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E. B. Anexcanaposa, 11. M. KO'—ICPI‘I/IHa, J. B. FHepcaHOBaﬁ,
-B. C. Kopeyncxuii', B. C. lllnnxysosa®

CHUHTE3 2-3AMEIEHHBIX
7-METHUJI-6-(HU TPOMMIIA3O L) TUOITYPUHOB

OcynIecTBIEH CHETE3 2-3aMEIICHHBIX 7-MeTHI-0~(HHTPORMU A0 AL ) THOITY-
PHHOB B3amMojieHcTBHEM 2-xII0p((PeHImIaMUuHo, IHKITOATKHIIaMITHO }-0-THO- 7-Me-
THHIYPHHOB ¢ 4(5)-HATPo-5(4)-raroreHrMmUIa3onaMl U peaktmed 2,6-moiiop-
(2-mrveTITaMIHO-0-XII0PD )- /-METHIIIIyPHHOB ¢ HATPHEBBIMH WITH aMMOHUHHEIMHA
comsvH 4(5 )-HUTpo-5(4)-MepKaTONMIAA307I0B.

Kirouesple <IoBa: HUTPOTATOTSHPMUNA3ONEL, HUTPOHMIIA30EITTHOIYPH-
HBL, HHUTPOMEPKAIITOUMILIA30NEL, THOMYPPHEL, XITOPIYPHHEL

2-Bamemensnie 7-anxuii-6-(HHTPONMEAA30IU JTHOIYPUHE! B TATEPATYPE HE
omucassl. B mpoxomxenwe paborsl [1] ¢ nenso moHcka HOBBIX HPOTHBOOIY-
XONEBHIX H HMMVHOJCTIPECCHBHBIX CPEACTB MBI CHHTE3UPOBAIIH 2-3aMETICHEEIE
7-MeTHI-0-(HATPOVMIAAZ0INT ) THOYPHHbL, CONESPIKAINKEe B MOIOKEHUH 2 IIy-
PIHOBOTO SApa aToM XJIOpa, apHiIaMUHO-, IHAIKHIAMHHO- U IHMKIOTeKCHII-
aMEHOTPYITIEL. ’

B kauecTBe WCXOTHBIX HPOH3BOAHEIX IyPHHA MBI HMCIOIB30BANH 2-XJIOp-,
2-therumamMIHO-, 2-HTIEPUANHO- | 2-MOphoIHHO-7-MeTHI-0-THonypuEEL 1a—d,
2,6-1uXJI0p- ¥ 2-TAMETHIAMIHO-6-Xm0p-7-Metminypussl 2 u 3. 13 coenume-
HUH psNa WMHAA307a OBLTH HCIOIb30BaHbl Pa3iiIHEIEC IPOH3BONHEIS 4-HUTPO-
S-xmopmMuzazona 4a-d, A-HETPO-5-GPOMEMEA30IA 58—, 4-XI0p-3-HHTPO-
AMHAa301a 6, HATPUEBHE COMH 4-HWTPO-5-MEPKAITOMMEIAA30I0B 7a,b, am-
MOHUIHbIE cony 4-MepKanTo-3-ErTpouMHAa3onos 8a,b u 4-mwrpo-3-Mepkam-
TOHMHIA307I0B Ja—c.

He ommicanmbIe B TMTEPATYPE AMMOHUUHBIE COMH 1-MeTHI(B-THAPOKCHITHT,
B, Y-Aur B apOKCHITPOIIELT )-2-MeTHI-4-HUTPO-5 -MEePKAITONMHI 430108  Ja—c Io-
JIyYeHBl peakipe OPOMIMUIAZ0NO0B Sa—C ¢ CePHUCTBIM aMMOHHEM.

