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A. PyraBuuioc, 3. Kyoauc

Sw- WJIH Ng-3AMEIIEHHBIE
2-MEPKANTO-5-(MUPUI-4-WT)-1,3,4-OKCATHA30JIA

IMomydeHsl M OXapaKTepPU30BAHEI HOBBIE S(z- WIH N(3-3aMeleHHEIe 2-Mep-
kanto-5-(mupua-4-mn)-1,3,4-oxcaauaszona. HanpasneHue 3aMeIieHns] 3aBUCUT OT
CTPYKTYPBl HCXOAHBIX PEAreHTOB M YCIOBHH peakimii. OCyILIECTBICH CHHTE3
HEKOTOPBIX THOCEMHKapOa3HIOB Ha OCHOBE THJIpa3uia H30HUKOTHHOBOM
KHUCJIOTBI.

KiioueBble ¢JI0Ba. THAPa3UA H30HUKOTHHOBOW KHCIOTBI, 2-MepKamnTo-5-
(mupun-4-um)-1,3,4-okcaauaszon, 5-(mupun-4-un)-1,3,4-tnaaua3on-2-uiadTHiI-
aMUH, THOCEMHUKapOa3uIbL.

1,3,4-Okcanuazonbl, coaepiKaimiie B CBOEM COCTaBe MUPUINHOBBINA panuKal,
00y1agar0T aHTUOAKTEPHATIbHBIMU, aHTUTYOEPKYJIE3HBIMUA M TPAaHKBUIIM3UPYIO-
mMMH cBoiictBamu [1].

2-Mepkanrto-5-(mupun-4-un)-1,3,4-okcagna3on CymecTByer B THOHHOH W
THONEHOW (popMax, 94TO OOYCIOBIMBAET €r0 CHOCOOHOCTh K 3aMEIIEHHUIO IO
aToMaM cepbl WM a3ora. Panee Hamu [2] m mpyrumm aBTOopamu [3] ObLIO
MpOBeJeHO ankKuiupoBanue 1,3,4-0KkcamnazonruH-2-THOHOB —aJKWIJITATOTeHH-
JaMU B ILEJIOYHOM Cpele U IPHU ATOM IOJYYEHBI S-alKUINPOU3BOAHbIE. TakK,
okcagua3on 1 B NPUCYTCTBHHM ILENOYM B METAHOJE WM BOAE B YCIOBHUSX
MexX(]a3HOro Katajiu3a IpH UCIOJIb30BAHUN B KaYECTBE KaTalIn3aTopa XJIOpHC-
toro TpuaTHIOeH3m1aMMonusl (TOBA) B3anMmoneicTByeT € aJKMITanoreHH-
naMu ¢ obpaszoBanueM THOdGHpoB 2a—d. Kak u criemnoBano oxuiaars, B UK
CIIEKTpax coenuHeHnit 2a—d OTCYTCTBYIOT MOJIOCHI MOrIIomieHus1 cBsizu C=S.
B UK criektpe oGHApyeHbI JBE TOI0CHI mormnommenus npu 3170 u 3340 cm ',
COOTBETCTBYIOLINE BaJCHTHBIM KonieOanusm rpymmbl NH trHoadupa 2d, monoca
norjomiernss cBs3u C=0 (momoca amump [) mpm 1685 eMm ! owu nojoca,
COOTBETCTBYIOMIas nedopMarionHeiM kKoebanusiM NH, (omoca amun II) mpu
1620 cm .

