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IlpemiaraeTcs CNOCOG MONyHeHHs HOBBIX TIPOH3:
BOLHbIX AHTPALUKIIHHOHOB, OBIAAAIIHX UEHHBIMY -
. $apMaKOIOrHYECKHMH CBOHCTBAMH.
Tlens u300peieHus — NONyYeHHE HOBBIX TOJNE3-
HbIX COEJMHEHHH, pAaCUIMPSIOIIAX apceHal CPEOCTB | g ‘
BO3NEHCTBUA HA KHMBOIl OpraHH3M, cnocoB OCHO-
BaH Ha M3IBECTHOM peaxumu 0Gpa3oBaHMA TNIHKO-
supHoi ceaan [1].
Omucsipaerca cnocod nonyueunn FHAPOXIIOPH-
12 HOBBIX ONTHYECKH AKTHMBHBIX AAYHOCAMHHMI- 10

[pOM3BOAHBIX AHTPAUAKITHIOHOB OBwHX dopryn
1, 1,2,2,3,3,4n4
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' ‘ ' MeTH1, XJIOp ‘ '
‘unu R, 1 Ry ‘oba ABASIOTCR BOLOpPOZIOM M
Ry TpencTaBnser coGolt MeTHn, METOKCH, XJIop
20 mm Ry m Ry oba osunavaor Bopropon # R,
' nperncrapnfger co6oi MeTOKCH;
p R4 — BOpopopn WiIH Tpn¢>ropauerun,
Ly _ 33KJIOYAIOLIMIACH B TOM, YTO ONTHYECKH aKTHB-
o HbY aﬂrpaumcnnnou obumx ¢opmyn 5, 6, 7 u 8
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' N - KoHpeHcupyior ¢ 1, 2, 3, 6 - rerpameokcH-
NﬂRl1 ”(’ﬂ » ) -4-0-1pn¢\>mpauemn-3—1pmblopaueTaMmonanoreKc-

OH 77T 7 -Y-ennnpatiozoii B Ge3BO;(HOM pacTBOpHIeNne B HpH-
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CYTCTBHH N-TONYONCYbGOKUCIOTE! ¢ MOCHEnyo-.

(e mocnefopatensHoll 06paboTKOMH TOJTyUeHHBIX
cOeflMHeHHi Me1aHOIOM, PAacTBOPOM 0,lu. NaOH !

i 0,1H MeTaHONBHBIM PACTBOPOM HCl. B kauecT-

Be paci‘Bopmenx OObINHO MPHMEHAIOT Ge3BO/IHbIE 5
Gewson win iurpomerad. LleneBoit NPOAYKT Bbl:
eNIAT M3BECTHBIMH MpUEMAMH. ' :

TlpuBonuMble fianee TpHMeEpPb! HE OTpaHHuMBa- '

jor o6bema H3oGperenus. Ccbuika Ha [ayHOMHIB-

"qOHBI OTHOCHMTCA K AHTPALMKIIMHOHAM, KOTOPHIC 10
HMEIT TAKylo e KOH(HFYpaLHIo, YTO M €CTeCT-
penubiit naysomuuusod (7S 9S), U CChUIKA
Ha 7,9-6Hc- SMHIAYHOMHIMHOHB! — K aHTPAIMKIIH-
" Gouam ¢ TR : 9R = woudurypaumeil. TIponyKTst,
15