Br R HN'S R
N H,S, NH,OH N
) — P,
£ .
Oz
Sa—¢ 02N 9a—c

5,9 aR=Me, bR =CHCHOH, cR = CH,CH(OH)CIHLOH

His cuHTe3a 2-3aMEINEeHHBIX 7-METHIT-0-(HE TP OMMELTA30 IMII) THOILY PHHOB MBI
HCOONB30BAIH JBA METOa — peakuio O-tromyrmypuuoB la—d ¢ HETpO-
rajoresuMuIazonaMu 4a—d, Sa—c (MeTox A) m B3amMOIEHCTBHE 6-XIOPIypH-
HOB 2, 3 ¢ HarpueBbiMH 7a,b mim amvorwmiiaeivu 8a,b, 9a—c comavu HEEpO-
MepKanTonMRIa3onoB (Meron b).
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Peaxrps tronyprHOB la—d ¢ HATPOraroreHMMHIA30IaMH JIETKO IPOTEKAST
B MPUCYTCTBHH €JKOrO HAaTpa MpH HarpeBaHuu B Boge, S0-96% stamone wmu
80~100% m30mpormIoBOM CIIEPTE B TeUeHKe 1-7 =

R2
l
S
Me  Hal /R OgN/%/N-—Rl
7 N
HN N ;
NaOH
)\ | J o+ ' /> R — Me
R N ON N N { /jf
2
la—d 4 5 /%\T —
a 4a—d, 5b R” N

10a—§ 71-92%

Me\N /\\
L ONT NN
I‘{ NaOH A
la + I % > Me
o N N7 | N
2
Me //L§ﬁq CfJ
p R
©1ib 40%

1a, 10a—f R = CI; 10g R = PhNH; 1¢, 10h,i R = N-mumepum; 1d, 10j R = N-mopdoma,
4a, 5a, 10a,c,g,h,j R" = Me; 4b,d, 10b,e,i R* = Bu; 10f R! = CH,CH,OH: 4¢, 10a,b,g— R* = H;
Sa—c, 10¢,f R* = Me; 4c, 10d R> = Et; 1d, 10e R* = Pr; 4a-d Hal = Cl; 5a,b Hal = Br

ITo Metoxy B peaxumro 6-XmopmypHHOB 2,3 ¢ HATPHUEBEIMHU COIAME 7a,b mmu
ammouvHEIMEA 8a,b, 9a—¢ consvH HHUTPOMEPKANTONMUIA30/I0B IPOBOIMIH B
BOJE, STAHOIE HITH H30TPOIIOBOM CIIMPTE TIPH KUILTISHUH B TeUeHMe 1—5 9.

R2 -

N/

F o= R!
S OgN/%/N——Rl
T —
N Me
ON HN N
Tab, 8b, 9a—c )ﬁv | //I
R
10a,c.e,fkn

71-92%

11a,b
2, 10a,c.e,fk, 11b R = Cl, 3, 10l-n, 11a R = NMey;, 8b, 10n R' =T, 7a, 9a, 10a,¢c,Lm
R'=Me; 7b, 10e R = By; 9b, 16f R' = CH,CH,OH; 9¢, 10k R! = CH,CH(OH)CH,OH; 7a,
10a,1 R* = [; 9a—c, 10¢,fk,m,n R? = Me; 7b, 10e R” = Pr; 7a,b M = Na; 8a,b, 9a—c M = NH;
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0FS