Hnst N-ankwinpoBaHus cOoelMHEHUs! 1 Mbl BBIOpa HECKOJIBKO MOJISPHBIX
ANEKTPOPUILHBIX PEareHTOB, KOTOpble ¢ amOmmeHTHOW cuctemoii NH-C=S
B3aMMOJEHCTBYIOT TOJIBKO IO O0Jiee 3JEKTPOOTPULIATEILHOMY aTOMY a30Ta, 00-
JaIaroIIeMy HanOOIBIIeH dNEeKTPOHHON IIOTHOCTEIO [4]. Tak, mpu kpaTkoBpe-
MEHHOM HarpeBaHuu coeAuHeHus 1 ¢ GopManrHOM B cMecH METaHOJI-IIporna-
HOJN-2 oOpa3zyeTrcss N-THAPOKCUMETWIMPOBAHHOE MPOU3BOIHOE 3, B YCIOBHAX
peakiun MaHHMXa okcanuazona 1 ¢ BTOpHUHBIMH aMUHAMHM — aMHHOMETHIIH-
poBanHbIe Mpomn3BoaHbIe 43,0. Harpeanue coenunenus 1 ¢ 4-xnopdeHunmso-
MaHaToM jgaeT OeH3amu[ 5, yTo moaTBepxaaercss HanmmuneM B UK cmekrpe
WHTEHCHBHOH TMOJIOCHI BaJICHTHBIX KoseOanmii cBsizu C=0 mpu 1625 CM_l, M0JIOCHI
cs3u C=S (1538) u mosock! BaneHTHBIX Kosebanmii rpymmer NH (3200 cm ).
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[Tomoca mormomenus cesizu C=S npu 1534 oMt HaOmronaercs takxke U B UK
CIIEKTpE COECOUHEHUS 6, CHHTE3MPOBAHHOTO IIyTE€M IPHCOCIUHEHUS] OKCalu-
azona 1 x 4-BUHWINUPHUIONHY B YKCYCHOM Kuciore. OkucieHue coenuHenus 1
IIpY IOMOLIM TeKcalnanodeppuaTa Kajus IPUBOAUT K JUCyIbhuay 7.

I'mapasua M30HUKOTHHOBOM KHCJIOTHI JIETKO NPHCOEIUHSIETCS K COOTBET-
CTBYIOIIIUM HM30THOIMAaHATaM U 00pazyeT ThoceMukapOasuabl 8a—C (tabm. 1).
B UK cnekrpe Tnocemukap6azuaa 8b HabIr01ar0TCs MOJIOCH BAJICHTHBIX KOJIE-
Ganmii cBasu C=0 npu 1674 u C=S npu 1519 u 1315 cm ' [5]. O6 o6pazoBanmu
THOCceMuKapbasuna 8D cBumeTenscTByeT mosBienue B ero crnekrpe SIMP 'H
(Tabin. 2) obnafaromMX XapakTepHOH MYJIbTUILUIETHOCTHIO CUTHAJIOB MTPOTOHOB
rpynm: CH, (4.76, n, J = 5 I'm), Ph (7.25, ¢), NHCH, (8.55, ym. T) u HN-NH
(9.41, cu 10.62 m. 1., ¢).
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Trocemukapbaszun 8a npu HarpeBaHmm B 0€3BOAHON (hOCHOPHON KHUCIOTE
nukmzyercss B tnaauason 9, B UK crmekTpe KOTOpPOro OTCYTCTBYIOT IOJIOCHI
BaJICHTHBIX KojeOanuii cBszer C=S um C=0, a mojoca MOIJIOUICHHUS IPH
2950 cM ' COOTBETCTBYeT BaJIeHTHBIM KoseGauusm rpymmsl NH.
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[Ipu HarpeBanuu THaauazona 9 B CMECH YKCYCHOTO aHTHAPHUIA U 3TUIOPTO-
¢opmuata rpynna NH anerumnupyercs ¢ obpazoBanuem amuaa 10, B crekTpe
SMP 'H (tabn. 2) KoToporo Tpumier npy 1.22 M. I. COOTBETCTBYET IPOTOHAM
MeTHIBHOU Tpymmsl B pparmente C,Hs, a cunrner npu 1.80 M. a. — mpoToHam
rpymmsl CH3CO. B UK cniekTpe Ha0moqaeTcsi HHTEHCUBHAS MTOJIOCA BAJICHTHBIX
xonebanuit caszu C=0 mpu 1670 cm .

