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9K30THYECKHUE AMUHOKHUCJIOTbI

5*. CUHTE3 IIPOU3BOJAHBIX 3,5-IUOKCOIIUPA3OJJIUINHA

Monoruzapasunst 2-R-4-mMetmi-4-nukinorekces-1,1-11kapOOHOBBIX KHCIIOT B peak-
UUH C AHTHIPUAOM TPHU(PTOPYKCYCHON KHCIOTHI TArOT 4-3aMelleHHbIe 3,5-IHOKCO-
MUPA3OIUINHEL, ¢ TpuxyiopuaoM ¢ocpopa — 4-(2-R-4-meTmi-5-xI1opuuKiIorekcan)-
3,5-AMOKCOMUPA30IUINHBI, & C YKCYCHBIM aHTUApHAOM — 4-(2-R-4-metnn-4-uukiio-
I'eKCeH)-3,5-11alleTOKCUITMPA30JIb.

KaroueBbie cioBa: 3,5-1MOKCONMPA30IMANHbI, MAJIOHOBAs KHCJIOTA, MOHOTHJp-
asujibl 2-R-4-MeTnn-4-1ukiorekces- 1, 1 -1nkapOOHOBBIX KUCIIOT.

[Iponomkass wuccrnegoBaHuss B O0JIACTH MOHOTHIPa3suaoB 2-R-4-metun-4-
nuKIorekcen-1,1-nnkapooHoBeIX KucaoT (1a—e) [2], MBI OoJiee TOAPOOHO U3YUHITH
BO3MOXXKHOCTH CHHTE3a HA HMX OCHOBE TMPOU3BOJAHBIX mupasoiuauHa. [lpu
UUKITU3AIH THAPa3UI0B 1a—e MOXKHO OBLIIO 0KHMIaTh 00pa30BaHUE MPOU3BOAHBIX
3,5-AMOKCONMPA30IUINHA, MHOTHE W3 KOTOPBHIX TPOSBILIIOT OHOJIOTHYECKYIO
aKTHBHOCTH U HAIlLJIM IPUMEHEHNE B MeuluHe [3, 4].

MouHoruapa3uipl MaJIOHOBOW U 3aMEIIEHHBIX MAJIOHOBBIX KHCIIOT YCTOWYMBBI K
BHYTPHUMOJIEKYIIPHOMY alWIMPOBaHMIO [5]. DTO CBOMCTBO MBI HaOMIOJATH U IS
runpasunoB la—e. Ilpy HarpeBaHuM HMX [0 TEMIIEpaTyphl IUIABJIEHHS BMECTO
OXXUJAeMbIX  3,5-TUOKCONHMPA30JIUAMHOB MBIl TMONYYUIH TOJBKO MPOAYKTHI
JIlekapOOKCUIIMPOBaHUs 2a—e, aHAJIOTHYHBIE CHHTE3UPOBAaHHBIM HaMU paHee [2] u3
AT THIIIUKIIOTeKCEHKapOOHOBBIX KUCIIOT M THAPA3UHTHAPATA.

