH,); 7.03 (1H, ¢, H-8);
7.64 (1H, ¢, H-5); 11.53 (1H, yur. ¢, NH). Criekrp SIMP *C
(AMCO-dy), 6, m. n.: 20.2; 22.1; 55.6; 55.9; 94.1; 94.7;
102.5; 110.6; 117.6; 126.9; 131.7; 137.1; 144.5; 144.7; 149.4;
152.4. Haiineno, %: C 68.38; H 5.34; N 14.88. C;sH;sN50,.
Brruucaeno, %: C 68.31; H 5.37; N 14.94.

1,3-Aumerni-7,8-numeroxcu-9 H-nupuno[3,4-b|unnon-
4-xap6onutrpua (8h'). Bexoxg 0.40 r (71%, meron II),
OecuBerHble Kpuctamwibl, T. mwi. 230-231°C (i-PrOH).
UK crektp, v, cM ': 3294 (NH), 2224 (CN). Cnextp SIMP 'H
(AMCO-dy), 6, m. a. (J, I'm): 2.70 (3H, ¢, 3-CH;); 2.81 (3H,
¢, 1-CHj3); 3.94 (3H, ¢, 8-OCHs;); 3.95 (3H, c, 7-OCH,);
7.15 (1H, 1, J = 8.8, H-6); 8.00 (1H, n, J = 8.8, H-5); 11.70
(1H, yur. ¢, NH). Cnextp SIMP *C (JIMCO-dj), 8, m. 1.: 20.8;
22.2; 56.6; 60.5; 94.9; 108.3; 114.8; 116.7; 117.5; 127.8;
132.7; 133.9; 136.3; 145.6; 150.0; 152.4. Haiineno, %:
C 6838, H 535, N 14.89. C|6H|5N302. BI)I‘II/ICHGHO, %:
C68.31; H5.37; N 14.94.

Cunre3 4-apui-2,6-1MMeTHI-5-HUTPOHUKOTHHOBBIX
kucaoT 9a,b (obmas meroguka). K pactBopy 4 mMmoib
mupuauHa 1a,b B 10 M EtOH npu nepemervBanny 100aB-
nstot pactBop 20 mmois NaOH B 2 mit H,O. Peakiimonnyro
CMECh KUIIATAT B T€UCHHUE 2 4, 3aTeM OXJIAXJAI0T, JOOABIISIOT
H,0 u noaxucnsror HCl no pH 3. Bemasmmit ocamox
OT(UIBTPOBBIBAIOT U NIEPEKPHUCTAIITN30BbIBaOT N3 EtOH.

2,6-IuMeTHI-5-HUTPO-4-(PeHNTHUKOTUHOBAsA KUCJIO-
Ta (9a). Beixox 0.89 t (82%), GecuBeTHbIE KPHUCTAIIBI,
. 1. 217-218°C (EtOH). MK crektp, v, cM : 1729 (C=0),
1542, 1373 (NO,). Cnektp SIMP 'H (AIMCO-d;), 5, M. A.:
2.51 (3H, ¢, 2-CHj3); 2.57 (3H, c, 6-CH3); 7.24-7.26 (2H,
M, H Ar); 7.45-7.46 (3H, m, H Ar). Crextp SIMP "C
(AMCO-dg), 9, m. m.: 20.2; 22.6; 127.8 (2C); 128.6 (2C);
129.1; 129.5; 131.9; 139.0; 144.9; 148.7; 155.5; 167.2.
Haﬁ}ICHO, %: C 6180, H 446, N 10.27. C14H12N204.
Breruucneno, %: C 61.76; H 4.44; N 10.29.