Bsaumopeiicteue ruapasuga [S-(nupua-4-un)-1,3,4-oxcanuazonn-2-uiTHo |-
ykcycHOM kucnoTsl (11) ¢ 3TuAM30oTHOIMAaHATOM NPUBOIUT K THOCEMHKAap-
6azuay 12.

Panee Mb1 oTmeuanu [2], 9To KoHmeHcanus Tunpasuna 11 ¢ amerwmnanero-
HOM BeJIeT K 00pa3oBaHUIO MUPA30JbHON cucTeMbl. OHAKO TPU HArpeBaHUH
rugpasuna 11 ¢ npyrum qukapOOHMIBHBIM COSIMHEHHEM — STHIIOBBIM 3(QUpoM
aIleTOYKCYCHOW KHCJIOTBHI — MOJYYMIN JIMHEHHOE THAPa30HOBOE MPOU3BOTHOE
13. AHanoruyHasi KETOTHAPA30HOBAS CTPYKTYpa, CYIIECTBYIOIAs M B TayTo-
MEpHOW EHTHAPa3MHOBON (opme, Obla oOHapyKeHa W MpH NOJTy4YeHUH OCH-
30MITHAPA3OHOB M3 IPHUPOB 2,4-THOKCOOYTAHOBBIX KHUCIOT [6]. AHAJIOTHYHO
naHHbIM pabotel [6], B MK crnekrpe ruapasona 13 HaOmr0ma0TCS HHTEH-
CHBHaJ T10J10ca ToryIomenus mpu 1720 CMfl, CBUJIETEJILCTBYIOIIAS O HAIMYUU
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CI0XKHOIUPHOH TPYIIUPOBKH, U monoca mpu 1675 cv * cBasu C=0 amuaHo#
rpynmel; B o0jacT BaJeHTHBIX konebanuil rpynmsl NH Habmogaercs momoca
nornomenns mpu 2950 cM '. B momp3y ruapazona 13 cBHIETENBCTBYET
Hamuune B ero crektpe SIMP 'H XapakTepHBIX CHTHAIOB MPOTOHOB IPYIIII
CH,C= (3.43 m. 1., ¢) u NH (10.64 m. 1., ¢). OqHako B criekTpe ruapasona 13
OTCYTCTBYET cHUrHai npotoHa rpynnbl =CH, CBOWCTBEHHBI E€HIrHUAPA3UHHOMN
(hopme, KoTopEIil ObLT 00HApYkeH [6] mpu 4.60—4.80 M. 1.

[Ipu HarpeBannu runpasuna 11 ¢ stunoprodopMuaToM 0OpazyeTcs ITOKCH-
Metunenruapasun 14, B cnekrpe SIMP 'H koroporo curman mpu 1.36 M. 1.
MPUHAAJICKUT HNPOTOHAM METHIBHOM Ipymmsl, npu 6.95 — mpoToHy rpynmbl
=CH, a curnan npu 10.76 M. 1. — npotony rpymmsr NH.

Boula wuccnenoBaHa mpoTHBOTYOEpKYyJEe3HAs AKTUBHOCTH HEKOTOPBIX H3
CHUHTE3UPOBAHHBIX B 3TOW pabore coenuHeHuil. llepBuuHBIE HCCleTOBaHUSA
MoKasau, 4to coeaunenus 4a,b, 8a npu ¢ 6.25 Mr/mi1 IposBIISIOT TPOTHBOTY-
Oepkynie3Hyro akTUBHOCTH B oTHomienun Mycobacterium tuberculosis Hi,Rv
(ATCC 27294) (98-99%). WccnemoBanme MpOBEICHO IO mHporpamme. The
Tuberculosis Antimicrobial Acquisition and Coordinating Facility (TAACF)
through a research and development contract with U.S. National Institute of
Allergy and Infectious Diseases.