OpHako mpu HarpeBaHuM ¢ TpuxiopuaoMm ¢ochopa ruapazuasl la—e,
aQHAJIOTUYHO OTMEUYEHHOMY B pabote [5], i1 TPOM3BOJHBIX MAaJIOHOBOH U
3aMEUICHHBIX MAaJIOHOBBIX KHCIJIOT JAal0T MPOU3BOAHBIE 3,5-IMOKCOMUPA30IHIUHA.
OTMeTHM, YTO KpOME peaklUy BHYTPUMOJIEKYJISIPHOIO allUJIMpPOBaHMs IPOTEKaeT
TaKke MPHCOCTNHEHIE XIOPUCTOTO BOJOPOAa ¢ 00pa3oBaHHEM COCIUHEHMH 3a—e.
B cnekrpax SIMP 'H coenuuennii 3a e oTCyTCTBYIOT cHrHambl mpoToHoB =CH B
uHTepBane 5.37—5.46 M. A., XapakTepHbIe g coequHEHUH 4, 5, a BMECTO HUX B
nuamnazone 1.70—2.50 M. 4. TOSBISIOTCS JBa JOMOJNHUTEIBHBIX MYIJBTUILIETA
obmeil  wHTerpampHOW  WHTeHCMBHOocTH 2H.  PesoHaHcHoe — moriomieHue
OOJIBIIMHCTBA MPOTOHOB IIECTHUWIEHHOTO IUKJIA COeAUHEHHH 3—5 M3-3a ManbIxX
pa3IMyuii XAMUYECKUX CIBUTOB U Oosbmioro konmdectBa KCCB peructpupyercs B
YKa3aHHOM WHTEpBaJe B BUJE UIMPOKOTO II0X0 pa3peIieHHOr0 MYIbTHILIETA.

3aMeHMB B peakIUM [UKIM3AMUN Tpuxiopun ¢ochopa HA aHTUAPUX
TPUPTOPYKCYCHOM KHUCIOTHI, HAM YJalOoCh MOJIYYHUTh 4-IIUKIOT€KCEH-3,5-THOKCO-
nupas3onuauHsl 4a—e ¢ BeIxogaMu 6577 %. AHanoru4Has peakius ¢ yKCyCHBIM
AQHTUJPUIOM IIPUBEJIa K alleTHIMPOBAaHHBIM NpoaAyKTaM. TeopeTuuecku BO3MOKHO

* CoobOmenue 4 cm. [1].
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obpazoBanne kak N- (5A), tak O-anernnnpou3BogHbIX (5SB). /laHHBIE CIIEKTPOB
AMP 'H ne MPOTUBOPEYAT HU OJHOW W3 CTPYKTYp SA m 5B; He ornmuaercs u
JIEMEHTHBI COCTaB IIONYYEHHBIX COeIUMHEHMH. JlureparypHble JaHHBIE O
pe3ynpTaTax alWIMPOBAaHUS IPOU3BOAHBIX 3,5-TMOKCONUPA30JIUANHOB IPOTH-
BopeunBbl [6—8]. Beibop B monb3y O-ammizameinneHHbIX SB chneman Hamu Ha
ocHOBaHUHM HaHHBIX WK CHEKTpoB, B KOTOPHIX HAONIOAAIOTCS BBICOKHE YaCTOTHI
TOTTIONIEHNs KapOOHMIBHEIX Tpymm B obmactu 17201763 cM ' u mcuesaror
TI0JIOCHI TIOTJIONIEHNs KapOOHHIBHBIX IPYIIT aMHIOB B HHTepBane 1648 1683 cm .

SKCIIEPUMEHTAJIBHAS YACTbh

Crexrpst SIMP 'H nonyuensr ma mpuGope Bruker WH-90/DS (90 MI'w), pacteopurenm
CDCl; u IMCO-dg, BayTpennuit crangapt I'M/IC. UK cnektpsl 3apeructpupoBaHbl Ha Ipudope
Specord-75 must cycnieH3uil B Ba3eIMHOBOM Macie U rexcaxjiopOyraauene. VHIUBHIyaIbHOCTE
MOyYCHHBIX COCJMHEHUH MPOBEPSIIN METOMOM TOHKOCIOMHON XpoMmarorpaduy Ha INTaCTUHKAX
Silufol B cucreme pactBOpuTeNel xyiopohopM—MeTaHOI—IIesHas YKCycHasl kuciota, 9:1:1
s 4a,d, Sb,d u 85:10:5 mna 3a—e, 4b,c,e, Sa,ce.  XapaKTepUCTHKH  CHHTE3MPOBAHHBIX
COeIMHEHHH Mpe/ICTaBNIeHBI B Ta0M. 1 1 2.

