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HOBBII1I CUHTE3 3-APUJI-S,6- AU APOIIMPUVH-2(1H)-CHOB

HMuxmsaumeit N-3-0KCOATKIUTAMHIOB 3aMEMIEHHbIX (HEHMIYKCYCHBIX KHMCIOT TIOZ
AEMCTBHMEM OCHOBAHMIL ITOJydEeHbI 3-apuizaMemieHHsie 5,6-muruaponuprauy-2(1H)-
OHbI. JIerHAPHMPOBAHKMEM MOCAETHUX CUHTE3UPOBAHEBI 3aMeIleHHble NUpHauH-2- (1H)-
OHBI.

5,6-quruapornupunua-2 (1 H) -0HBL PpeACTaBASIOT MHTEPEC KAK COSTUHEHUS,
obnagaromue GHOJOrMUEcKOM akTHBHOCTBIO [1, 2], XpoMe Toro, OHHE
HECHOJB3YIOTCS B OPTAaHHUECKOM CHHT3E B KAUeCTBE MOJIYITPONYKTOB, HATIpHMED,
OIS TIOTYYCHWS MPUPOXHBIX ATKAIOWIOB M UX aHanaoros [3, 41].

B To xe BpemMs He CYmMECTByeT NIOCTATOUHO YHHMBEDPCAIBHBIX CIOCO00B
NOJIYYECHHUS ITHX COeAuHeHwid. BONpIIMHCTBO M3BECTHHIX CIIOCOOOB MX CHHTE3a
OTPAHMYCHO HU3KUMHU BBIXOZAMM, CCACKTHBHOCTBIO UM JOCTYIIHOCTBIO HCXOOHBIX
mponykToB [ ,6].

Panee mamu Gputo rokaszano [7 |, uro 3-perun-3,6-gurmapommprmns-2 (11) -
OHBI MOT'YT OBITh IOJIYYEHH UUMKIH3AUMEHE XoCTYIHBX N-3-0KcoanKuwideHmiamne-
ramunos [8—11 ] mox gelicTBHeM OCHOBAHMIA. :

C uessio pacmmpesds CUHTCTHYCCKUX BO3MOXHOCTEH METONA W HOJIYUCHUS
HOBBIX 3J-apwizaMemieHubix JS,0-guruaponupuand-2(1H)-onoB, npencrasisro-
HUX WHTEPEC KAK COEAMHEHMS C IMOTEHIHANBHOMK OHOMOTHYECKON aKTHBHOCTHIO,
Hamu ObUta u3yuyeHa oukim3amms N-3-oxcoankwiamMunoB 3,4-AMMETOKCH- M
2-antpo-4,5-muMeTokcudeHmTyXCycHEIX KucaoT (Ia—r) mox peiicTemeM OCHOBA-
mwmit. N-3-Oxcoanxkutamuass Ja n 16 6uiin nmoayuessl, KaK OnucaHo B pabore [8 ],
u3 1,3-xuropkeronoB m roMosepaTpoHmaa, a amunsl I8 w Ir — muTpoBaEmEM
coenunenni Ia,0 no meronuke paborer [121]

Haumasie coextpos UK, IIMP u dAMP 3¢ nommocrsio MOATBEPXAATOT
CTPYKTYpPY coenuuenui Ia—r (cM. 3KCIepMMEeHTaNbHYIo yacTs ¥ tabi. 1, 2).

B pesynbrare TPOBEACHHHIX WCCIEHOBAHUE OBUIO YCTAHOBJIEHO, UTO
N-3-okcoankmnamuasl la—r mox AEWCTBHEM OCHOBAHMK TIPEBPAINAIOTCS B
5,6-guruppormapuana-2 (1H)-ouer (Ila—r), npwuem aurposamemennsie N-3-0k-
CoaNKMIAMIABL 1B,I, mMeromue 0Oojee MONBHXHBIE (~KapOaMOWIBHEE ATOMBL
BOJIOPOZA, UKJIN3YIOTCA JIerde, ueM coequHennd [a,0. B To xe Bpema amuzst 10,r
TIpeBpamanTCca B 5,0-muruapormmpunus-2 (1 H)-ovsl B Go/iee XECTKUX YCIOBHIX
[0 CPAaBHEHMIO ¢ aMuAaM# [a,B, 4To OOYCJOBJCHO BJAMIHHEM 3aMECTHTEICH B
N-3-okcoankuabHOR HENH, pACCMOTPEHHBIM HaMu pauee [7].