IKCHEPUMEHTAJIBHAA YACTD

Crnextpst SIMP 'H m3mepens na crexrpomerpe Tesla BS-567 A (80 MI'm), BHyTpeHHi
craamapt ['MJIC, pactBopurens JJIMCO-dg. UK criekrpsr 3anmcansl Ha criekrpomerpe UR-10 B
tabnerkax KBr.

Ucxomupie 2-mepkanrto-5-(tupun-4-nn)-1,3,4-okcaanazon (1) u ruapasun [5-(mupun-4-mn)-
1,3,4-okcagnazon-2-uiatno |ykcycHoH KucinoThl (11) momxydeHs! mo metoauke [2].

964



Tadonuma 1

XapaKTepHCTHKH CHHTe3HMPOBAHHBIX coegmHenmii 2-10, 12-14

Coe- Haiineno. %
TuHe- Bpyrro- Bsruucieno, % T. m., °C* Bowxog,
bopmya ? %
HHE C H N
2a C10HgN30S 54.85 4.21 19.32 57-58 56
54.76 4,14 19.17
2b C14H11N30S 62.57 4.30 15.77 108-109 68
62.44 4,12 15.60
2c Ci18H12N602S> 52.88 2.99 20.67 149-150 65
52.94 2.96 20.57
2d CoHgN40,S 45.81 3.50 23.82 215-216 63
45.77 341 23.72
3 CgH7N30,S 45.73 3.49 20.25 243-245 64
45,94 3.37 20.09
4a Ci13H16N40OS 56.59 5.91 20.40 110-112 47
56.50 5.83 20.28
4b C12H14N402S 51.92 5.12 20.01 142-143 51
51.78 5.07 20.13
5 C]_4H9C|N4OS 53.29 & 17.84 >250 71
53.08 2.86 17.69 (pasm.)
6 C14H12N40S 59.22 4.30 19.61 123-124 81
59.13 4.26 19.71
7 C14HgNgO,S, 47.35 2.29 23.45 236-238 70
47.18 2.26 23.59
8a CoH12N4OS 48.30 5.44 24.80 212-213 87
48.20 5.40 24.98
8b C14H14N4OS 58.77 5.01 19.75 216-217 85
58.71 4.92 19.57
8c C11H12N4OZS 50.12 w 21.31 162-163 51
49.98 4.58 21.20 (pasn.)
9 CoH10N4S 52.44 4.99 27.25 160-162 66
52.40 4.89 27.16
10 C11H12N40S 53.37 4.99 22.45 186-187 88
53.21 4.87 22.57
12 C12H14N602S; 42.66 4.22 24.99 152-153 90
42.59 4.17 24.84
13 C15H17N504S 49.73 4.81 19.41 107-108 61
49.58 4.72 19.27
14 C12H13Ns03S 46.81 4.33 22.90 150-152 68
46.90 4.26 22.79

* CoenuHenus 2a—C nepekpucTaum3oBanu u3 cmecu i-PrOH — okran, coenunenne 14 — u3
i-PrOH.

OH3NKO-XUMUUECKUE W CIEKTPAJbHBIC XapaKTePUCTUKH CHHTE3UPOBAHHBIX COEAWHEHHI
MIpUBEICHBI B Ta0N. 1 1 2.

5-(IMupun-4-ui)-2-(mponen-2-wn)tuo-1,3,4-okcammazon (2a). K pactesopy 0.6 r (15 mmorb)
NaOH B 30 mn Bombel jnobamisitor 2.69 T (15 MMonbp) okcanamasona 1, MOJydeHHBIH PacTBOp
¢unbTpytot, pactBopsitoT B HeM 0.2 T TOBA m mpu nepeMenivBaHuUM MO KalUsIM JOOABISIOT
1.82 r (15 MMoJ1B) GPOMHCTOrO aJUTHIIA, CMECh IIEPEMEIINBAIOT 2 4 IPU KOMHATHOM TeMIeparype.
Brinasiye kpuctamisl 2a OTGUIBTPOBBIBAIOT U IPOMBIBAIOT BOJOM.