MoHoruapazuabl 2-R-4-meTui-4-uuxiorexcen-1,1-nuxkapoonoBsix kuciaor (la,c—e)
nojxy4yeHsl Hamu pasee [2]. I'mapasun 1b cusTesupoBaH aHamoruyHo ¢ BbixogoM 70%. T. .
167—170°C (u3 cmecu sTaHONI—BOJA, 2 : 1).
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Tabnuma 1
XapaKTepuCTUKH CUHTE3HPOBAHHBIX COeMHEeHMiT 3—5

Coe-
_ Bpytro- Haiineno, % o
iige d)g]iTvxyna Beruncneno, % T. o, °C BHO;OH’
C H N rajJore’ ’

3a C,5H;7CIN,O, 61.71 5.87 9.52 12.21 198200 60
61.54 5.85 9.57 12.11

3b Cy5H;6CIFN,O, 57.84 5.26 9.07 210212 62
57.98 5.19 9.01

3c C5H16CLLN,O, 54.85 4.31 8.20 22.01 212213 73
55.06 4.93 8.56 21.67

3d C,5H;6BrCIN,O, 48.52 4.41 7.52 218—220 70
48.47 4.34 7.54

3e C5H;6CIN3O4 53.42 4.81 12.56 10.83 193195 74
53.34 4.77 12.44 10.50

4a Ci5H16N2O2 70.52 6.51 11.02 202204 65
70.29 6.29 10.93

4b C5HsFN2O, 66.91 5.82 10.41 215217 60
65.68 5.51 10.20

4c C5H;5CIN,O, 62.02 531 9.81 12.05 200—202 67
61.97 5.20 9.63 12.19

4d C5H;sBrN,O» 54.00 4.63 8.52 23.51 247248 68
53.75 4.50 8.36 23.84

4e C15H15N304 w & & 241242 77
59.79 5.02 13.95

Sa C19H20N204 w w & 157—158 70
67.05 5.92 8.23

5b Ci9H19FN>O4 64.01 5.51 8.02 182184 72
63.88 5.37 7.82

5c C19H9CIN,O4 61.01 532 7.61 8.85 195—196 75
60.88 5.11 7.47 9.45

5d C19H9BrN,O4 54.10 4.38 6.73 19.01 190—192 87
54.42 4.56 6.68 18.86

Se C19H19N306 M m w 172—173 75
59.22 4.97 10.90

I'mapa3uabl 2-R-4-meTnia-4-nuKI0reKCeHKapOOHOBbIX KUCJIOT (2a—e). Harpesatot 0.05
MOJb TUApa3suaoB la—e Ha MacinsgHol Oame 1Mo mmaBieHus. OXJaAaroT, NOOABISIOT BOAY,
GUIBTPYIOT, HEPEKPUCTAIIM30BBIBAIOT U3 CMECH 3TaHOIT—BOa, 1 : 1. Bexomer: 70% (2a), 72%
(2b), 68% (2¢), 74% (2d), 64% (2e). TemnepaTypsl IUIaBIEHUS U cieKTpbl SIMP 'H THIpPa3uI0B
2a,6—€ COOTBETCTBYIOT JIAHHBIM ISl THAPA3HJIOB, TOMyYeHHbIX Hamu B [2]. T. rur. 2b 152—154 °C.

4-(2-R-4-MeTtni-4-xJi0pumK/Iorekcan)-3,5-amoxkconupasoauaunsl (3a—e). Cmecs 0.004
moib ruapa3ugoB (la—e) u 0.012 monps Tpuxiopuaa gocdopa HarpeBaroT Ha BOASHOI OaHe 1 4.
OXNaXAa0T, JOOABISIOT BOLY. DKCTPArupyroT STHIALETATOM. DKCTPAKT MPOMBIBAIOT BOJOH 10
HEWTpalbHOW peakIuu, OTTOHSIOT PacTBOpHUTENb. OCTaTOK NMEPeKPUCTAIUIN30BBIBAIOT U3 CMECH
3raHoi—Boaa, 1 : 1; 3a — u3 cMecu MeTaHoia—Boja, 1 : 1.