2,6-AumeTuii-4-(4-MmeTokcudeHn)-5-HUTPOHUKOTH-
HoBasi kuciaora (9b). Brixog 1.04 r (86%), GecriBeTHbBIE
KpHUCTaIbL, T. 1. 254-255°C (EtOH). MK cnextp, v, cM ':
1725 (C=0), 1537, 1365 (NO,). Criextp SIMP 'H (IMCO-d,),
o, M. 1.: 2.49 (3H, c, 2-CH,;); 2.55 (3H, ¢, 6-CHj); 3.78
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(3H, ¢, OCHj3); 7.00-7.03 (2H, m, H Ar); 7.17-7.20 (2H, M,
H Ar). Cniektp IMP *C (IMCO-dy), 8, M. a.: 20.1; 22.6;
55.2; 114.2 (2C); 123.8; 129.3 (2C); 129.5; 138.7; 145.2;
148.5; 155.3; 160.1; 167.4. Haiineno, %: C 59.54; H 4.65;
N 9.25. C;5sH14N,Os. Beraucneno, %: C 59.60; H 4.67; N 9.27.
Cunres  2,6-1uMeTHJI-3-HUTPO-4-(heHMINMUPHIUHOB
10a,b (o6mas meroauka). Ilpu Temmeparype 260°C 5 MMoIb
MIPOU3BOJHOTO 5S-HUTPOHUKOTHUHOBOM KUCIOTH 9a,b Harpe-
BaIOT JI0 MpeKpalieHus: BoiaeneHus my3sippbkoB CO,. 3aTeM
OXJIAKJAIOT A0 KOMHATHOW TeMIepaTypbl U OUYHUIIAIOT
KOJIOHOYHOW XpoMaTorpadueil Ha CHJIUKareie, 3JIFOCHT
PhMe. IlepexkprcTa/uIn30BBIBAIOT U3 H-TENTaHA.
2,6-Tumernii-3-nurpo-4-pennamupuaud  (10a). Beixoxn
0.59 r (52%), GecuserHbic KpucTauibl, T. mwi. 40-41°C
(n-remran). UK criextp, v, cM ': 1522, 1362 (NO,). Crextp
SMP 'H (CDCls), 8, m. a.: 2.58 (3H, ¢, 2-CH3); 2.60 (3H,
¢, 6-CHy); 7.07 (1H, ¢, H-5); 7.32-7.35 (2H, M, H Ar); 7.41—
7.44 (3H, M, H Ar). Crextp SIMP °C (CDCl), 8, M. a.:
20.6; 24.4; 122.3; 127.5 (2C); 129.0 (2C); 129.5; 134.5; 142.4;
145.1; 149.7; 159.8. Haiineno, %: C 68.47; H 5.33; N 12.30.
C13H12N202. BI:-I‘II/ICJ'ICHO, %: C 6841, H 530, N 12.27.
2,6-InmeTni-4-(4-MeTokcupeHUN)-3-HUTPONHPHU-
auH (10b). Beixon 1.04 1 (81%), GecuiBeTHbIE KPUCTAILIBI,
T. 1. 76=77°C (n-rentan). UK crextp, v, cM ': 1527, 1365
(NO,). Criextp SIMP 'H (CDCls), 8, M. 1. (J, ['m): 2.56 (3H,
¢, 2-CHj3); 2.59 (3H, c, 6-CH;); 3.82 (3H, c, OCHs); 6.94
(2H, n, J = 8.0, H Ar); 7.05 (1H, ¢, H-5); 7.28 (2H, &,
J = 8.0, H Ar). Crextp SIMP e (CDCl), 3, M. a.: 20.6;
24.4;55.3; 114.6 (2C); 122.2; 126.6 (2C); 128.9; 142.0; 145.2;
149.6; 159.6; 160.7. Haiineno, %: C 65.13; H 5.50; N 10.88.
C14H14N203. BI)I'-II/ICJ'IeHO, %: C 65.1 1, H 546, N 10.85.
Cunte3 nupuno[3,4-clumnnoaunoB 14a,b (oOmas
MeTtonuka). PactBop 2 MMoibp aMuHONIMpuaMHa 2i uinu 6i B
10 ma AcOH u 4 M H,O oxnaxmarot 10 0°C u 110 Karmisam
J00aBNSAIOT 7 MII OXJIaXKIEHHOTO BOJHOTO pacTBopa 48%
HBF,. PeaknunoHHyl0 CMEChb NEPEMEIIMBAIOT B TEUCHUE
30 MuH, 3aTeM @O0 KaluIsIM JOOaBISIOT OXJIaXKIEHHBIN
pactBop 2.3 mmosib NaNO, B 2 min H,O u nepememnBarot
B TeueHue 30 muH. Peakiimonnyto cmech paszbasisitor H,O
n Heitpanmmsyior 10% NaOH mo pH 7. Brmasmme
KPUCTAIIBl OTQHILTPOBBIBAIOT U MPOMBIBAIOT OXJIAXKICH-
HOM HQO
Ituia-2,4-numerui-7,8,9-rpumerokcunupuao|3,4-cl-
unHHoNH-1-kapookcunar (14a). Beixon 0.62 r (84%),
CBETJO-XKeNThle KpucTawibl, T. i 83-84°C (i-PrOH).
UK cmektp, v, cM 't 1719 (C=0), 1537 (N=N). Crextp
SAMP 'H (CDCly), 8, M. x. (J, Tm): 1.43 3H, 1, J = 7.1,
CH,CHs;); 2.74 (3H, ¢, 2-CHs;); 3.36 (3H, c, 4-CH;); 4.01
(3H, c, 8-OCH;); 4.11 (3H, ¢, 9-OCH3;); 4.33 (3H, c,
7-OCH;); 4.56 (2H, x, J = 7.1, CH,CHj;); 7.39 (1H, c,
H-10). Criextp IMP °C (CDCl3), 8, m. 1. 14.1; 21.4; 22.8;
56.2; 61.6; 62.3; 63.7; 98.6; 115.7; 120.2; 122.2; 136.9;
139.3; 144.9; 150.4; 153.3; 157.1; 164.0; 170.2. Haiizeno, %:
C 6139, H 574, N 11.34. C19H21N305. BBI‘H/ICJ'ICHO, %:
C61.45;H 5.70; N 11.31.
2,4-Inmernii-7,8,9-rpumerokcunupuao[3,4-clumHno-
aun-1-kapoonurpua (14b). Berxon 0.42 r (64%), cBetio-
XKenTele Kpuctauiel, T. L. 184—185°C (i-PrOH). UK criekTp,
v, eM: 2214 (CN), 1533 (N=N). Criextp SIMP 'H (CDCL,),
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0, M. 1.: 2.99 (3H, ¢, 2-CH3); 3.36 (3H, c, 4-CHj); 4.12
(3H, ¢, 8-OCHj); 4.15 (3H, ¢, 9-OCHj); 4.33 (3H, c,
7-OCH;); 8.73 (1H, ¢, H-10). Crexrp SIMP *C (CDCly),
0, M. a.: 22.1; 24.8; 56.8; 61.6; 63.7; 98.1; 98.2; 115.3;
118.8; 124.9; 136.2; 139.3; 145.6; 150.1; 157.8; 163.6;
167.5. Haiineno, %: C 63.01; H 5.00; N 17.31.
C17H6N4O5. Brraucaeno, %: C 62.95; H4.97; N 17.27.