5-(IMupua-4-ui)-2-6enzuaruo-1,3,4-oxcaguazon (2b) nomysaror w3 2.69 r (15 wmmonb)
okcaauaszona 1 u 1.90 r (15 MMoitb) XoprucToro 6eH3uIa aHAIOrHYHO THOA(UPY 2a.

1,4-Tu[5-(mupua-4-un)-1,3,4-oxkcaguazon-2-unruo]oyrun-2 (2¢) nomyyaror u3 2.69 r
(15 mmorp) okcaanaszona 1 u 0.95 r (7.5 mmons) 1,4-auxopOyTHHA-2 aHATOTHYHO THOI(UPY 2a.
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Tabnuma 2
Jaunnbie cnextpos SIMP H coenunennii 2-10, 1214

Coenu-
HeHHe Crnextp SIMP H,8, ™ 0,J Tw)*

2a 391 (2H, n, J = 7, SCHy); 5.04 (1H, n, J = 7, =CHa-cis); 5.21 (1H, n, J = 7,
=CHy-trans); 7.71 (2H, x, J = 6, 3-, 5-H); 8.64 (2H, o, J = 6, 2-, 6-H)

2b 4.51 (2H, ¢, SCHy); 7.27 (5H, m, Ph); 7.71 (2H, 1, J = 6, 3-, 5-H); 8.64 (2H, 1, J =6,
2-,6-H)

2c 4.13 (4H, ¢, SCHy); 7.69 (2H, x, J = 6, 3-, 5-H); 8.63 (2H, 1, J = 6, 2-, 6-H)

2d 4.01 (2H, ¢, SCHy); 7.68 (2H, 1, J = 6, 3-, 5-H); 8.63 (2H, 1, J = 6, 2-, 6-H)

3 5.22 (2H, ¢, NCHy); 7.57 (2H, 1, J = 6, 3-, 5-H); 8.58 (2H, x, J = 6, 2-, 6-H)

4a 1.36 (6H, M, CH,CH3CHy); 2.62 (4H, m, CH,NCHy); 4.84 (2H, ¢, NCH2N); 7.57 (2H, x,
J =86, 3-, 5-H); 8.56 (2H, x, J = 6, 2-, 6-H)

4b 2.62 (4H, M, CH,0CHy); 3.42 (4H, M, CH,NCHy); 4.89 (2H, ¢, NCH2N); 7.60 (2H, x,
J =6, 3-, 5-H); 8.57 (2H, 1, J = 6, 2-, 6-H)

5 7.38 (5H, m, Ph); 7.79 (2H, 1, J = 6, 3-, 5-H); 8.79 (2H, x, J = 6, 2-, 6-H)

6 3.02 (2H, 1, J = 7, CHy); 4.24 (2H, 1, J = 7, NCHy); 7.07 (2H, 1, J = 6, 3'-, 5-H); 7.58
(2H, n, J =6, 3-, 5-H); 8.27 (2H, r, J =6, 3'-, 5'-H); 8.62 (2H, x, J = 6, 2-, 6-H)

7 7.53 (2H, 1, J =6, 3-, 5-H); 8.53 (2H, x, J = 6, 2-, 6-H)

8a 0.98 (3H, T, J = 7, CH3); 3.24 (2H, m, CHy); 7.58 (2H, n, J = 6, 3-, 5-H); 7.84 (1H,
yur. T, NHCH,); 8.53 (2H, 1, J = 6, 2-, 6-H); 9.11 u 10.33 (1H, ¢ u 1H, ¢, C(O)NHNH)

8b 4.76 (2H, 1, J =5, CHy); 7.25 (5H, m, Ph); 7.80 (2H, 1, J = 6, 3-, 5-H); 8.55 (1H, ymr. T,
NH); 8.71 (2H, 1, J = 6, 2-, 6-H); 9.41 u 10.62 (1H, ¢ u 1H, ¢, C(O)NHNH)