NONyuyaeMble B MpPHUMEpAX, ABJIAIOTCA HOBBIMH
COCMMHEHNAMH 32 MCKIIOYEHHEM caMoro aHIpa-
UMKJIHHOHA. :
Npumepl o (-) -Haynocavmueuwi-4-ou-
METOKCHIAYHOMHIHHOH 4-THMETOK CHIAYHOMMITHH) -
-rumpoxiopun(l, Ry=R; = Ry = R4 —H) u §- (-)-may- 20
Hocamum-4-gemerdxc"11aynomn'unﬁou(3-4-;1}1-" S
METOKCHTIayHOMHIpH) -Tiapoxnopun (1, Ry =R,-R3=
=Ry =H). e o
K 1 r 4-nemerokcupayHomuunHoHa B 200 mn
Genzond no6asnswr 3 T 1,2,3,6-TeTpaneoKc-4-
-O-TpudTopaneTHn-3-pUTOPALCTAMHUIO0 L-nKKco- °
rexc- 1'-eHrmpa'H03m u 30 mr n-ronyoncynsgoKuc-
nothl. PacTBOp B TEMHOTE HarpeBaiwoT 8 4y ¢ 06-
paruoit ¢nermodt. JloGapnsat 0,1 Mn nupHaHHA
H pacTBOp YNapHBAKT B BakyyMme. OcTarox nornio-
WAKT XI0podOPMOM K. IPOMBIBAOT BOAOA M-
5%-upim [NaHCO;. PacTeOpuTens ynapupaioT B
‘BAKYYME, oCTaTOK pacTopalT B 350 M1 Mera-
‘HONA M OCTABJMOT CTOATH HA HOUbL TIpH KOM-
uatio#i Temneparype. Iocne OTFOHKH pPaCTBOPH-
TeNif OCTATOK XpoMarorpadupylr Ha 20 r cwm-
Karens, NpHYeM CHAuana OHpYioT x110pohopMOM
¥ 3ateM cMechio xtopodopm: aueror (19:1); .
TpH 3TOM nonyvaotr 0,6 T o- (-)-nayHOCaMHHRI- -
-4-1eMeTOKCNIaYHOMMIHHOH- N-tpudTopauerar
(1, R,=R,=R; = H,Ry=COCF;), T.I1. 155—
158°C, [a]2® +200° (c =0l B JTHOKCaHE) ,
" 0,30 r f-(-)-AayHOCaMUHIIT-4-1eMETOKCHIIAYHO-
pianon-N-rpudropauerara (1, Ry=R;=Rs =H,Ry=
~ COCF,), ton. 148-150°C [@2® +100° =
(c = 0,1 B nnoxcaue). CoenuvieHne diopmynsl 1
(R;=R;=R3;=H,Rq = COCF;) pacreopsiior B
40 w1 0.1 1. NaOH # 30 MuH BbUlepXHBAIOT
npH KOMHATHOH Temnef)?rype. Pacrpop ¢ noMo-

25

30

35

40

upio HC! -posonar no pH 8 u okcrparupyor 50
mopotbbpMOM. flocrie OTFOHKM pACTBOPHTENS
TIOJyYaKT OCTATOK, KOTOPHIH NOIJIOWAKT Hefonb-
LM KOAMYECTBOM CMECH xstopodopm/MeTaHoN,
noGasnswr 0,1 H. MeTaHOBHBIA pacteop HCI 5

po pH 4,3, nocne wero noGasnsior MOCTATOYHOE.
KOJIHYeCTBO 3ITWIOBOFO 3(Hpa IUIA OCAKLCHHA

. TUAPOXJIOpHIA € (-) -naysocaMMHWI-4-AeMETOKCH
[AYHOMHIHOHE (4-nemeroxcnnayaomnmu) (1,R;=
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(c=0,1 8 JTaHoNe) .

. 6 '
=R, =R; =R, =H), 0,35 r, 1. 183-185° [o:]:)0
+210° (c=0,1 B CH;OH). M3 coenunenus 1
(R,=R;=R3=H, Ry = COCF;). auanorwuabim 06-
pasoM IOAy4aioT ruapoxnopupt S- (-) -AayHOCaMH;
1o01-4- IeMETOK CHIAYHOMHIMHOH (-4-IeMeToKCHARYy-
womuum) (2, Ry=R;=R3=Rs=H), [q]g’ +124°
Mpumenp 2 o (-)-Haynocamurmi-4-fie-
METOKCH-7, 9-6Hc-IAHIayHOMUIMHOH (a-7,9-6uc-
-3[H-4- I METOK CHIIay HOMHLIHH ) - THAPOXTIOPHA

- (2, Ry=R;=R3=R4 =H) u g- (-) -nayHocamuuwi-4-
" .ieMeTOKCH-7,9-0HC- Tay HOMUIMHOH (8-7,9-6uc- -

ITH-4- IEMETOK CHIAY HOMMIIHH ) - THIPOXJIOPHA (2,
Ry =R2=R3=R4=H). ) .
- TlyTeM KOH[EHCHPOBAHHA 4-1EMETOKCH-7,9-
-6nc-3nn-nayﬂomuuyﬂoua ¢ 1,2,3,6-TeTpapgeoKcH-
-4-0-tpudTopaeT-3-TpHTOPALETAMHAD- L

-JIMKCOTeKC- 1 -eHIMpaHo3oH, KaK ONUCAHO B
npnMépe 1, nosyuaioT &-7,9-GHc-31H-4-1eMETOKCH-
nayHomuis-N-TpugTopanerar (2' Ry =R,=R3=H,
R, = COCF,), ram. 210-215°C ()20 -91°

(c =0, B OMOKCaHe) BMECTE C 3-7,9-Guc-am--

. -44nemerokcnnayﬂomnunﬂ-N-Tpminopauetaro'm

(2!, Ry=R;=R3=H, Rs=COGF3), T.IL. 165-167°C
[]2® -91° (¢=0,1 B muoKcaue). ITH CoCHe:
wms myTem Xxpomatorpaguy Ha CHIMKarene fpH
npMeHeHHH XI10pOGOpM : AUETOH (80:20 mo