HccnenoBaHue TruUNOrIUKEeMHUYECKOH AKTHBHOCTH
coequHenuii 4¢,g u 8e,h. Coenunenus 4¢,g u 8e,h BBOIAT
opanbHO B jgo3¢ 10 mr/kr Memmam guauu CD-1 (mo 5
’KUBOTHBIX B rpymie) 3a 30 MUH 10 IepopaibHON Harpy3Ku
roKo30it (2.5 r/kr). JKUBOTHBIE TOJy4eHBI M3 BUBApHs
OUII Uncturyra nutonoruu u resetuku CO PAH, rae ux
coJllepKaT B CTAHIAPTHBIX YCIOBUSAX BUBApPHUS MPH CBOOO-
HOM JIOCTyIe K BOJie U KopMy. Bce uccrienoBarenbckue
paboThI ¢ TaOOPATOPHBIMHU KMBOTHBIMH BBIIIOJHEHBI B COOT-
BETCTBHH C OOIICTIPUHATHIMU STHUYSCKUMH HOPMaMu o0Opa-
IEHHs ¢ KUBOTHBIMH, KOTOpBIe oTBeuatoT "EBpomeiickoit
KOHBEHIIMM O 3alllUTe TO3BOHOYHBIX KHBOTHBIX, HCIIOJb-
3yeMBIX U1l 9KCTIEPHMEHTOB HITH B HHBIX HAYYHBIX He/six". >

I'moko3y B KpOBM H3MEPSIOT Ha pa3pe3e XBOCTa C
momoineio rmokomerpa OneTouch Select (LifeScan Inc.,
CIHIA) nepen BBeAEHHEM HCCIEAyeMbIX coequHeHHi (0 MUH)
yepe3 30, 60, 90 u 120 MuH mocne BBEASHUS TIIOKO3H. B
KauecTBE MOJIOKUTEIHHOTO KOHTPOJISI UCTIOIB3YIOT BUIIA-
DJIMITAH — UHTHOUTOpP AMNenTHauinenTuaassi-4. Cratuctu-
YECKUI aHaNMu3 MPOBEJEH C UCMOJb30BaHueM U-KpUTepus
Manna—Ynuran. %

@Daill cONPOBOAUTENBHBIX MATEPUANIOB, COACPKALUN
CHEKTPHl TOTJIOMIEHUS U (IYOpPECUEHIMH COeANHEHHUN
4, 8 a-h', QusuKo-XxUMHUECKHE XAPAKTEPUCTUKU HCXOJ-
HBIX CO€IMHEHHM, a Takxke cnekrpel AMP cunTe3u-
POBaHHBIX COEJUHEHMI, IOCTYNEH Ha CalTe XypHaia
http://hgs.osi.lv.

Hceneoosanue 6binoineno npu UHanco8ol nodoepiicke
PODH 6 pamrax nayunozo npoexma Ne 19-33-90229.
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