8c 2.16 (1H, 1, J = 3,=CH); 4.19 (2H, 1, J = 3, CH2C=); 5.15 (2H, 1, J = 6, CH;NH);
7.60 (1H, ¢, NH); 7.93 (2H, 1, J = 6, 3-, 5-H); 8.80 (2H, 1, J = 6, 2-, 6-H); 9.20 u 10.31
(1H, c u 1H, ¢, C(O)NHNH)

9 1.11 (3H, 1, J =7, CH3); 3.29 (2H, m, CHy); 7.49 (2H, 1, J = 6, 3-, 5-H); 7.49 (1H, c,
NH); 8.42 (2H, 1, J = 6, 2-, 6-H)

10 1.22 (3H, 1, J =7, CH3); 1.80 (3H, ¢, CH3CO); 4.11 (2H, x, J = 7, CHy); 7.60 (2H, x,
J=6, 3-, 5-H); 8.44 (2H, n, J = 6, 2-, 6-H)

12 0.98 (3H, 1, J = 7, CHa); 3.17 (2H, m, CHy); 4.04 (2H, ¢, SCHy); 7.67 (2H, 1, J = 6, 3-,
5-H); 8.55 (2H, 1, J = 6, 2-, 6-H); 9.04 (1H, ¢, NH); 9.51 (1H, ¢, NH); 9.95 (1H, ¢, NH)

13 1.21 (3H, 1, J = 7, CHs); 1.97 (3H, ¢, CH3C=); 3.43 (2H, ¢, CH,C=); 4.17 (2H, M,
CH,CHj3); 4.58 (2H, ¢, SCHy); 7.88 (2H, 1, J = 6, 3-, 5-H); 8.88 (2H, 1, J = 6, 2-, 6-H);
10.64 (1H, ¢, NH)

14 1.28 (3H, 1, J =7, CHg); 4.15 (2H, M, CH2CH3); 4.55 (2H, ¢, SCHy); 6.95 (1H, ¢, =CH);
7.90 (2H, 1, J =6, 3-, 5-H); 8.83 (2H, a1, J = 6, 2-, 6-H); 10.76 (1H, c, NH)

* B JIMCO-ds.

Amup [5-(mupun-4-un)-1,3,4-okcaauazon-2-uatuolykeycnoii kuciaorsl (2d). K pactBopy
3.8 r (68 mmouis) KOH B 200 Mt MmetaHoMa no6asinstot 10.76 T (60 Mmonb) okcaanazona 1 u 5.6 ¢
(60 mmomp) xmopaneramuna. Cmech mepeMemuBatoT 3 4 mpu 60 °C, ymapuBaioT, pa30aBisioT
BOJIOH, KpucTasibl aMmuaa 2d oTGUIBTPOBBIBAIOT M IIPOMBIBAIOT BOJIOM.

3-I'mapoxcumeruni-5-(mupua-4-ui)-1,3,4-oxcaguazon-2(3H)-tuon (3). K mnonyqennomy
npu HarpeBanuu a0 75 °C pactBopy 5.37 r (30 MmMmonp) okcammazona 1, 100 M npomaHona-2 u
10 mn meraHoma, mobaBmsaoT 6 M 25% QopmannHa W HepeMemuBalOT 3 9 MPH KOMHATHOM
Temreparype. PacTBop YacTWYHO yHmapWBAIOT, BBINABIIHE KPHCTAIBI COCAWHEHHS 3
OT(QHUIBTPOBBIBAIOT U MPOMBIBAIOT MPOIIAHOIOM-2,

3-MunepuannHoMeTna-5-(mupuani-4)-1,3,4-oxcaguazon-2(3H)-tuon  (4a). CwmemmBaror
2.69 r (15 mmomnp) okcaauazona 1, 30 M metanona, 1.5 mn popmanunaa u 1.28 v (15 Mmonb)
nune-puanHa ¥ HarpeBatoT 10 40 °C. IlomydeHHBIH pacTBOp OCTaBISIIOT HA 3 CyT, YaCTUYHO
YIIApUBAIOT, BBHIMABIIAE KPUCTAJUIBI COCAWHEHUS 4a OTQWIBTPOBBIBAIOT M IPOMBIBAIOT MPO-
MAHOJIOM-2.