Xapaxrepucruxn coensennii 9a—c, 10a-n, 11a,b

Haiipeno, %

Coemu- Bpyrro-dopmyna T. ., °C (¢ pasnox.) Brixox, %
HEHME Brumcnero, % {(pacTBOpHTEIDL (merox)
C H Cl N S JUIsL KpHCTaNIM3aLIHH)
9a* CsHioN405S 31.59 5.52 29.12 17.01 169-170 90 (A)
31.57 5.26 29.47 16.84
9b* CeHi1aN4O058 32.72 549 25.44 14.56 165-166 57 (A)
32.73 5.45 25.45 14.55 .
9c* C7HIsN4O.8 33.14 578 22.01 12.59 160-161 80 (A)
33.47 5.97 22.31 12.75
10a CioHsCIN/O:S 36.99 2.54 10.77 30.17 9.89 254-255 92 (A) 94 (B)
36.87 2.48 10.88 30.10 9.84 (IMDA-Boma, 1:1)
10b C1sH14CINZO,8 42.46 3.82 9.61 8.77 164-165 71 (A)
42.45 3.84 9.64 8.72 (50% oranon)
10¢ C1Hi1oCIN7O,8 38.62 3.05 10.17 29.35 996 253-254 75 (A)
38.88 2.97 40.43 28.86 9.44 (ZIM®DA) 80 (B)
10d C14aH16CIN7O,S 44.39 4.18 9.56 25.06 8.50 158-159 83 (A)
44.04 422 9.28 25.66 8.40 (50% meTtanon)
10e C16H20CIN7O,8 46.53 4.80 8.71 23.80 7.93 131-132 81 (A)
48.88 491 8.65 23.92 7.82 (m30MIpOTIAHOT) 90 (B)
10£* C1oH1,CIN7O58 39.08 3.30 9.69 2642 882 209-210 73 (A)
38.97 3.27 9.59 26.52 8.67 (IM®A-BojA, 1:2) 90 (B)




8%

10g*
10h
10i
10j
10k*
101
10m
10n
11a

11b

Ci6H14aNg0O,S
CisHigNg0,8
Ci5H24N50,8
C1aHeNsQ3S
C13H3CIN; Oy
C12HyaNgO,S8
Ci3H6NgOaS
CllgHmNgOQS
Cle14Nsozs

C1oHsCIN,O,S

N
= W
L —
= =

I
P[.
o0
5

3.87
3.69
4.81
4.84
6.01
5.81
4.48
4.28

4.47
4.22
4.42
4.65
4.43
4.22
3.88
4.22
2.39
2.48

10g 1350, 1570 (NOy), 3330 (NH); 10k 1350, 1560 (NO,), 3400 (OH).

o
O
o
1o)}

i.

[N
O O
Lo
S S

29.93

133
\O
N
~J

29.77
24.59
24.53
33.19
33.52
32.16
32.17
33.42
33.52
3329
33.52
30.17
30.10

8.55
8.39
843
8.56
7.67
7.70
8.89
8.52
8.06
8.04

9.57

9.62
9.50
9.20
943
9.59
9.81
9.59
9.61
9.84

264-265
(IIMDA-Boua, 1:3)
204-205
(JIMDA-Boga, 1:1)
182-183
(u30TIpOIIaHON )
270-271
(IM®A-BoOgR, 1:1)
203-204
(sTanom)
234-236
(50% araxon)
253-255
(IMDA-BoJa, 1:1)
236-237
(IM®DA)
225-227
(IMDA-Bosg, 1:1)
195-196
(BoJQ)

* WK crexrpsr, v, oM 9a 1360, 1570 (NO,); 9b 1370, 1570 (NOy), 3330 (OH); 9¢ 1380, 1570 (NOy), 3350 (OH); 10f 1340, 1560 (NO,), 3350 (OH),

76 (A)
88 (A)
83 (A)
85 (A)
57 (B)
60 (B)
98 (B)
90 (B)
50 (B)

40 (A)
83 (B)




CpasHeHue IBYX METOZOB CHHTE3a 2-3aMEIEHHBIX 7-METII-O-(HATPOHMYUI-
A30JTAIT) THOIIYPHHOB TTOKA3BIBAET, ITO OHH IO BHIXOAAM U IIPOJCIKUATEIFHOCTH
peaKLpy TPHMEPHO OJIMHAKOBEL B BHIOOD MEXAY HAMH MOXET ObITh CHEIAH Ha
OCHOBE JOCTYIHOCTH TEX HIIH HHBIX TPOU3BOSHEIX MyPHHA ¥ HMHNA3CIA.