4-(2-R-4-MeTui-4-nukjiorekcet)-3,5-quokconnpasonsl (4a—e). Kumarsar 1.5 4 0.05 mons
ruapa3unoB la—e B 12 mut anrugpuna TpudTOopyKCycHON KUCIOTHL. OXJIaXIaroT, BBUIMBAIOT Ha
nen. OuibTpyIOT, MPOMBIBAIOT BOAOH 1O HEWTpPANbHOW PEakIMH U NEepPEeKPHUCTAIIM30BHIBAIOT
coenuHeHus 4a,b U3 cMecu sTaHOI—BOAR, 1 : 1, 4¢c,e — MeTaHON—BOAA; 4d — ALECTOHUTPUI—
Boaa, 1 : 1.

3,5-Inanerokcu 4-(2-R-4-metnin-4-uuknorekcen)nupasosl (SBa—e). Kumsarar 1 g 0.05
Moib ruapasunoB la—e B 10 mMa ykcycHoro anruapuaa. OXJaXKAarOT U BBUIMBAIOT Ha JIEA.
OWIBTPYIOT U NMEPEKPUCTAIUTN30BBIBAIOT COeMHEHUs Sa,d U3 cMecH aneTOHUTpuI—Boza, 2 : 1;
5b,c — aneronnTpuI—aBona, 1 : 1; Se — metanon—-aogaa, 2 : 1.
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Tabnuma 2

CnexTpajibHble XapaKTepPHCTUKH CHHTe3MPOBAHHBIX cOeIMHeHUH 3—5

1
Coemur- VK criekTp, cM Crexrpsr IMP 'H, 8, m.z. (KCCB, J, Tp)

HeHue =0 NH

3a 1662—1674 2931—-3100 1.73 (3H, ¢, CH3); 1.80—2.02 (3H, m, CH,, CH); 2.27 (2H,

uentp M, CH,, CH); 2.80 (1H, 1, J= 13, CHy); 3.56 (1H,
n.n,J=13,J=3, CH); 7.22 (5H, uentp M, C¢Hs); 9.40
(2H, ymr ¢, 2NH)

3b 1648—1664 2860—3150 1.71 (3H, ¢, CH3); 1.78—1.98 (3H, m, CH,, CH); 2.25 (2H,
uentp M, CH,, CH); 2.75 (1H, 1, J= 13, CHy); 3.45 (1H,
n.n,J=13,J=3, CH); 7.02 (4H, uentp m, CsHy); 10.04
(2H, ym1. ¢, NH)

3¢ 1650—1680 29483050 1.76 (3H, ¢, CH3); 1.78—2.0 (3H, m, CH,, CH); 2.4 (2H,
uentp M, CH,, CH); 2.87 (1H, 1, J= 13, CHy); 3.56 (1H,
n.n,J=13,J=3, CH); 7.22 (4H, uentp M, C¢Ha); 9.89
(2H, yur. ¢, NH)

3d 1650—1660 2856, 2932 1.69 (3H, ¢, CH3); 1.81—1.98 (3H, m, CH,, CH); 2.33 (2H,
uentp M, CH,, CH); 2.73 (1H, 1, J= 13, CHy); 3.56 (1H,
o, J=13,J=3, CH); 6.98 (4H, m, CsHs); 9.73 (2H, ymr.
¢, NH)