3-MopdoaunomeTua-5-(mupuanin-4)-1,3,4-oxcaauazon-2(3H)-tuon (4b) nomywaror u3
cmecu 2.69 1 (15 mmoip) okcamuazona 1, 1.5 M popmamuna u 1.3 T (15 Mmons) Mopdomniaa
aQHAJIOTHYHO COEANHEHHIO 4a.

5-(MMupua-4-un)-3-(4-xaopdennn)kapdamoni-1,3,4-oxcaguazon-2(3H)-tuon (5). Cmech
2.69 r (15 mmomp) okcagmazona 1, 2.3 r (13.6 mmonb) 4-xmopdenmmzonuanara u 100 v
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nuokcana HarpeBatoT 2 4 mpu 90 °C, GuabTpyroT, GUIbTPAT YaCTHYHO YIapUBAIOT, pa30aBIsIOT
BOJOH. BrInaBine Kkpuctauisl aMuaa 5 OTGHUIBTPOBBIBAIOT H IPOMBIBAIOT BOJIOH.

5-(IMMupua-4-wi)-3-(2-3rumupuani-4)-1,3,4-okcaguazon-2(3H)-tuon (6). Cmecy 2.69 1
(15 mmorp) okcammaszona 1, 1.57 r (15 mmone) 4-BuHminupuarHa, 30 MJI JICISHON YKCYCHON
KUCIOTHI nepeMenuBaioT 2 4 npu 100 °C, yacTU4HO ymapuBaroT M BBUIMBAIOT B XOJOAHBIH 5%
pactBop NaOH. Beimasiuuit amopdHbIif 0cagok coeanHeHus 6 0TQUIBTPOBBIBAIOT U IPOMBIBAIOT
BOJIOM.

Ju[5-(mapua-4-un)-1,3,4-okcaguazon-2-uwialaucyasdun (7). B pactBop, moiydeHHbIH u3
0.4t (10 mmons) NaOH, 20 mx Bozst 1 1.79 r (10 MMoJb) okcaauaszona 1, 106aBIsIOT pacTBOP
3.3 r (10 mmomnp) rekcanmanodeppuara kamus B 20 mi Boasl. Uepes 1 u pactBop puibTpyior,
YaCTHYHO YMApUBAIOT, Pa30aBIsAIOT alETOHOM, BBINABIINE KPHCTAJUIBI OUCyIbduma 7 OTHIb-
TPOBBIBAIOT U ITPOMBIBAIOT AL[ETOHOM.

1-(Inpua-4-kapoonui)-4-stuiaruocemukapodasun (8a). Cveco 5.44 r (40 Mmonb) rugpa-
3uJla U30HUKOTUHOBOH KUCIOTHI, 200 Mi auokcana u 3.48 r (40 MMOJIb) STHIM30THOLIMAHATA
HarpeBaioT 2 4 npu 90 °C, pacTBOp YaCTHYHO YMApHUBAIOT, pa30aBISIOT JUSTHIOBBIM 3(HPOM,
KPHUCTAJIIBI THOCEMUKapOa3uaa 8a oTQUIBTPOBBIBAIOT M IPOMBIBAIOT 3(HPOM.

1-(Inpua-4-kapoonui)-4-6ensuntuocemuxapoasua (8b). K pacrsopy, momyueHHOMy H3
13.7 r (100 mMonp) ruapa3uaa M30HUKOTHHOBOH kucioTel M 500 mu muokcana mpu 60 °C
nobasmsiror 13.26 T (100 Mmonp) OeH3unu3oTHoNMaHaTa U nepememmBaoT 30 muH mpu 70 °C.
BrInmaBiuve KpUCTaIB THOCEMUKap6basnaa 80 oThMIBTPOBBIBAIOT 1 IPOMBIBAIOT THOKCAHOM.