VHapBrAYaTbHOCTh IONYICHHEX COSOHHCHHM VCTaHOBIEHZ C IIOMOINBIO
TCX, a crpoenue m coctaB — Ha ocHosBamwmw Jauuex WK coexrpos,
SIEMEHTHOTO aHATH3a W BCTPSIHBIM CHHTE30M PAaa BemecTs. 1ax, coearHeHNd
10a,¢c,e,f, 11b, cunTe3upOBaHHBIE ABYMS METOAAMH, OBIIM MACHTHIHEL.

B MK crniexrpax coemunenunit 10f,g,k mveroTcs moIOCH TOTIOMEHAS TP VIS
NO, B ofmactu 1340-1330 u 1560-1570 ¢ = rpymx OH u NH B obmacta
3350-3400 u 3330 cM™' COOTBETCTBEHHO.

IKCIIEPUMEHTAJNBHAA YACTDH

VK criextpsl momydeHsl Ha nprtope VR-10 mwmm Perkin-Elmer 457 B Ba3elIHHOBOM MACIE.
TCX mpoBomwmm Ha mpactuHkax Silufol UV-254 B pasmuuHBIX cHCTEMaX PacTBOPHTENEH,
[IpOSBTIEHAE ITapaMy Hoja Wi B Y@ cpere.

2-Xuop-, 2-(QerHIaMiHo-, 2-THIEepHANHO- H 2-MOpGOIIIHO-0-THO-7-MeTHIIypuHEL 1a—d
TIONYYEHBI TI0 METOAY [2], 2,6-mxnop-7-MeTHIIypuH (2) — 1o MeTofy [3], 2-IaMeTHIaMIHoO-6-
Xnop-7-MeTHIIypyH (3) — 1o MeToxy [4]. .

1-Metwr-, 1-0ymwn-, 1-mpormm-2-sTHn- W 1-6yTeor-2-Iiporun-4-HATPO-5-XTI0PHME Fa307IbL
4a-d momydens! o MeToxy [3].

1,2-iumereo-, 1-B-ruapokcHsTH-2-MeTHT- B 1-B, Y- AT HApOKCHIPOIEN-2 -MeTHII-4-HITPO-
5-0pOMEMEA30TH] Sa—¢ TONYYeHE! TI0 MeToay [6].

1-Meramn-4-Xmop-5-HITpOMMHIA301 (6) IOYUeH TT0 MeToRy [7].

Harpuepsie com 1-metun- u 1-OyTeni-2-Ipormn-4-HETpPO-5-MEPKaIITOMMEAA30II0B  Ta,b,
AMMOERETHEIE COMMH | -METHI-4-MEPKaITTo-5-HUTPo- ¥ 2-MeTHI-4{5)-Hutpo-3(4)-MepKaTORMHIT-
azonoB 8a,b momyueHs! o Metoxy [8].

AMMOHIIHLIE coyd 1,2-maMernt-, 1-B-rugpoxcmsTair-2-mMeTiii- ¥ 1-B,y-nuruapoxen-
TPONAT-2-MeTHI-4-BATP0-S-MepKaTOEMHAIA30/I0B " 9a-c. B cycmemsmio 0.025 Momb
marpodpovimMIzaszona Sa~c B 30 M 8% BOJHOLO pacTBOpa aMMHAKA IIPOILYCKAIOT CEPOBOIOPON
TP TIepeMEIMBAHMY B TeUeHWE 15 MHH, IIDH 3TOM TeMIIeparypa DEaxIHOHEOH MacChl
mommmaercs 2o 40-45 °C. PeakrpoHHylo cMech Depemenmmaor 30 mum mpm 20-25 °C,
oXIakIaloT 1m0 15-18°C, ocamek OTGIIBTPOBRIBAIOT, NPOMEIBAIOT 2 pasa HeSONBIIHM
KOIIMUYECTBOM OXTAXKACHHOM BONEI, OXIAKICHHBIM JTAHONOM, CylmaT. IlomdydaroT XKenTsle
KPHCTADTIUECKAE, TeTKOPAaCTBOPHMEIE B BOJAE COSUHEHT Ja—c.