CHs ocH,
CH OCH,
N
R1 0 X 3
R?” “NH—CO—CH, _ocw, SBAKOH N
OCH;, R NAO
: H
fa=r lla—r

LOaR'=R>=Me, X=H;6R =X =H, R>=Ph; s R' =R?>=Me, X =NOy;
rR'=H, R?=Ph, X =NO:
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Tabnuma 1

XapakTepuCTHKH CHHTE3WPOBaHHBIX coepuueHmit I—III

Coernu- BpyTro- S HX cnexp, V, Cr Baixon,

HeHHe copmyIa it %
NH Cco CONH C=C . NOp

Ia sH23NO4 87...88 3410 1720 1680 — — 74,5

16 | w0H23NO4 159...160 | 3420 1725 1690 — — 32,0

Iz | C1sH22N20¢ 126...127 | - 3400 1713 1680 — 1339 81,4

Ir | CooH2oN206 . 168...169 . 3420 1727 1680 — 1339 87,4

Ma | Ci6H21NO3 161...163 | 3400 — 1680 1640 — 92,0

106 | CaoH21NO3 130...131 | 3400 — 1675 1630 — 83,4

I | Ci6H20N205 201...202 | 3406 — 1673 1640 £353 75,0

Tr | CxoH20N20s 176...177 | 3400 — 1673 1642 1339 62,5

116 | CaoH15NO3 226...227 | 3385 —_ 1630 — 72,7

HIr | CyoHisN20s 256...257 — 1625 1339 74,9

Heobxogumo otMmeTuTh, uro B chextpe IIMP 5,6-murmppomupumms-2 (1H)-
oma IIr mpmcyrcrByroT curHaspl OBYX NHACTEPEOMEPOB C OSKBATOPUATHHBIM
pacmogoxenneM emmnpHoM rpymmel npw Cs) W pasMUHOM B3aWMHOW
OpHEHTANHEH APHIBHOIO SAPA M TUTHAPCNMPAIHHOBOIO [HKJIA, YTO 00YCIOBICHO
HAIMUMEM acuMMmerpuueckoro artoma ymaepoga C() u XupaapHOH OCH,
ofpasyromelics BCIENCTBHE 33ATPYNHEHHOTO BHYTPCHHETO BpPAIgeHWs MO CBA3H
C@3)—Ar. Bemmuuus: KCCB 375sH5H YKa3bIBAIOT HA aKCHANHHYIO OpPHUEHTAIHIO
nporona nipu C(6) ¥, COOTBETCTREHHO, HA SKBATOPHAIHGHYIO OPUEHTAIIKAIO TPYIIIEL

6-Ph.

3-Apwi-3,6-muranpormpuans-2 (1 H) -oust nerko aeruapupyrorcs, [Ipn xuma-

TOJYYEHB! COOTBETCTBYIONME 3amemnenusie nupuaus-2 (1H)-oust 1116,r.

Coekrpet IIMP coenunenwnii la—r

‘yemmy coemmmenmi 116,r B kKcmwnone ¢ Pd/C ¢ BBICOKMMH BBIXOZAMHM OBLIH

Tabauma 2

Xumnyeckne cOBUTH, 5 M. &, KCCB (), Tn

Coegu-
remme NH 3-CHz 2-CHy rl R2 Ar (2-OCH3) CXI—
Ia |566ym.c| 20lc |285¢c 1,26 ¢ 6,75...6,73 ™ | 3,34
(3,84 cu 3,81 c
c)
B 657ymna| 2i4c |295xn, 5,48 M, 7,38...7,02 | 6,91...6,86 u | 3,60
37290 3,66 1. 1. 35=9,0 M (3,97cu394| ¢
25 =20,0 312=17,0 o
3115=17,0
Is |6,07vimc | 2.02¢ |2,83¢c - 1,33 ¢ 7,62 ¢, 3-H |3,70
6,75 ¢, S-H c
(3,91 cu 3,88
<)
Ir (68913 | 208c 3,01 m 5,39, 7.35..7,27 | 7,07 ¢, 3-H | 3,84
=8,0 7=17,0 J=8,0 M 682 ¢, 5-H| ¢
312=16,0 12 = 6,0 (3.95 ¢ 1 3,94
<)
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Pd/C, A
—_—

R-KCHIIOJ

II6,r - III6,r

TaxuM 06pa3oM, JOCTYHOHOCTh MCXONHBIX TPOXYKTOB, IPOCTOTA O(OPMICHHS
SKCIICPHMCEHTA ¥ BHICOKME BHIXONBI AEIA0T N-3-0KCOANKMIaMUABL 8 PHIYKCYCHBIX
KACIOT YXOOHBIMH CHHTOHAMM UL IOJyYCHMS HE TOJBKO 3-aPMI3aMCIIEHHBIX
5,6-nurupponupunna-2 (1 H) -ouos, mo u nupuaua-2(1H)-onos.