1-(Mupun-4-kapooumnn)-4-(2-okca-4-nenTuHuia)Tuocemukap6asua  (8¢) monyvaror w3
6.85 r (50 MMoub) rHapPa3KIa H30HUKOTHHOBOM KHCIOThL, 200 M1 quokcana u 6.35 r (50 MMoJib)
2-okca-1-nienTHH-4-u30THOLMAHATA [ 7] aHAIOTHYHO THOCEMUKapOasumy 8b.

5-(Mupua-4-un)-2-rtunamuno-1,3,4-tuaguazon (9). Pacteop 1.8 r (8 mMmonb) THOCEMH-
kapOasuzna 8a B 30 M1 O6e3BogHON (ochopHOit kucmoTel HarpeBatoT 1 4 30 muH mpu 110 °C,
oxiaxngaT, pazbaBmior 100 Ma BoAbl, HEUTPAIM3YIOT BOXHBIM aMMHAKOM, BBITABIINI
THaana301 9 OTGUIBTPOBBIBAIOT H IIPOMBIBAIOT BOIOH.

2-(N-AunerwinTuiaamuno)-5-(mupua-4-un)-1,3,4-ruaguazon  (10). Pactsopsror 1.04 1
(5 mmonb) THagmMazona 9 B 20 mit sTriopropopmMuara U 15 M1 yKCyCHOTO aHTHIPHIA, HArPEBAIOT
2 g mpu 100 °C, OTroHss JeTydyue KOMIIOHEHTHI 4epe3 Ae(ierMaTrop, YacTUYHO YIApUBAIOT,
pa3baBISIIOT ATHUIOBBIM 3()HPOM, BhIMAaBLIME KpUCTaUibl THaauazona 10 oTduisTpOBBIBAIOT U
MIPOMBIBAIOT 3PHUPOM.

[5-(TTupua-4-ui)-1,3,4-okcaguazon-2-uiarnoaneTui]-4-3ruirnocemukapoasun (12) mony-
gaoT w3 1.26 T (5 mmonp) rumpasuma 11, 0.44 t (5 mmonp) strmm3otHonuanara u 40 mu
JIVOKCaHa aHAJIOTHYHO THOCEMUKapOaszuay 8a.

4-Oxkco-4-3ToRcUOyTHINAEH-2-THAPa3H]  [S-(mupua-4-ui)-1,3,4-okcaguaszon-2-uiaTuol-
ykeycHoi kuciaothl (13). PactBop 1.26 t (5 mmons) ruapasuzna 11 B 40 mi stunoBoro 3¢gupa
aIlleTOYKCYCHOM KHCIOTHI HarpeBaioT 2 4 mpu 105 °C, OTroHss JieTydue KOMIOHEHTHI depe3
neduerMarop, YaCTHYHO YIAPUBAIOT, BHIMABIINE KPUCTAIUTHI THApa3uaa 13 oTHUIBTPOBBIBAIOT U
MIPOMBIBAIOT 3PHUPOM.

JToKCMMeTHIUAeHruApa3ua [5-(mupua-4-uin)-1,3,4-okcagnazon-2-wiITHO|YKCYCHOH KH-
caotsI (14). PactBop 1.26 T (5 Mmmonb) ruapazuga 11 B 40 it aTunoprodopmuara HarpeBaroT 2 9
mpu 105-110 °C, oTronss nery4yre KOMIIOHEHTHI depe3 AedaerMaTop, YacTHYHO YMapWBAroT,
Ppa30aBIAIOT TeKCAaHOM, BBINABIINE KPUCTAUIBI TUApasuaa 14 oTGMIBTPOBEIBAIOT M MPOMBIBAIOT
TeKCaHOM.
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