2-3amentedHble 7-MeTWI-6-(4-HATPOHMIIA30MHI-S)THONYypHHE! 10a—n B 6-(5-HHTIpO-
AMANa3enT-4)THomypaab! 11a,b (tadn.). A. Cumecs 0.01 Moms 6-THomypHHa 1a—d, 0.01 Mome
NaOH u 0.01 moe HUTpoTanorexmmMiifazona 4a—d, Sa,b 8 70 M 70% s>Tanona (Opy HOLYUEHIA
coemuuennit 10a, 11b), 60 v 50% stanona (coemumerwe 10b), 70 MT BoAB! (IIpH ITCITy4EeHUH
coemurerms 10¢), 30 v 80% nponasona-2 ( mpu momygeHwn coemerms 10d), 80 o
Ge3BOIHOrO TIPoTaHoTa~2 (TIpH ToTydeHHn coexmHermit 10a,i) # 70 M sTaHona (TIpH IOy YeHA
coemmaecHrtt 10f-h,j, 11b) xwmsarar | u (mpm monydeHEH coermHerwi 10a,ce, 11b), 2 4
(coemmmerwe 10d), 3 u (coemumerns 10£h,1), 5 1 (coexumerne 10f), 6 u (coemurenue 10g) 7 4
(coepurenizie 10b). Ilo OKOHYANMH HAIpeBaHMs PEAKIHOHHYIO MACCy OXMAXIAIOT 7o 15-20 °C,
0Ca0K OTQHIBTPOBHIBAIOT, IIPOMBIBAIOT BOJOM, CYMIAaT. YIADMBAHMEM CIMPTOBBIX MATOUHELIX
pacTBOPOB [0 HEOONBIIOTO O0BEMA BRIETSTIOT JOTIOMHWTENHHOE KOMMIECTBO BEIIECTBA.
Tlonyuaror coempmenns 10a—j, 11b.

B. Cwmecy 0.01 momp 6-xyopoyprma 2, 3 # 0.01 mMone HaTpHeBoi 7a,b i aMMOHFHHOR
8a,b, 9a—c comm mmETpoMepKanToRMugazona B 100 M Bomel (Ipy NONYHUCHHE COSTHHEHHH
10a,¢), 70 v 80% wm3orporrrtoporo crpTa (I coempHermit 10f,k—n, 11a,b) xunarsir 1 9 (mis
coempeermit 10a,¢,e,k), 2 u (wrsa coegumermit 10f,m,n), 4+9 (Ipy monydeHny coeurerni 101,
112) B 5 v (@i coemumexas 11b). Peaximonmylo Maccy oxIammarorT o 15-20 °C, ocamox
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OTUIIETPOBLIBAIOT, IPOMBIBAIOT BONOH, CyMIaT. YIapuBaHHeM CIHPTOBLIX DPAacTBOPOB B
BaKyyMe JI0 HeSONBIIOro 00beMa BEIIEIHIOT - JOIOTHHTENEHOE KOIIIeCTB0 BemecTs. TIonywaroT
coemumerm  10a,¢,e,fln, 1lab. Coemumerus 10a,cef, - 11b He paoT genpeccrn
TeMIIpepaTyphl INIaBIeHIS [IPH CMENICHIN ¢ 00pasaMyl, TOIyIeHHBIMHE IO METOLY A.
Coepmpmenns 10a-n, 11a,b — xenTeie WAM CBETIO-KENTHIE KPHUCTAIIMUCCKUE BEIIECTRE,
TPYIAHOPACTBOPHUMEIE B XOIOIHON BOZE ¥ B GONBIIHHCTBE OPTraHUUECKIX PaCTBOpHTECH.
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