3e 1662—1681 2950—3050 1.65 (3H, ¢, CH3); 1.70—1.76 (3H, m, CH,, CH); 2.31 (2H,
uentp M, CH,, CH); 2.84 (1H, 1, /= 13, CHy); 3.28 (3H,
¢, CHs); 3.72 (1H, n. n, J=13,J=3, CH); 7.37 2H, ™, J
=8, C¢Ha); 8.1 2H, m, J =8, C¢Ha); 9.68 (2H, ymr. ¢, NH)
4a 1666—1683 3010—3188 1.73 (3H, ¢, CH3); 1.98—2.98 (4H, m, 2CH>); 3.25 (1H, .
n,J=12,J=5.5,=CH—); 542 (1H, m, =CH—); 7.24 (5H,
uentp M, C¢Hs); 8.70 (2H, ymr.c, 2NH)

4b 1650—1665 2900—3163 1.72 (3H, ¢, CHzy); 2.04—2.99 (4H, m, 2CH,); 3.17 (1H, a.
n,J=12,J=5,=CH—); 5.37 (1H, v, =CH—); 6.90—7.2
(4H, m, C¢Hy4)

4c 1650—1673 2950—3150 1.66 (3H, ¢, CH3); 2.01—3.03 (4H, m, 2CH>); 3.21 (1H, 1.
n,J=12,J=5,=CH—); 542 (1H, m, =CH—); 6.66 (2H,
yur. ¢, 2NH); 7.22 (4H, uentp M, C¢Ha)

4d 1660—1680 29722997 1.66 (3H, ¢, CH3); 1.87—2.90 (4H, m, 2CH,); 3.11 (1H,
na,J=12,J=5,=CH—); 5.37 (1H, m,=CH—); 7.11 (2H,
M, J =8, C¢Ha); 7.55 (2H, m, J =8, C¢Ha); 10.26 (2H, yu.
¢, 2NH)

4e 1665—1678 28253072 1.77 (3H, ¢, CH3); 1.96—3.11 (4H, m, 2CH,); 3.33 (1H, a.
n,J=12,J=5,=CH—); 5.46 (1H, v, =CH—); 7.4 (2H, ™,
J=38, CeH,); 8.06 (2H, M, J = 8, CsHy); 9.51 (2H, y. c,
2NH)

5a 1730, 1763 1.76 (3H, ¢, CH3); 2.13 (3H, ¢, CHs); 2.07-3.05 (4H, m,
2CH,); 3.29 (1H, n. o, J=12,J = 6,=CH—); 5.44 (1H, m,
=CH—); 7.18 (5H, uentp M, C¢Hs)

5b 1726, 1752 1.81 (3H, ¢, CH3); 2.1—-3.01 (4H, m, 2CH,); 2.2 (3H, ¢,
CHs); 2.56 (3H, ¢, CH3); 3.31 (1H, 0. 1, J=12,J=5.5,
=CH—); 5.41 (1H, m, =CH—); 6.82—7.3 (4H, m, C¢Hy)

5¢ 1724, 1751 1.76 (3H, ¢, CH3); 2.1—-2.98 (4H, m, 2CH>); 2.22 (3H, c,
CHs); 2.41 (3H, ¢, CH3); 3.34 (1H, 0. 1, J=12,J =5,
=CH—); 5.44 (1H, m, =CH—); 7.04 (4H, uentp m, C¢Ha)
5d 1725, 1748 1.77 (3H, ¢, CHs3); 2.08—2.98 (4H, m, 2CH,); 2.17 (3H, c,
CHs); 2.51 (3H, ¢, CH3); 3.33 (1H, 0. 1, J=12,J=5.5,
=CH—); 5.4 (1H, m, =CH—); 6.95 (2H, m, J = 8, C¢H.,);
7.48 (2H, m, J =8, CsHa)

Se 1730, 1750 1.76 (3H, ym. ¢, CH3); 2.09—3.07 (4H, M, 2CH,); 2.2 (3H,
¢, CHs); 2.42 (3H, ¢, CH3); 5.41 (1H, m, =CH—); 7.12
(2H, M, J =8, C¢Hy ); 6.95 (2H, m, J =8, C¢Hy); 8.1 (2H,
M, J= 8, C6H4)
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