~

IKCHNEPUMEHTAJIBHAL 9ACTBH

UK criexTpst sanucanst Ha npubope Specord 75-IR B xnopodopme. CrekTps IIMP 3am/1cam>1 Ha
nprubopax Bruker AC- 200 P (200 MI'u) u Tesla BS-587 (80 MI') B CDCl3; cnexrpst aMP °C — ma
npubope Tesla BS-587 (20 MI'n) B CDCls, suyTpennuit cranaapt I'MJC. Macc-CriexTpst 3armcanbt Ha
npubope Mat-112 (FINNIGAN MAT) . KOHTPONb 33 XOAOM PEaKiiyi OCYIIECTBASITHU C [IOMOIIBIO TCX na
nnactunkax Silufol UV-254. JKuik0CcTHAS KOAOHOUHAS XpomaTtorpadus npoBoRMaacs Ha crmikarese L
40/100.

" XapaKTepUCTHKH CHHTE3HMPOBAHHBIX COCIMHEHMIT NPHUBENEHDE B taba. 1—3.

JIaHHbIC SJEMEHTHBIX AHAIM30B COOTBETCTBYIOT BHIUMCIIEHHBIM.

4-MeTwi-4-XJI0pIeHTaHOH-2~ U 4-(ennn-4-xJ10p6yTaHOH-2 NOIYYEHBI TIO MBTOI[HKS pa6om1 [9].

N-3-Oxcoankmwramuasl 1a,6. K pacrsopy 20 mmoab 3,4-AuMETOKCHMGIEHUAALETOHUTPMAL U
20 MMOTD 4-MeTHiI-4-xnoprenradona-2 (s cyuae Ia) win 4-gewmr-4-xaopbyranona-2 (I6) B 100 M
a6COIIOTHOTO mopo@dpma npu nepemermueasvu npu O °C 1o kammsm npubasasror 20 mvons SnCla.
Peaxunormy‘ro cmech nepememmBaroT 15 mun npu 0 °C, sareM OCTaBasHoOT HA 2...3 9 [IPH KOMHATHOH
TemmepaType. PacTBOp HEATPANM3YIOT HACHIIEHHEIM BOHEM pacTBOpoM Na2CO03, opraHmueckmit Ciod
OTAENSIOT, Cymat Hax MgSO4; pacTBOPHUTENDL OTIOHAIOT B BAKYYME.

Tab6nuna3

Cunextpbl IIMP coemunernit Ila—n

Coenn- XuMHgecKde COBHTH, 6 M. A, KCCB (), 'm
HEHHE . _ . 1 >
NH 4-CHs, ¢ 5Hy 5H 6-Ra 6-Re 3-Ar (20CH3)
Ha }5,39 1,74 2,35¢ 1,27 ¢ 6,74 M
yuL.c (3,81 0
o6 |5,63 1,89 2,74 1.1 2,50m. 1 4,80 M 7,46 M 6,89 M
yiLc 2r=18,0 21180 51=15 (3,95 ¢ u
315462 =10,5 Jse()a 6,6 fSaGa 10,5 3,96 ©)
: 3 6,6
. 556a
s |5,51 L67 |2 19 i 2.52x 1,28 ¢ 1,39 ¢ 7,66 ¢, 3-I
c -16,0 |%7=16,0 6,56.c, 6-H'
: (3,90 ¢ wu
3,87 m)
r* 15,79 1,835 2 83 m n{254 n =m|3502m 7,51...7,33 7,80¢, 3-H
ym.c ' Jgaﬁa 13,0 | Jsega = 5.0 | Jsesa = 50| ™ 6,76 c, 6 -H
2r=172 | =172 3 Fsaga= 13,0 4,03 ¢ =u
4,02 ¢
Ox* 5,76 | 1,831 {285 & A |2:68 x n|480m 7,51...7,33 7,79¢, ¥-H
yim.e JSaf,a =11,2 | Jse6a = 6.0 316;,\5c 6.0 M 6,70 ¢, 6'-H
=17.0 27=17,0 feasa=11,2 4,02 ¢ u
4,12¢)

CpMech OBYX OHAcTepeoMepos
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