‘06beMy) B KauecTBe IMIOHPYIOLIETO CpencTBa
. paspenswoI. S

Hocnenyroinuii ruaponss coeguucumnit 0,1 H.
NaOH, xax OmMcaHo B NpHMepe 1, maer TrHApPO-
xiopun -7, 9-6Hc-aNH-4-[eMETOKCHIAYHOMHLKH
(2, Ry=Ry=Ry=Ry=H), T.m. 205-207°C, {al}’

- .80° (c = 0,1 8 CH;0H) n runpoxiopin g-7.9-

-6uc- - 4- AEMETOK CH1aY HOMHIHH (2! Ry=R,=
-R,=R,=H), T.m1. 186-187°C, lal}’ 250",
(c=0,1 8 CH;0H). . .

Mpumepd 1-MeTOKCHEAYHOMMUHH-THL-
poxsopua. (1, R; =Rs=H, Ry=R3=0CH;).

Tps npoBeseHuH criocoba no mpumepy 1, HO
¢ mpuMeHeHHeM 1-MeTOKCHAaYHOMHUMHOHE, MOIY-
qaoT yKasaiHoe COeMHEeHHe, T.JUl. 195°C, [_q];“

4200° (c=0,1 B CH;OH), Brixon 25%. .

flpumep 4. 4-JlemeTOKCH- 1 ,4-RHMETHIE-
[i2y HOMMURH-THPOXJIOPHA (1, R,=Rs=H, R;=R3=
=CH3). ’ i .

[lpu npoBegeHHM cnocoGa 10 1pUMeEpY 1, Ho
npH NpUMEHEHHH _4_-;'xemem|<cyi-l,4-)mmenmuayuo- _

' MMIIMHOHA MOJIYyY3oT yKa3aHHOS cOCOUHEHHE,

. 183-185°C, [al3° +-175° (c=
poixon 30%. ' :
Mpumeps. 4-Jlemeroxcu-1,4 -IHMeTHn-7,9-
-GHC-3MIayHOMHUIHMH- FHAPOXJIOPH]L (2, R1=84=H,
R1=R3=OCH3). ’ ! .

Tlpx npoBEEHHH cnocoBa no npumepy 1, HO
npy TpHMeHEHHH 4-neMeTOKCH- 1,4-numerin-7.9-
GHC- FMMIAYHOMHIMHOHA MONYUaKT YKA3aHKOE
COCTIMHEHHE.

0,1 CH;OH),
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ITpuwmep 6. 4-Jlemeroxen-1,4-nuxnopnay-
HoMuumH-rHapoxnopu (1, Ry =R,=H, R,=R,=Cl).
llpn nposepenuu cnoco6a mo npuMepy 1, Ho
npu ﬁpumeuelmn 4-neMerokcu-1 4- nuxnoppayHo-
. MULITHOHA nomTyuaior YKa3aHHOe coezmueﬁue

T.JUL. 184--185°C (]2’ +175°, Boixon 27% ’
(¢ = 0,1 CH;0H).

Hpume p 7. 4-Jlemeroxcu-1,4-guxnop-7,9-
-OHc-3MMaayHoMuImK- mnpoxnopnn (2, Rl—R4 H,
Rz R_; C') ) 10

Mpu HpOBeJJ,eHHH crocoba o npumepy 1, He
¢ npuMenennem 4-nemertokcu- 1,4-nuxnop-7,9-
-buc-onnpayHoMuuKHOHA nonyqam yKasaHHoe
coen,m{e;mc
T Mpumep8 4 Llemeroxcn 2,3-1MMeTHI- 15
naywoMuuMHa-rugpoxnopun (1, Ry =CH;, R,=R;=
= R4=H). ]

Hpu nposenetinn cnoco6a no npumepy 1, Ho
C MpuMeHenreM 4-1eMeTOKCH-2,3- IHMETHINZYHO-
MMIIMHOHA BhIZEATIT o-4-IeMETOK CH- 2, 3- THMeTHI- 20
naywomuumnt-N-rpudropauerar (1, R,=CH,, R, =
=R;=H, Ry=COQF;), t.u1. 233— 235°C, [« ]D
+181° (¢ = 0,1 B AHOKCAHEe), H3 KOTOpOTro
HyTeM mnocnenyroimero runponusza 0,1 v, NaOH
NONyYaloT THAPOXNIOPHI a-4-HeMETOKCH-2,3 -anuMe- 25
minaysomMuunaa - (1, Ry =CH;, R,=R;=R,=H),

.. 190-192°C [a]lz)o +180° (¢ = 0,1 B CHC1,)
BHIXON 35%.

IT'puwmep9. 4-Jlemerokcu-2,3-mumerin-
-7,9-6uc- -3MNAay HOMBIMH- THpoxiopu (2, R, = 30
=CH;, R,=R;=R,= =H).

Tlpn mposentennn crocoGa mo npnMepy 1 HO
C NpHMeHeHHeM 4-71eMeTOKCH- 2,3-numerun-7,9-6uc-
-3MMAAYHOMUIMNIOHA MONYYAIOT YKA3aHHOE COCRH-
HeHHe. 35

MMpumep 10 4-Ilumeroken-2,3-nuxnop-
HayROMHUAH-tuapoxaopu (1, R,=Cl, R,=Ry=R,=
=H},

Tlpu mposenetuy cnocoba no npuMepy |, HO
¢ NpuMcHeHteM 4-7emMeTokcH-2,3-muxslopaayHo- 40
MHIHHOHA BLIOENSIOT a-4-nemeroxcn-2,3’nuxnop-
NayHOMUIHH- N- tpudTopanerar (1, R, =Cl Ra=R;3=H,
Rs;=COCF;), t.mn. 238--240°C [l 30 +170°
{c = 0,1 B muoxcaue), u3 Koroporo nyrem no-
cnenytowero rugponusa 0,1 u. NaOH nonyuasor 45
mnpomopnu a-4-nemMeroxch- 2 3- nnxnopnaynomu
wHa (1, Ry = Cl, R;=R3=R,4=H), [a] +180°
{(c = 0,1 8 CH;0H), r.nin. 258-260° C BbIXO[ 23%,

Hpumep 1l. 4-lemerokcn-2,3- -nuxnop-7,9-
ch-Jxm,qayuommmn-mupoxnopml {2, R;=C1, 50
R;=R;=R,y=H).

Mpu nposenenyun cnocoba no npumepy 1,

HO ¢ nMpHMeHeHHeM 4-jlemeToKCH-2,3-mixnop-7,9-
BHC-INHAAYHOMHUNHOHA TONYYAIOT YKa3aHHOE
cOeNiuHenwe. . 55

DopMyna uzobGperTeHHUSN
1. Crocof nosyucHHA rRAPOXNOPUAA ONTHueC-
KH 2KTHBHBIX JlaYHOCAMHHHITIPOH3BOAHBIX AHTpPa-

8

IMKTIHHOHOR 061X (bopmyn 1, 152, 273, 3/
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rae R, O3Hauaer BOJOPON;
R; ¥ R; ABNAWTCA ONHHAKOBBIMHM H O3HA-

yawT BOTIOPOH, METHI, XJIOp

ilHHPmH 3aka3 478/46
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w4 R, uw R; o6a o3davaroT Bogopon M Ry
npencraBnsieT cobOH MeTHII, METOKCH, XJIOp

win R; # Ry oba osnavaror Bojoponl B R;
03HAYaET METOKCH;

5 R; — BONOpOA MAM TpUTOpAUETH,

OTIJ #4442l il KHCSA TCM, YTO ONTHYCC-

KM aKTMBHBI aHTPALMKIHHOH OGHMX dopMyn

10
15
20
R, 0 OH OH
{4,7R,9R)
N |
30 R, 0 OH OH
(% m,esv
' - COCH
” @‘@‘ |
o OH
40 (3/ 75,9R) ?

me Ry, R; n R; HMeioT [pHBeEIeHHbIe 3HAYCHHA,
KOH[IEHCUPYIOT C 1,2,3, G-terpaneokcH-4-O-TpH-
[bropauenm 3-tpudTopatieTaMHIOTTHK COTEKC- 1-
-eHIIHPaHO30# B GE3BOIHOM pAacTBOpHTENe B
45 ppUCYTCTBHM N- TONYOJICYTbPOKHCIIOTHL € nocie-
gyiotuei TMOCIenoBaTebHOH 0GpaBoTKO# MONYYeH:
HBIX COENMHeHMAA MeraHONOM, pacrpopoM 0,1 H.
NaOH u 0,1 ® MeraHousHniM pactBopom HCL
2. Criocob f0'11. 1, 6 TN M 4 a WK #-
50 ¢ A Tem, 4TO B KauecTBe PAaCTBOPHTENA IPHMC-
uAloT De3BOMHEBIE OEH30J ¥ HHTPOMETAH.
Hcrounnku HudopMaLmy,
NpHHSTHIE BO BHAMAHHKE MpH JKCNEPTH3C
1. Kouerxos H. Xumua yrnesonos. M.,
55 "Xumus, 1967, c. 215.

Tupax . 495 -Honmycroe
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